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(57) Altstract: A heriricidal composition that, in addition to comprising customary inert 
fonnulation adjuvants, comprises: a) a compound of fonnula (I), wherein the substituents 
are as defined in claim 1; and b) a syneipsdcally efifective amount of one or more com- 
pounds of fonnulae (2.1 to 231). The compositions according to the invention may also 
comprise a safener 
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.1 . 

Herbicidal composition 

The present invention relates to a novel lierbiddal composition comprising a herbicidal active 
ingredient combination that is suitable for the selective control of weeds in crops of useful 
plants, for example in maize crops. The invention relates also to a method of controlling 
weeds in crops of useful plants, and to the use of the novel composition for that purpose. 

The compounds of formula I 




wherein the definitions of the substituents are given hereinbelow have herbicidal activity. 

Surprisingly, it has now been shown that a combination of variable amounts of active 
ingredients, that is, of an active ingredient of formula I with one or more of the active 
ingredients of fonmulae 2.1 to 2.51 listed below, which are known and some of which are 
also commercially available, exhibits a synergistic action that is callable of controlling, both 
pre-emergence and post-emergence, the rnajority of weeds occurring especially in crops of 
useful plants. 

There is therefore proposed in accordance inrith the present invention a novel synergistic 
composition for selective weed control'that, in addition to customary inert fomnulation 
adjuvants, comprises as active ingredient a mixture of 

a) a herbicidally effective amount of a compound-of formula I 
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Wherein each R is independently hydrogen, C-Cealltyi. CrCealkenyl, Cz-Cshaloallcenyl, 
CrCeallcynyl, CrCehaloallcynyi, Ca-CecycioailqrI. C-Csallcoxy. C-Cehaloalltoxy, Ci- 
CeaJJtyJthlo, C,^Ikylsulfinyl, C,<^il«yIsuIfonyl. C-Cshaloail^yl. C-Cehaloalkylthio. C- 
Cehaloalltylsulfinyl, Ci-Cehaloallcylsulfonyt, C-Cealltoxycarbonyl. Ci-Ceaii<ylcarbonyi, C,- 
Ceallcylamlno, di(C,-C6ali<yf)amino, Ci-CeallQrIamlnosulfonyl. di(Ci-C6alkyl)aminosutfonyl. - 
N(Ri)-S-Ra, -N(R3)-SO-R4. -N(R6)-SOrR6, nitro. cyano, haJogen, hydroxy, amino, benzylthio, 
benzylsulfinyl, benzylsulforiyl, phenyl, phenoxy. phenyKhio, phenylsuifinyl or phenyteulfonyl; 
wherein the phenyl group may Itself be mono-, di- or tri-subsHtuted by C-Ceallcyl, C-Cehalo- 
alltyl, CrCealltenyl, CarCehaloalkenyl, Ca-Ceallcynyl, CrCshaloalkynyl, Ci-Cealkoxy, d- 
CehaloallOTxy, CrCealitenyloxy. CrCealkynyloxy, mercapto, Ci-Cealicylthio. C,- 
Cehaioalltytthio, CsrCealkenylthlo, CrCehatoalkenylthio, CrCealkynylthio, Qr 
Csalkoxyalkylthio, CVCsacetyiaikylthIo, GxCeaikoxycarbonylalkyithio, Q2-C4cyanoaikylthk), 
Ci-Cealkylsulfinyl, Ct-Cehatoalkylsuinnyl, Ct-Cealkylsulfonyl, Ci-Cehaioalkylsulfonyl, 
aminosulfonyl, Ci-Caalkylaminosulfonyl, QrC^dlalkylaminosulfonyl, C-Caalkyiene-R*. 
Na»R47, halogen, cyano, nitro, phenyl or by benzylthfo, wherein the latter phenyl and 
benzylthio groups may themselves be substituted on the phenyl ring by Ci-Csalkyl. Ci- 
Cahatoalkyl, CrCaaikoxy, C-Cshaloalkoxy, hatogen, cyano or by nitro; 
or each R is independently a monocydfe or fused bicydks ring system having from 5 to 10 
members, which may be aromatic or partially saturated and may-contain from 1 to 4 hetero 
atoms selected from nitrogen, oxygen and sulfur; wherein the ring system either Is bound 
directly to the pyridine ring or is bound to the pyridine ring via a C-C4alkylene group, and 
each ring system may not contain more than two oxygen atoms and may not contain more 
than two suffur atoms, and the ring system may itself be mono-, cD- or tri:«ubslituted by 
Ci-CealkyI, d-Cehaioalkyl, Ca-Cgalkenyl, CrCshaloalkenyl, CrCealkynyl. Ca-Cehatoalkynyl, 
Ct-Cealkoxy, d-Cehaloalkoxy, Cg-Cealkenytoxy. CrCealkynyloxy, mercapto. d-Cealkylthk), 
Ci-CehatoaJkyfthio, Ca-Csalkenyithio. Cs-Cehaloalkenylthio, Ca-Cealkynylthio, (V 
Csalkoxyalkylthio; CarCsacetylalkylthio. Ca-Cealkoxycartjonylalkylthlo, CrC4cyanoalkylthio. 
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Ci-Cealkyisulfinyl, CrCehaloalkylsulfinyli Ci-^ealkylsulfonyl. CrCehaloalkyisulfonyl, 
aminosulfonyl, Ci-C2alkylaminosulfonyl, C2-C4dialkylaminosuifonyl, Ci-Csalkylene-R,, NRsRg, 
halogen, cyano, nitra, phenyl or by benzylthio. wherein phenyl and benzylthfo nrwy 
themselves be substituted on the phenyl ring by Ci-CaalkyI, Ci-CshaloalkyI, Ci-Caalkoxy, Ci- 
Cahaloalkoxy, halogen, cyano or by nitro. and wherein the substituent^on the nitrogen in the 
heterocyclic ring are other than halogen; or 

each R is independently d<C4alkoxy-Ci-C4alkyl or Ci-C4alkoxy-Ci-C4aIkoxy-Ci-C4alkyt; 
mis 1,2, 3 or 4; 

Ri, Rs and Rg are each independently of the ottiers hydrogen or Ci-CealkyI; 
Rz is NRioRin Ci-C6alkoxy, Ci-Cehaloalkoxy, CrCsalkyl. Ci-CyialoalkyI, CrCealkenyl, CrCe- 
(' " \ haloalkenyl, Cg-Cealkynyl, Ca-Cehaloalkynyl, Ca-CecycloalkyI or phenyl, wherein phenyl may 
itself be substituted by Ci-CsalkyI, Ci-CshaloalkyI, Ci-C^lkoxy, Ci-C^haloaIkoxy, halogen, 
cyano or by nitro; 

Ri Is NR12R13, Ci-Cealkoxy, Ci-Cehaloalkoxy, Ci-CealkyI, Ci-CehaloalkyI, CrCealkenyl, Cg-Ge- 
haloalkenyl, CVCealkynyl, Cg-Cehaloalkynyl, pa-Cecydoalkyl or phenyl, wherein phenyl may 
itself be substituted by d-Cgalkyl, Ci-CshaloalkyI, Cf-Csalkoxy, Ci-Cahaloalkoxy, hatogen, 
cyano or by nitro; 

Re Is NR14R15, Ci-Cealkoxy, Ci-Cehaloalkoxy, Ci-CealkyI, Ci-CehaloalkyI, Cg-Cealkenyl, Cs-Ce- 
haloalkenyl, Ca-Cealkynyl, Cg-Cehaloalkynyl, Cg-Cecycloalkyl or phenyl, wherein phenyl may 
itself be substituted by Ci-CaalkyI, Ci-CahaloalkyI, d-Cgalkoxy, Ci-Cshaloalkoxy, hatogen, 
cyano or by nitro; 

R7 and R45 are each independently of the other Ci-Csalkoxy, C2-C4alkoxycarbonyl, d-Cr 
( ; alkylthio, CrCsalkylsulfinyl, Ci-Caalkylsulfonyl or phenyl, wherein phenyl may itself be 

substituted by Ci-CaalkyI, Ci-CahaloalkyI, Ci-Cgalkoxy, Ci-Cahaloalkoxy, halogen, cyano or 
by nitro; 

Re, RiQ, R12, Rt4 and R46 are each Independently of the others hydrogen or Ci-CealkyI; 
Rfl. R11, Ri3, Ri5 and R47 are each independently of the others d-Csalkyl or Ci-dalkoxy; 
Q is the group Qi 



0 
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wherein Rib, R17. Ris and Ri» are each independently of the others hydrogen, hydnnqf, 
Ci-C4allcyl, QjrCeallcenyl, Cz-Cealkynyl, C-C4aII<oxycartx)nyl, Ci-CealkyHhio, C- 
Ceallcylsulflnyl, C-CeaII<ylsulfonyl, C-C4alkyl-NHS(0)2, C-C4haloaIlcyl. -NH^-C^alkyl, - 
N(Ci-C4alkyl)2, Ci-Cealkoxy, cyano, nitro, halogen, or phenyl which may itself be substituted 
by C,-C4alkyl, C-C4haloalkyl, Ci-C4alkoxy, Ci-C4haloaIkoxy, C-C4aIl^carbonyl, C,- 
C4alkoxycarbonyl. amino, Ci-C4alkylamlno, di(Ct-C4alkyl)amfno, Ct-Cealky«hto, C,- 
Cealkylsulfinyl, C-Csalkylsulfonyl. Ci-C4alkyt-8(0)^, Ct-C4haloalkytthlo, Ct- 
C4haloalkylsulfinyl, Ci<;4haloalkylsulfonyl, Ci-C4haloalkyl-S(0)20, C,-C4alkyl-S(0)2NH, Ci- 
C4alkyl-S(0)2N(Ci-C4aIkyl), halogen. nItro, COOH or by c^no; or two acQacent substituents 
out of Rie, Ri7, R18 and R19 fomn a Ca-Cealkylene bridge; 

R20 is hydroxy, 0"M*. halogen, Ci-Ciaalkoxy, Ci-C,2alkylcariaonykM<y, C2-C4alkenyk»rbbn^ 
oxy, CgrCfiCyctoaJkylcarbonyloxy, C-Czalkoxycarbonyloxy, Ci-C,2alkylcarbonytoxy, 
R2iR22N-C(0)0, Ci-C,2alkylthio, Ci-Caalkylsulfinyl, Ci-Caalkylsulfonyl, Ci-C4hatoalkylthlo, 
Ci-C4haloalkylsulf5nyl, Ci-C4haloalkylsulfonyl, CrCiealkenylthio. Ca-Ciaalkenylsulfinyl, C2-C,r 
alkenylsulfonyl, C2-Ci8haloalkenylthio, CrCiahatoalken^sulfinyl, Cz-dzhaloalkenyisulfonyl, 
Cz-Cigalkynylthio, C2-Ci2a)kynylsulfinyl, CrCizalkynylsulfonyl, Ci-C4alkyl-S(0)20, 
phenyl-S(0)20. (C,-C4aJkoxy)2P(0)0, C,^24aJkyl(C,^34alkoxy)P(0)0. H(C,-C4alkoxy)P(0)0. 
Ci-Ciralkyl-S(CO)0, ben^oxy, phenoxy, phenylthio, phenylsulfinyl or phenylsulf onyl, 
wherein the phenyl group may itself be substituted by Ci-C4aJkyI, Ci-C4haloalkyl, Ci- 
C4alkoxy, C-C4hak)alkoxy, C,-C4alkylcarbonyl, Ci-C4alkoxycarbonyl, Ci-C4alkylamino, dl(Ci- 
C4alkyl)amlno. Ci-C4alkylthlo, C-C4alkylsulfinyl, C-C4alkylsulfonyl, C-C4alky|.S(0)20, C,- 
C4haloalkylthk>, Ci-C4haIoalkylsulfinyl, Ci-C4haloalkylsulfonyl, Ct-C4haloaIkyl-S(0)20, Ci- 
C4alkyl-S(0)2NH. Ci-C4alkyl-S(0)2N(Ct-C4aIkyl). halogen, nitro or l>y cyano; and 
Rn and R22 are each Independently of the other hydrogen or Ct-C4alkyl; 
oris1hegroiqi>Q2 



wherein R23 Is hydroxy, OTVT. halogen, Ci-Cgalkoxy, C,-C,2alkylcarbonyloxy, C2-C4- 
alkenylcarbohyio)cy, Cg-Cecyclbalkylcarbonyloxy, C-Cgalkoxycaibonyloxy, Ci-Caalkyl- 
carbonyloxy. Ra^RasN-CCO)©, C-Caalkylthlo. C-Caalkylsulflnyl. C,-Ci2alkylsulfonyl, 
C,-C4haloalkylthio, Ci-C4haloalkylsuffinyI, C.C4haloalkylsulfonyl, Cz-Cizalkenylthio, Ca-Cir 
alkenylsulflnyl, (VCiaalkenylsulfonyl, Ca-Ciahaloalkenylthio, CrCiahaloalkenylsulfinyl, CrC,2- 




R 
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haloalkenylsulfonyl, CrCi2alkynytthio. (^CiaalKynyisuifinyl, Cz-Cisaikynylsulfonyl, 
Ci-C4alkyl-S(0)20, phenyl-S(0)20, (Ci-C4aJI«»<y)2P(0)0, C|-C4alkyl(C-C4alkoxy)P(0)0. 
H(Ci-C4aIko)(y)P(0)0, Ci-Ciralkyl-S(CO)0, benzyloxy, phenoxy, phenylthio, phenylsulfinyl 
or phenylsulfonyl, wherein the phenyl group ma^ itself be substituted by Ci-C4alkyl, Ci- 
C4haloall(yl, Ci-C4all«}xy, Ci-C4haloalkoxy, Ci-C4alkylcarbonyl, Ci-C4allco)(ycarbonyl, Ci- 
C4alkylamino. cfi(Ci-C4alkyl)amvK>. Ci-C4alkylthk). Ci-C4alkylsulflnyl, Ci-C4alkylsulfonyl, 
Ci-C4alkyl-S(0)2Q. Ci-C4hak)alkytthto. Ci-C4hak)allcylsulfinyl. Ci-C4haloalkytsulfonyl, 
C-C4hak)alkyl-S(O)20. Ct-C4aikyl-S(0)2NH, Ci-C4alkyl-S(0)2N{C-C4alkyl), halogen, nilroor 
bycyano; 

Ra4 and Rjs are each Independently of the other hydrogen or Ci-C4alkyl: and 
Y is oxygen, sulfur, a chemteal bond or a Ci-C4alkylene bridge; 
or is the group 03 ^ 



wherein R44, R37, Rag and Rse are each independently of the others hydrogen, Ci-CealkyI, 
C-CehaloalkyI, CrCealkenyl, Cz-Cealkynyl, C-Qjalkoxycarbonyl, C-Csalkytthto, Ci-Csalkyl- 
sulfinyl. C-Cealkylsuffonyl. Ci-C6alkyl-NHS(0)2. Ci-Cealkylamino, di(C,-C6alkyl)amIno, 
hydroxy. Ci-Cealkoxy, Cg-Cealkenyloxy, CrCealkynytoxy, hydroxy-C-CealkyI, C-C4alkyl- 
sulfonyloxy-Ci-Cealkyi, tosyloxy-Ci-CealkyI, halogen, cyano, nitro, phenyl, or phenyl 
substituted by Ci-C4alkyl, Ci-C4haloalkyl, C,-C4alkoxy, C-C4haloalkoxy, C,-C4alkyicarbonyl, 
C-C4alkoxycarbonyl, amino, Ci-C4alkyIaniino, di(Ci-C4alkyOamlno, Ci-Cealkylthio, d- 
Cealkylsulfinyl, Ci-Cealkylsulfonyl, Ci-C4alkyl-S(0)20, Ci-Cehaloalkytthio, Ci- 
Cehaloalkylsulflnyl, Ci-Cehaloalkylsulfonyl. Ci-C4haloalkyl-S(0)20, Ci-C4alkyl-S(0)2NH, Cr 
C6alkylthio-N(Ct-C4alkyl), C,-C6alkylsulfinyl-N(Ci-C4alkyl), C,-C6alkylsulfonyl-N(Ci-C4alkyl), 
halogen, nitro, COOH or by cyano; or adjacent R44 and R37 or Raa and R39 together are Cr 
Cealkyiene; 

W is oxygen, sulfur, suWInyl, sutfonyl, -CI=UiR42-. -C(0)- or -NR43-; 
R41 is hydrogen, C,-C4alkyl, C,-C4haloalkyl, Ci-C4alkoxy-Ci-C4alkyl, C-C4alkylthio-Ci- 
C4alkyl, Ci-C4aikylcarbonyloxy-Ci-C4alkyl, Ci-C4alkylsulfonyloxy-Ci-C4alkyl, tosyloxy-C,- 
C4alkyl. di(CrC3alkoxyalkyl)methyl, di(C,-C3alkylthk)alkyl)methyl, (C,-C3alkoxyalkyl)-(Ci- 
C3aikylthioalkyl)roethyl, Ca-Csoxacycloalkyi, CrCsthiacycloalkyI, Cs-C4dioxacycloalkyl, Cr 
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C4dithiacycloalkyl. CarC40xathlacycloalkyl, fomiyl, Ci-C4alkoxycarbonyl, or phenyl which may 
itself be substituted by C-C4alkyl, Ci-C4haloalkyl. C-C4aikoxy, C-C4haloallcoxy, C,- 
C4alkyloaibonyl, Ci-C4alkoxycarbonyl, amino, Ci-C4alkylamino, di(Ci-C4alkyOamino, C- 
C4alkylthfo, Ci-C4alkylsulfinyl, C|-C4alkylsulfonyl, Ci-C4aIkyKS(0)20, Ci-C4haloa!kyHhfo, C- 
C4hak)alkylsulfinyl. Ci-C4haloalkylsulfonyl. C-C4haloalkyl-S(0)aO, Ci^4alky|.S(0)2NH, C- 
Cealkylthfo-N(C-C4alkyO. C,-C6alkyisulflnyl-N(C-C4alkyl). Ci-C6aIkyteulfony|.N(Ci^4alkyl), 
halogen, nitro. COOH or by cyano; or R42 together with Ras is Ci-Cealkylene; 
R42 Is hydrogen, C-C4alltyl or C-C4hatoalkyl; 

R« is hydroxy, Q-M*. halogen, C-Ciaalkoxy, C,-Ci2alkylcarbonyk)xy, CrC4alkenyteaibonyl- 
oxy, Ca-Cecydoalkylcarbonytoxy, Ci-Cizalkoxycarbonyloxy, Ci-C,aalkylcarbonytoxy, 
R95R97N-C(0)0, Ci-Caalkylthk). C,-Ci2alkylsurinyl, Ci-Caalkylsulfonyl, C-C4hatoalkylthk), 
Ci-C4haloalkyl8ulflnyl, C|-C4haloalkyl8ulfonyl, CrCiaalkenyllhIo, CrCiaalkenylsulfinyl, CrC,r 
alkenylsulfonyl, Ca-Cizhaloalkenylthto, CrCwhatoalkenylsulfinyl, CrCi2haIoalkenyl8Ulfonyl. 
Ca-Cizalkynylthib, QrCiaalkynylsulfinyl, C^2alkynylsulfonyl, Ci-C4alkyl-S(0)20, 
phenyl-S(0)20, (C-C4alkoxy)2P(0)0, C,-C4alkyl(Ct-C4aIkoxy)P(0)0, H(C-C4alko)(y)P(0)0. 
Ci-Ciralkyl-S(CO)0, benzyloxy, phenoxy, phenylthfo, phenylsulfinyl or phenylsulfonyl, 
wherein the phenyl group may rtseH be substituted by C,-C4alkyl, C,.C4haIoalkyl, C- 
C4alkbxy, Ct-C4haIoaIkoxy, Ci-C4alkylcartx5nyl,.C,-C4alkoxycarbcnyl, C,-C4alkylamino, dl(Ci- 
C4alkyl)amino, C,-C4alkytthio, Ci-C4alkyjsulfinyl, Ct-C4alkyIsuIfonyl, C,-C4alky|.S(0)20, C- 
C4haloalkyfthio, C,-C4haloalkylsulfinyl, C,-C4hatoalkylsulfonyl, Ci-C4haloalkyl-S(0)20, Ct- 
C4alkyl-S(0)2NH. C,-C4aJkyl-S(O)2N(C-C4a)ky0, halogen, nitro or by cyano; 
R98 and R97 are each independently of the other hydrogen or Ci-C4alkyl; 
R43 Is hydrogen, C,-C4alkyl, Ci-C4aIkoxycaibonyl. or phenyl whfoh may itself be substituted 
by C-C4alkyl. Ci-C4haloalkyl, Ci<J4alkoxy, C,-C4haIoalkoxy, Ci-C4alkytearbonyl, Ci- 
C4alkoxycarbonyl, C,-C4alkylamino. di(C,K54alkyl)amino. C,-C4alkylthlo, Ci.C4alkylsulfinyl, 
Ci-C4alkylsulfonyl, C-C4alkyl-S(0)20, Ci-C4haIoaIkylthio, Ci-C4haloaIkylsulfinyl, C,- 
C4haloalkylsulfonyl, Ci-C4haloalkyl-S(0)20, C,-C4alkyl-S(0)2NH, Ci-C4alkyl-S(0)2N(C- 
C4alkyl), halogen, nitro or by cyano; 
or is the group Q4 
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wherein R30 hydroxy, O'M^, halogen, Ci-Ci2a)koxy, Ci-Cisalkylcarbonyloxy, CVC4alkenyl- 
cartx)nyloxy, (VCecycioalkylcarbonyloxy, Ci-Ciaalkoxycarbonyloxy, Ci-Cizalkylcarbonyloxy. 
R3iR^-C(0}O, Ci-Ci2alkylthio, Ci-Ci2alkylsulfinyl, Ci-Cisalkylsulfonyl, Ci-C4haloalkylthio. 
Ci-C4haloalkylsulfinyl, Ci-C4haloalkyisulfonyl, CrCisalkenylthio, Cz-Ci^lkenyisulfinyl, CrC^z' 
alkenyisulfonyl. CrCiahaioalkenylthio, CrCi2haloalkenylsulfinyl, Ca-Cilhaioalkenylsulfonyl, 
CrCi2alkynylthio, Cz-Cisalkynylsulflnyl, CrCiaalkynylsulfonyl, Ci-C4alkyl*S(0)20. 
phenyKS(0)20. (C-C4alkoxy)2P(0)0. C-C4alkyl(Ci-C4alkoxy)P(0)0, H(Ci-C4alkoxy)P(0)0, 
CrCiratkyl-S(CO)0, benzytoxy, phenoxy, phenyfthio, phenylsulfinyl or phenylsutfonyl. 
wherein the phenyl group may itself be substituted by Ci-C4alkyl, Ci-C4haloaIkyl, Ci- 
C4alkoxy, Ci-C4haloalkoxy, Ci-C4alkylcarbonyl, Ci-C4alkoxycarbonyi, Ci-C4alkylamino, di(Ci- 
C4alkyl)amino, Ci-C4alkylthio, CrC4alkylsulfinyl, Ci-C4alkylsulfonyl, Ci*C4aIkyl-S(0)20, Ci* 
C4haloalkylthio, CrC4haloalkylsulfjnyl, CrC4haIoalkylsulfonyl, Ct-C4hak>alkyl-S(0)20, Ci- 
C4alkyl-S(0)2NH, Ci-C4alkyl-S(0)2N(Ci-C4aIkyl), halogen, nitro or by cyano; and 
R31 and Rae are each independently of the other hydrogen or Ci-C4alkyi; 
R33 and R34 are each independently of the other hydrogen, hydroxy, Ci-C4alkyl, Cz-Cealkenyi, 
CrCealkynyl, Ci-C4alkoxycartx>nyl, Ci-Cealkylthio, CrCsalkylsulfinyl, Ci-Cealkylsulfonyl, 
Ci-C4alkyl-NHS(0)2, C,-C4haloalkyl, -NH-CrC4alkyl, -N{C,.C4aIkyl)2, C-Cgalkoxy, cyano, 
nitro, halogen, or phenyl which may itself be substituted by CrC4alkyl, Ci-C4haloalkyl, CrC^ 
alkoxy, CrC4haloalkoxy, Ci-C4alkylcarbonyl, CrC4alkoxycarbonyl, amino, Ci-C4alkylamino, 
dl(Ci-C4alkyl)amlno, Ci-Cealkylthio, Ci-Cealkylsulfinyl, Ci-Cealkylsulfonyl, Ci-C4alkyl-S(0)20, 
Ci-C4haloalkylthio, Ci-C4haloalkylsuffinyl, Ci-C4haloaIkylsulfonyl, Ci-C4haloalkyl-S(0)20, 
CrC4alkyl-S(0)2NH, Ci-C4alkyl-S(0)2N(C,-C4alkyl), halogen, nitro, CCX)H or by cyano; or 
R33 and R34 together forni a Cz-Cealkylene bridge; and 

Ras is hydrogen, CrC4alkyl, C,-C4aIkoxycarbonyl, or phenyl which may itself be substituted 
by Ct-C4alkyl, Ci"C4haloaIkyl, Ci-C4alkoxy. Ci-C4haloalkoxy, Ci-C4alkylcart)onyl, Ci- 
C4alkoxycarbonyl, amino, Ci.-C4alkylamino, di(Ci-C4alkyl)ahnino, Ci-C4alkylthto, Ci- 
C4alkylsulfinyl, CrC4alkylsulfonyl, Ci-C4alkyl-S(0) A Ci-C4haloalkylthio, C,- 
C4haloalkylsulfinyl. C-C4haIoalkylsulfonyl. Ci-C4haloalkyl^S(0)20, Ci-C4alkyl-S(0)2NH, Cf 
C4alkyl-S(0)2N(C,-C4aikyl), halogen, nitro, COOH or by cyano; 
or is the group Q$ 
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Wherein Z is suHiir. SO or SQz; ' 
Roi Is hydrogen, C-Csalltyl, C^ll<yl substituted by halogen, C-C4alkoxy. C-C4alIcylthlo, 
C,-C4alkylsulfonyl, C-C4alkylsuinnyl, hydroxy, cyano, nitro, -CHO, -COaRa, -COR03, 
-COSRm, -NRosRoe, CONRoasRoa?, or by phenyl which may Hseif be substituted by C,- 
C4alkyl, C-Cehaloalkyi, C-C4all<oxy, C<J4haloalkoxy, CrCealkenyl, t^Csalkynyl, Qr 
Csaikenyloxy, CarCealkynyloxy, halogen, nitro, cyano, <X)OH, C00C-C4alkyl, COOphenyl, 
C-C4alkoxy. phenoxy, (C,-C4alkoxyH),-C4alkyl. (C-C4alkylthto>Oi^4alkyl, (0,- 
C4alkylsulflnylH3,-C4alkyl. (Ct-C4alkylsulfonylKi^4alkyl, NHS0rCi-C4alkyf. NHSQrphenyl, 
N(C,^kyJ)S0rC-C4alkyl. N(C,<;6alkyl)SQrphenyl, N(CirC6alkenyl)SQrC-C4alkyl, N«V 
C6alkenyl)S0a^)henyl, N(C3rCealkynyl)SQrC<;4alkyl, N(CrCealkynyl)SQrphenyl, N((VCr 
cycloalkyl)SOrC,-C4alkyl. N(CrC7cyctoalkyl)SQ^^henyl, N(phenyl)S0rC,^4alkyl, 
N(phenyl)SOrphenyl. 0S02-C-C4alkyl. CONRo»Rc«. 0SQrC,-C4hatoalkyf. OSQ^phenyl. 
CrC4alkylthio, C^4hak)alkytthio. phenylthlo. C^4alkylsulfonyf. C,-C4haloalkylsul(bnyl, 
phenylsulfonyt, C-C4alkylsulfinyl, C-C4haloalkylsulfinyt. phenylsulfinyl. C<;4alkylenephenyl 
orby-NRoisCOaRozr: 

or Ro, is CrCsalkenyl or Qg-Caalkenyl substituted by halogen. C-C4alkoxy. C-C4alkylthfo, 
C,.C4alkylsulfonyl. C,-C4alkylsumnyl. -CONRo^Roaa, cyano, nitro. -CHO, -COJF^ <X>pL, 
-C0S-Ci-C4alkyl. -NR034R03S. or by phenyl which may itself be substituted by C-C4alkyl, 
Ci-CehaloaJkyI, C<;4alkoxy. C,-C4haloalkoxy. CrCealkenyl. QrCealkynyl, CrCealkenyloxy. 
CrCealkynyloxy, halogen, nitro. cyano. -COOH. COOC,-C4alkyl, COOphenyl. C-C4alkoxy. 
phenoxy. (C-C4aikoxy)-C,-C4alkyl. (Ct-C4aikytthioH?,-C4alkyl. (C.C4alkylsulfinyf)-Ci-C4alkyl, 
(C.C4alkyIsulfonyO-C-C4alkyl. NHS0rC,-C4alkyl, NHSOrphenyl. N(C,-C6alkyl)SOrC,.C4- 
alkyl, N(C-C6alkyl)S0rphenyl. N(CrC6aIkenyl)SOrCi-C4alkyl. N(CrC6alkenyl)S0rpheiiyI. 
N(CrC8alkynyl)SOrC,-C4alkyl. N(CrC6alkynyl)S0rphenyl. N(CrC7cycloalkyOSOirC,-C4. 
alkyl. N(CrCcycloaIkyl)S02-phenyl. N(phenyl)SOrC-C4aikyI. N(phenyl)SOz^>henyl. 
OSPrC-C4alkyl, CONRo4oRo4i. OS02-Ci-C4ha!oalkyl. OSOz-phenyl, C-C4alkytthfo. C,-C4- 
hatoalkylthfo, phenyWifo, Ci-C4alkylsulfonyl. C-C4haloalkylsulfonyl. phenylsulfonyl. C-C4- 
alkylsulfinyl. C^54»ialoaJkylsuJfinyl, phenylsulfinyl. C,-C4alkylenephenyl or by -NBo^^Ro^ 
or Ro, is CrCealkynyl or CarCealkynyl substituted by halogen. Ci-C4haloaIkyl, cyano. 
-C02Ro«4. or by phenyl which may itself be substituted by Ci-C4alkyl. Ci-Cehatoaikyl. C,-C4- 
alkoxy, C,^4haloalkoxy. CrCealkenyl, Cs-Ctialkynyf, QKJealkenylox^^ 
hatogen, nitro, cyano. -COOH, CO0Ci<)4alkyl, COOphenyl. C-C4alkoxy. phenoxy. (cl-C4- 
alkoxyK,-C4alkyl, (Ci.C4aIkylthioK;,-C4alkyJ, (d.C4alkylsuttinyl)-C,-C4alkyI. (C,-C4alkyl- 
sulfonyO-C-C^alM NHS0rCt^4alkyl, NHS02^)henyl, N(C<56alkyl)SOrC-C4alkyl, 
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N(Ci-C6alkyl)SCVphenyl. N(Cz-CGalkenyl)S02^i-C4aIkyt. NCCrCealkenyOSOz-phenyl, 
N(C3-C6ali^yl)S02-Ci-C4alkyi, N(C3-C6alkynyi)SQrP^)enyl. N(C3-C7cycloalkyl)SCyCi-C4- 
alkyl. N(CrC7cycloalkyl)SOrphenyl, N(phenyOS02-Ci-C4allcyli N(phenyl)SQ2-phenyl. 
OS0rCi-C4alkyi, CONRo28Rae9. OSOrCi-C4haloalkyl, OSQrphenyt, C-C4allcylthio. C1-C4- 
haloalkylthio, phenyithio, Ci-C4a%lsulfonyl, Ci-C4haloallcylsulfonyi, pKehylsulfonyl, C1-C4- 
alkylsulfin^, Ci-C4haloaikylsutfinyl, phenylsuKinyl. Ci-C4aikylenephen^ or by -NRosiCQgF^; 
or Rot is CarCTcycloalicyl or CrCTcycloalkyI substituted by Ci-C4allcyl, d-C^BUkoy^, Ci- 
C4ali^ithio, Ci-C4all<ylsulfin^, Ci-C4all(yisuifor^, or by phenyl which may itself be substituted 
by halogen, nitro, cyano, Ci-C4alkoxy, Ci-C4haloalk6xy, Ci-C4allcylthio, Ci-C4haioallcyithio. 
Ci-C4ailcyl or by Ci-C4haloalkyl; or 

Rm is Ci-C4ailcylene-(VC7cycloalkyl, phenyl, or phenyl substituted by Ci-C4alkyi. d-Cshalo- 
alkyl, Ci-C4alkoxy, Ci-C4haloalkoxy. Cz-Csalkenyl. Cs-Cealkynyl, Cs-Gealkenytoxy, CrCr 
all^nyloxy, halogen, nitro, cyano, -COOH, C00Ci-C4alkyl. COOphenyl, Ci-C4alkoxy, 
phenoxy, (Ci-C4alkoxy)-Ct-C4alkyl, (Ci-C4alkylthlo)-Ci-C4a!kyl, (C,-C4alkylsulflnyO-Ci-C4alkyl, 
(Ci-C4alkylsulfonyl)-Ci-C4alkyl, NHS0rCi-C4alkyl, NHSOrPhenyl, N(Ci.C6alkyl)S02-Ci-C4- 
alkyl, N(C-C6a!kyl)S0rphenyl, N(CrC6alkenyl)S02-Ci-C4alkyl, NCCrCcalkenyOSOrphenyl, 
N(C3-C6alkynyl)S02-C,-C4alkyl, N(C3-C6alkynyl)S02-phenyl, N(C3-C7cycIoaIkyl)S02-Ci-C4- 
alkyl, N(CrC7cycloaikyl)SOrPlienyl, N(phenyl)S02-Ci-C4alkyl, N(phenyl)SOrPhenyl, 
0S0rC,-C4alkyl, CONR045R046. OSOrCi-C4haloalkyl, OSOz-phenyl, Ci-C4alkylthlo, C1-C4- 
haloalkyithio, phenyithio, Ci-C4alkylsulfonyl, Ci-C4haloalkylsulfonyl, phenylsulfonyl. C1-C4- 
alkyisutfinyl, Ci-C4haloalkylsutfinyl, phenylsulfinyl or by -NR04BCO2R047: or 
Roi is Ci-C4alkylenephenyl, CORo/ or fre>m 4- to 6-membered heterocyclyl: 
R(a. F^oaa. Ro44 and R086 are each independently of the others hydrogen, Ci-C4alkyl, phenyl, or 
phenyl substituted by Ci-C4alkyl, Ci-CshaloalkyI, Ci-C4alkoxy, C,-C4haIoalkoxy, Cz-Csalkenyl, 
CrCealkynyl, Ca-Cealkenyloxy, CrCealkynyloxy, halogen, nitro, cyano, -COOH, COOC1-C4- 
alkyl, COOphenyl, Ci-C4alkoxy, phenoxy, (C,-C4alkoxy)-Ci-C4alkyl, (Ci-C4alkylthio)-Ct-C4- 
alkyl, (C,-C4alkylsutflnyl)-Ci-C4alkyl, (Ci-C4alkyIsulfonyl)-Ci-C4alkyl, NHS0rC,-C4alkyl, 
NHSOrphenyl, N(C,-C6alkyl)SOrCi-C4alkyl, N(Ci-C6alkyl)SOrphenyl, N(CrC6alkenyl)- 
SQrCi-C4alkyl, N(CrC6alkenyl)S02-phenyl, N(CrC6alkynyl)SOrC,-C4alkyl, N(C3-C6- 
alkynyl)SOrPhenyl, N(CrC7cycloalkyl)S02-Ci-C4alkyl, N(C3-C7Cycloalkyl)SOrphenyl, 
N(phenyl)S0rCi-C4alkyl, N(phenyl)S02Tphenyl, 0S02-Ct-C4alkyl, CONR049R050. 
OSOr<Jt-C4haloalkyl, OSQg-phenyl, C-C4alkylthio, C,-C4haloalkylthfo, phenyithio, C,- 
C4alkylsulfonyl, Ci-C4hak>alkylsulfonyl, phenylsulfonyl, Ci-C4alkylsulfinyl, Ci- 
C4haloalkylsulfinyi, phenylsulfinyl, -C,-C4-alkylphenyl or by -NRos2CO^Ros9: 
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RcB. Rna9 and Ro87 are each independently of the others Ci-C4allcyl. phenyCor phenyl 

substituted by C-C4alkyl. C-CehaloalkyI, C-C4alkoxy, C^S^haloalkoxy. CrCealkenyl. CrOr 

alkynyl, CrCealkenyloxy, CarCealkynyloxy, halogen, nltio, cyano, -COOH, C00Ci-C4alkyl, 

COOphenyl, C-C4alkoxy. phenoxy, (C,-C4alkoxy).C-C4alkyl, (C-C4alkylthk))-C-C4alkyl, ' 

(C,-C4aIkyteu»lnyl).C-C4aIkyl. (C,-C4alkylsulfonyl)-C,-C4alkyl, NHS0?C-C4alkyl, 

NHSOrphenyl. N(C-C«alkyOSQrC-C4alkyl. N(C-C6alkyOSQrphenyl. NCQrCealkenyl)- 

S02-Ci-C4alkyl. N(CrC6alkenyl)S0arphenyl. N(CrCealkynyl)SQrC,-C4alkyl, N(CrC6alkynyl). 

S02i)henyl. N(C3-C,cycloalkyl)SOrC,.C4alkyl. N(CrC7cydoalkyI)SOrphenyl. N(phenyl)- 

S02-C,-C4alkyl, N(phenyl)SOrPhenyl, 0S0a-C,-C4alkyl, CONRoseRoBa. OSOrC|-C4haloalkyl, 

OSOrphenyl. C,-C4alkylthfo. Ci-C4haloalkylthlo, phenylthfo. C-C4alkylsulfonyl, C-C4halo. ' 

alkylsulfonyl. phenylsulfonyl. C-C4alkylsulfinyl, Ci-C4hak)alkylsulfirQ«, phenyisuffinyi. 

-(CH^phenyl or by -NRoseCOaRosri 
Ro4 Is CrC4alkyl; 

Ro5 is hydrogen. Ci-C4alkyl. QrCealkenyl, CVCealkynyl. C3-C;cyck)alkyl. phenyl, or phenyl 
substituted by Ci-C4alkyl. Ci-Cehaloalkyl. C,-C4alkoxy, C-C4haloalkoxy, CrCealkenyl. CrCe- 
alkynyl, Ca-C^lkenyloxy, Cs-Cealkynyloxy, halogen, nitro, cyano, -COOH, COOCi^34alkyl. 
COOphenyl, C,-C4alkoxy, phenoxy, (C,-C4alkoxy)-C-C4alkyl. (C,-C4alkylthio)-C-C4alkyl, ' 
(Ci-C4alkylsulfinyl)-Ci-C4alkyl, (Ci-C4alkylsulfonyl)-Ci-C4alkyl, NHSOz-C,-C4alkyl, 
NHSOsrphenyl. N(Ci-C6aIkyl)S02^,-C4alkyl, N(Ci-C6alkyl)S0rphenyl. NCCz^lkenyl)- 
S02<f,-C4alkyl. N(C2-C6aIkenyl)SQz-phenyl, N(CrC6alkynyl)S02H. NCCg-Cealkynyl)- 
SQrC,-C4alkyl. N(CrC6alkynyl)S0rphenyl. N(Cs-C7cydoalkyl)S02H. N(CrC7cycloalkyl)- 
SQrC,-C4alkyl, N(C3-C7cyctoalkyl)S02i)henyl, N(phenyl)SOrCi-C4alkyl, N(phenyO- 
SOii)henyl. OS02-Ct-C4alkyl, CONRos7Roa. OS02-C,-C4haloalkyl, OSOz^Jhenyl, C-C4alkyl- 
thfo. C.C4haloalkylthlo, phenylthio, C,-C4alkylsulfonyl, C,-C4haloaIkylsulfonyl, phenylsulfonyl, 
C,<;4alkylsulfinyl, C-C4haloalkylsulfmyl, phenyisuffinyi, Ci-C4alkylenephenyl or by 
-NRoeoCOiRo68; 

Ro6 Is hydrogen, C-C4alkyl. CrCealkenyl. CrCealkynyl. CrCTcycloalkyI, phenyl, or phenyl . 
substlluled by C-C4alkyl, Ct<yialoalkyl. C.C4alkoxy, Ci-C4haloalkoxy, CrCealkenyl. 
CrCealkynyl. Cg-Cealkenyloxy. CarCealkynyldxy, halogen, nllro. cyano, -COOH. COOC-C4- 
alkyl. COOphenyl. C-C4alkoxy. phenoxy. (C<J4aIkoxy).Ci-C4alkyl. (C,-C4alkylthio)-C,-C4- 
alkyl, (C,-C4alkylsulfinyl)<5,-C4alkyl, (C.G4alkylsulfonyO.C-C4alkyl, WHSOrC-C4alkyl. 
NHSOrPhenyl, N(C.C6alkyOSOi<;,-C4alkyl. N(C-C6alkyl)S0^enyl. N(CrC6alkenyl)- 
S0rC-C4alkyl. N(CrC6alkenyl)S0rphenyl. N(CrC6alkynyl)SQrC-C4alkyl. N(CrCealkynyl)- 
SOrphenyl. N(Ckp7cycloalkyl)SQrCi-C4alkyl. N(CrC,cyctoalkyl)SQrPhenyl. N(phenyl)- 
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S0rCrC4alkyl, N(phenyl)S02-phenyl, 0S0rCi-C4alkyl, CONRoeiRosz, OSOrC,-C4haloaIkyl, 
OSOrphenyi, Ci-C4alkylthio» Ci-C4haioalkyKhio, phenyKhfo» Ci-C4alkylsutfonyl, Ci<:4halo- 
alkylsutfonyl» phenylsulfonyi. Ci-C4alkylsulfinyl, Ci-C4haloalkylsulfinyl. phenylsulfinyl. C1-C4- 
alkyienephenyl or by *NRo64C02Rb63; 

Ro7 is phenyl, CrC4alkyl, Ci-C4alkoxy or -NRobRis; ^ 

R08 and Ro9 are each independently of the other Ci-C4dllcyl, phenyl, or phenyl substitiited by 

halogen, nitro, cyano, Ci-C4alkyl, Ci-C4a!koxy, Ci-C4thioalkyl, -CQaFW. -COFW. C1-C4- 

alkylsulfonyl, Ci-C4alkylsulfinyl or by Ci-C4hatoalkyl; or Roe and Roe together fonm a 5- or 6- 

membered ring, which may be interrupted by oxygen, NRoes or by S; 

R015, F)o3i, Ro43, Ro48> Ro62. R066, R080 and Ro64 are each independently of the others hydrogen, 

Ci-C4alkyl, CrCealkenyl, Cg-Csalkynyl or Cg-CTcyctoalkyl; 

R025» R0261 Ro27f Ro28i Ro29i RoSOf Ro02> Ro33i Ro34i Ro35i Ro36i Ro37i R(V10i Ro41» Ro42i Ro46i RcWf 

Ro47f Ro49f Ro5o» Ro53> Ro54f Ro56» Ro57i Ro58i RoBii RoBz* Ro63» Ro65 and R068 are each 
independently of the others hydrogen, Ci-C4alkyl, Cz-Cealkenyl, Cs-Csalkynyl, Cg-CTcyclo- 
alkyl, phenyl, or phenyl substituted by halogen, nitro, cyano, Ci-C4aIkoxy, Ci-C4haloalkoxy, 
Ci-C4alkylthlo, Ci-C4haloalkylthlo, Ci-C4alkyl or by CrC4haloalkyl; and 
R38 is Ci-C4alkyl, Ci-C4haloalkyl, CrCealkenyl, CrCehaloalkenyl, CrCealkynyl, CyCehalo- 
alkynyl, (VCscycloalkyI, or Ca-Cecycloalkyi substituted by halogen, Ci-C4alkyl, CrC4halo- 
alkyl, CVCealkenyl, Ca-Cehaloalkenyl, CrCgalkynyl, Cg-Cehaloalkynyl, CrC4alkoxycart)onyl, 
CrC4alkylthio, CrC4alkylsutfinyl, CrC4alkylsulfonyl, Ci-C4haloalkylthio, Ci- 
C4haloalkylsulfinyl, Ci-C4haloalkylsulfonyl, CrC4alkylcarbonyl, di(Ci-C4alkyl)amino, d- 
C4alkoxy, Ci-C4haloaIkoxy, CrC4alkyI-S(0)20, Ci-C4haloalkyl-S(0)20, or by phenyl which 
may itself be substituted by halogen, CrC4alkyl, Ci-C4haloaIkyl, Cs-Cealkenyl, Ca-Cealkynyl, 
cyano, nitro or by COOH; 

or an agronomlcally acceptable salt of such a compound, and 

b) a synergisticaliy effective amount of one or more compounds selected from 
a compound of fomnula 2.1 




wherein R5, is CHzOMe. ethyl or hydrogen; 
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Ra Is hydrogen or Rsi and Re together are the group -CHsCHCHsCH-r 
and a compound of fonnula 2J2 



(2.2). 




"840 



wherein R53 is ethyl, Rg* is methyl or ethyl and Rgs is -CH(Me)-CH2QMe. 
<S>-CH(Me)-CH20Me, CHzOI^ or CHzO-CHaCHg; 
and a compound of formula 2.3 



(2.3). 



wherein Rsb is CH(Me)-CH20Me or <S>CH(Me)-CH20Me; 
and a compound of fonmula 2.4 




(2.4). 



wherein Rs7 is chlorine, methoxy or methylthio, Rsb is ethyl and Rss is ethyl, isopropyl, 
-C(CN){CH3)-CH3 or tert-butyl; 
and a compound of fonnula 2.5 



^60 (2.5). 
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Wherein Reo is ethyl or n-propyi, Ret is COO' 1^ Ca^. -CH^H(IMe)S-CH2CH3 or the group 
^^1^ and X is oxygen. N-O-CH2CH3 or N-0-CH2CH=CH-CI; 

and a compound of fomnula 2.6 ^ 

Re 

Res 

wherein R62 is hydrogen, methoxy or ethoxy, Rea is hydrogen, methyl, methoxy or fluorine, 
R64 is COOMe, fluorine or chlorine. Res is hydrogen or methyl, Y is methine, C-F or nitrogen, 
Z is methine or nitrogen and Rse is fluorine or chlorine; 
and a compound of formula 2.7 




(2.7). 



wherein Rg/ is hydrogen or -C(0)-S-n-octyl; 
and a compound of formula 2.8 




(2.8). 



wherein Res is either bromine or iodine; 
and a compound of fomnula 2.9 
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Wherein Reg is chlorine or nitro; 
and a compound of formula 2J0 



.CHF, 



wherein R70 is fluorine or chlorine and R71 Is -CHa-CHCCO-COOCHaCHs or -NH-SOaMe; 
and a compound of fonmula 2.1 1 




(2.11), 



wherein is trifluoromethyl or chlorine; 
and a compound of fomnula 2.12 



I 

NH4* 



COOH 



(2.12). 



Wherein R73 Is NHa or <S>NH2; 
and a compound of formula 2.13 
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H H ~ 
wherein Yi is nitrogen, methine, NH-CHO or N-Me, Ya is nitrogen, methine or C-l, Y3 is 
methine, Y4 is methine or Y3 and Y4 together are sulfur or G-CI; Ys is nitrogen or methine, Ye 
is methyl, difluoromethoxy, trifluoromethyl or metho)^, Y7 is methoxy or drfluoromethoxy and 
R74 is CONI^Aea, COOMe, COOCaHs, trifluoromethyl, CHrCHaCFs or SOaCHaCHa, or a 
sodium salt thereof ("Me" being in each case the methyl group); 
and the compound of formula 2.1 3.c 



M o 1 



and the compound of formula 2.14 



Me y-f\ (2.14). 



O ^N-H 
H 



and the compound of fonnula 2.15 

HjN a 




and the compound of fomiula 2.16 
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H 



and the compound of fonmula 2.17 




and the compound of fomnula 2.18 




and the compound of fomwia 2.19 



O Me 



.a 



CJOOH (2.19), 
CI OMe 



and the compound of fomiula 2.20 



X 



.Et 



V 



Me ^Me 
Me 



(2.20). 



and the compound of fomnula 2.21 
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(2^1). 



and the compound of formula 2.22 




(2.22). 



and the compound of fonnuia 2.23 




(2.23), 

COOH 



and the compound of fonnuia 2.24 




(2.24). 
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-N^^ (2.26).- 
MeOCX; O 



and the compound of fomnula 2JZ6 




(2.26), 



and the oornpound of formula 2.27 




and the compound of fomnula 2.28 



Me— N 




and the compound of fonnula 2.29 



-I 



1 
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.CI Qt 



/=< K 



Q 



(2^). 



J 

and the compound of formula 2.30 



(2.30). 



and the compound of fonnula 2.31 




(2.31). 



N=N r 

Me 



and the compound of fomnula 2.32 



F Br 




(2.32), 



and the compound of fomiula 2.33 



o 

\^ O Me—S—Me (2.33), 

OH T 
Me 
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and the compound of formula 2.34 ^ 
HgN-f VsO/IHOOjCH, (2.34), and the oonpound of fomiula 2.35 




and the compound of fomnula 2.36 
H 

CHsv^N O 



and the compound of fomfiufa 2.37 ~\sAj^COjCH, ^2.37), 



FaCv^N CHF, 

and the compound Of fomwia 2.38 cHjSoC^Y^^cosCHa <2'38). 

CHjCHCCHg), 



CH3 



(Oy^N N O 

and the compound of fonmula 2.39 mm (239) 

Y ^ 
o 



and the compound of fbnnula 2.40 Cl-^^NHOONtCH,)^ ^^ ^^ 
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and the compound of fonnuia 2.41 ^ ^ OCHjOOjH 



(2.41). 

CH, 



/~~\ ?^ 

and the compound of fonnuia 2.42 

a-^^>-OCHCOjH ^2.42). 
CH, 



CH, 

(CH3)3C^S^NC»NHCH3 

and the compound of fonnuia 2.43 (2.43), 
and the compound of fonnuia 2.44. 




CH2CI 



(2.44), 
Ci^CH, 



and the compound of fonnuia 2.45 
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CH3CH3 

{2^7). 




and the compound of f orniula 2.49 




HO 



and the compound of fomnula 2.50 




and the compound of fomiula 2*51 
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In the above formulae, "Me" is a methyl group. The alkyi groups appearing in the substituent 
definitions may be straight-chained or branched and are, for example, methyl, ethyl, 
n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, pentyl, hexyl, heptyl, octyl, nonyl, 
decyl, undecyi and dodecyl and also branched isomers thereof. Alkoxy, alkenyi and alkynyl 
radicals are derived from the mentioned alkyI radicals. The alkenyi and alkynyl groups may 
be unsaturated once or more than once. 

An alkylene group may be substituted by one or more methyl groups; preferably, such 
alK/lene groups are unsubstituted in each case. The same also applies to all Cs- 
Cscycloalkyl-, Cs-Csoxacycloalkyl-, CrCsthiacycloalkyI-, Cs-C^dbxacycloalkyl*, 
C3-C4dithiacycloalkyl-, CrC40xathiacycloalkyl- and N(CH^-containing groups. 

Hatogen is, generally, fluorine, chlorine, bromine or iodine. The same correspondingly 
applies to halogen in the context of other definitions, such as haloalkyi or halQphenyl. 

HaloalkyI groups having a chain length of from 1 to 6 carbon atoms are, for example, fluoro- 
methyl, difluoromethyl, trifluoromethyl, chloromethyl, dichloromethyl, trichloromethyl, 2,2,2- 
trifluoroethyl, 2-fluoroethyl, 2-chloroethyl, pentafluoroethyl, 1,1-difluoro-2»2,2-trichloroethyl, 
2,2,3,3-tetrafluoroethyl and2,2,2*trichk)roethyi, pentafluoroethyl, heptafluoro-n-propyl, 
perfluoro-n-hexyl; hatoalkyi groups in the definitions of Ra, R3 and especially R5 are 
preferably trichloromethyl, dichlorofluoromethyl, difluorochtoromethyl, difluoromethyl, 
trifluoromethyl, pentafluoroethyl or heptafluoro-n-propyl. 

Suitable haloalkenyl radicals include alkenyi groups substituted one or more times by 
halogen, halogen being fluorine, chlorine, bromine or Iodine and especially fluorine or 
chlorine, for example 2,2-difluoro-1-methylvinyl, 3-fluoropropenyI, 3-chloropropenyl, 
3-bromopropenyl, 2,3,3-trifIuoropropenyl, 2,3,3-trichloropropenyl and 4,4.4-trifluorobut-2-en- 
1-yl. Preferred C2-Ci2alkenyl radicals substituted once, twice or three times by halogen are 
those having a chain length of from 2 to 5 carbon atoms. Suitable hak>alkynyl radicals 
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include, for example, alkynyl groups substituted one or more times by halogen, halogen 
being bromine or iodine and. especially, fluorine or chlorine, for example S-fiuoropropyny!. 
a^hloropropynyl, 3-bromopropynyl, 3.3.3-trtfluoropropynyl and 4.4.4-trifluoro4)ut-2-yn-1-yl. 
Preferred aikynyt groups substituted one or more times by halogen are those having a chain 
length of from 2 to 5 carbon atoms. 



ADcoxy groups preferably have a chain length of from 1 to 6 carbon atoms. Mkoxy Is, for 
example, methoxy, ethoxy, propoxy. Isopropoxy, n-butoxy, Isobutoxy, seo^utoxy or tert- 
butoxy or a pentyloxy or hexyioxy isomer, preferably methoxy and ethoxy. Alkytearbonyl Is 
preferably acetyl or propionyl. Alkoxycarbonyl Is, for example, methoxycaibonyl, ethoxy. 
carbonyl. propoxycarbonyl, isopropoxycarbonyl, n-butoxycarbonyl, isobutoxycarbonyl, sec- 
butoxycarbonyl ortert-butO)Qrcarbonyl, preferably melhoxycarbonyl, ethoxycaribonyl or tert- 
butoxycarbonyl. Hak)alkoxy groups preferably have a chain length of from 1 to 8 carbon 



atoms. 



Haloalkoxy Is. for example, fluoromethoxy. difluoromethoxy, trifluoiomethoxy, 2,2,2-trifluoro- 
ethoxy. 1.1.2.2-tetrafluoroethoxy, 2-fluoroethoxy. 2K;hIoroethoxy. 2.2-dlfluoroethoxy or 2.2,2- 
trichloroethoxy, preferably difluoromethoxy, 2-chloroethoxy or trifluoromethoxy. 
Alkylthio groups preferably have a chain length of from 1 to 8 carbon atoms. 
Alkyfthio is, for example, methylthio, ethylthio. propylthlo. isopropylthfo. rvbutylthio, isobutyl- 
thio, sec-butylthio or tert-butylthio, preferably methylthio or ethylthio. AlkylsuKinyl Is, for 
example, methylsulfinyl. ethylsulfinyl, propylsulfinyl, Isopropyteuffinyl, n-butylsulfinyl, isobutyl- 
suMlnyl, seo4)utylsuHinyl or tert-butylsulfinyl. preferably methylsulfinyl or ethylsulfinyl. 
Alkylsulfonyl is, for example, nnethylsulfonyl. ethylsulfonyl. propylsulfonyl. isopropylsulfonyl, 
n-butylsutfonyl, Isobutylsulfonyi, sec-butylsuKonyl or tert-butylsulfonyl, preferably methyl- 
sulfonyl or ethylsulfonyl. 

Alkylamino is, for example, methylamino, ethylamino, n-propylamino, isopropylamino or a 
butytemlne isomer. Olalkylamino fe. for example, dimethylamino, methytethyfamino, diethyl- 
amino, n-propylmethylaniino, dibutylamino or dilsopropylamino. Preference is given to 
alkylamino groups havlng a chain length of from 1 to 4 carbon atoms. AlkoxyalkyI groups 
preferably.have from 1 to 6 carbon atoms. AlkoxyalkyI is, for example, methoxymethyl. 
methoxyethyl. ethoxymethyl, ethoxyethyl, n-propoxymethyl, n-propoxyethyl. isopropoxy- 
methyl or isopropoxyethyl. AlkylthkmlkyI groups preferably have from 1 to 6 carbon atoms. 
AlkylthioalkyI fe, for example, methylthfomethyl. methyllhioethyl. ethylthfomethyl. ethylthio- 
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ethyl, n-propylthiomethyl, n-propylthioethyl, tsopropylthiomethyl, isopropylthioethyl, butylthio* 
methyl, butylthioethyl or butylthiobutyl. 

The cycloalkyi groups preferably have from 3 to 6 ring carbon atoms and may be substituted 
by one or more methyl groups; they are preferably unsubstituted, for ^mple cyclopropyl, 
cyclobutyl, cyclopentyl or cyclohexyl. Phenyl, including phenyl as part of a substituent such 
as phenoxy, benzyl, benzyloxy, benzoyl, phenyRMo, phenylalkyi. phenoxyalkyi or tosyl, may 
be In mono- or poly-substltuted form, in which case the substituents may, as desired, be In 
the ortho-, meta- and/or para-position(s). 

The invention also Includes the salts that the compounds of formula I may form with amines, 
alkali metal and alkaline earth metal bases or quatemary ammonium bases. Among the 
alkali metal and alkaline earth metal hydroxides used as salt fomiers, emphasis is to be 
given to the hydroxides of lithium, sodium, potassium, magnesium* and caldum, but 
especially those of sodium and potassium. 

Examples of suitable amines for ammonium salt fonmatkDn that come into consideration are 
ammonia as well as primary, secondary and tertiary Ci-Ci8alkylamines, Ci-C4hydroxyalkyl- 
amines and Cz-CAalkoxyalkylamines, for example methylamlne, ethylamine, n-propylamine, 
isopropylamine, the four butylamine isomers, n-amylamine, isoamylamine, hexylamine, 
heptylamine, octylamine, nonylamine, decylamine, pentadecylamine, hexadecylamine, 
heptadecylamine, octadecylamine, methyl;^thylamine, methyl-isopropylamine, methyl- 
hexylamine, methyl-nonylamine, methyl-pentadecylamlne, methyl-octadecylamine, ethyl- 
butylamine, ethyl-heptylamine, ethyl-octylamine, hexyl-heptylamine, hexyl-octylamine, 
dimethyiamine, diethylanrune, di-r>-propylamine, diisopropylamine, di-n-butylamine, di-n- 
amylamlne, diisoamylamine, dihexylamine, diheptylamine, dioctylamlne, ethanolamine, 
n-propanolamine, isopropanolamine, N,N-diethanolamine, N-ethylpropanolamine, N-butyi- 
ethanolamlne, allylamine, rhbutenyl-2-amine, n-pentenyl-2-amine, 2,3-dimethylbuten^2- 
amine, dibutenyl-2-amlne, n-hexenyI-2-amine, propylenediamine. trimethylamine, triethyl- 
amine, tri-n-propylamine, trilsopropylamine, tri-n-butylamine. triisobutylamine, tri-sec- 
butylamine, tri-n-amylamine, methoxyethylamine and ethoxyethylamine; heterocyclic amines, 
for example pyridine, quinoline, isoqulnollne, morpholine, piperidine, pyn-olidine, indoline, 
quinuclidine and azepine; primary aryl amines for example anilines, methoxyanilines, 
ethoxyanilines, 0-, m- and p-toluidlnes, phenylenediamines, benzidines, naphthylamines and 
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6-, m- and p-chloroanilines; but especially triethylamine, isopropylamtne and diisopropyl- 
amine. 

It is extremely surprising that the combination of the active ingredient of fomiula I with one or 
more active ingredients selected from fomiulae 2.1 to 2.51 exceeds tfie additive effect on the 
weeds to be controlled that is to be expected in principle, and thus broadens the range of 
action of the individual active ingredients especially in two respects: Rrstly, the rates of 
application of the Ind'mdual compounds of fomiulae 1 and 2.1 to 2.51 are reduced while a 
good level of action is maintained and, secondly, the composition according to the invention 
achieves a high level of weed control also in those cases where the individual substances, in 
the range of low rates of application, have become unusable f roni the agronomic standpoint 
The result is a considerable broadening of the spectrum of weeds and an additional increase 
in selectivity in respect of the crops of useful plants, as is necessary and desirable In the 
event of an unintentional overdose of active Ingredient The composition according to the 
invention, while retaining excellent control of weeds in crops of useful plants, also enables 
greater flexibility in succeeding crops. 

The composition according to the invention can be used against a large number of 
agronomically important weeds, such as Stellaria, Nasturtium, Agrostis, Digrlaria, Avena, 
Setaria, Sinapis, Lollum, Solanum, Phaseolus, Echinochloa, Scirpus, Monochoria, Sagittaria, 
Bromus, Alopecums, Sorghum halepense, Rottboellia, Cypen/s. Abutilon, Sida, Xanthlum, 
Amaranthus, Chenopodium, Ipomoea, Chrysanthemum, Galium, Viola and Veronica. The 
composition according to the invention is suitable for all methods of application 
conventionaJly used in agricutture, e.g. pre-emeigence application, post-emergence 
application and seed dressing. The composition according to the invention is suitable 
espedally for controlling weeds in crops of useful plants, such as cereals, rape, sugar beet, 
sugar cane, plantation crops, rice, maize and soybeans, and also for non-selective weed 
control 

•Crops' are to be understood to mean also those crops which have been made tolerant to 
herbicides or classes of herbicides as a result of conventional methods of breeding or 
genetic engineering. 

Prefenred compQsftions according to the invention comprise compounds of fonmula I wherein 
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eadi R is independently hydrogen, CrCealkyI, (VCealkenyl. CrCehaloallcenyl, Cz-Cealkynyl, 
CrCGhaloalkynyl, Cr-Cecycloalkyl , CrCealkoxy, Ci-Cehaloallcoxy, Ci-Cealkylthio, Ct-Cealkyl- 
sulfinyi, Ci-Cealkylsulfonyl, Ci-Cehaloallcyl, Ci-Cehaloallcylthio, Ci-Cehaloalkylsulfinyl. Ci<<V 
haloalkylsulfonyl, d-Cealkoxycarfoonyl, Ci-Cealkylcarbonyl, Ci*Cealkylanr)ino, dt(CrC6alkyl)- 
amino, Ci-Cealkyfamlnosulfonyl, di(Ci-C6alkyl)aminosulfonyl, -N(Ri)-S^2, -N(R3)-SO-R4, 
-N(R6)-SOrR6. nitro, cyano, halogen, hydroxy, amino, benzylthio, benzylsulfinyl, ben^l- 
sulfonyl, phenyl, phenoxy, phenyfthio, phenylsuNinyl or phenylsulfonyl; wherein the phenyl 
group may itself be mono-, di- or tri-substituted by Ci-CealkyI, Ci-CehaloalkyI, CrCeaikenyt, 
CrCehaloalkenyl, CrCealkynyl, CrCehatoalkynyl, Ci-Cealkoxy, Ci-Cshaloalkoxy, Cg-Ce- 
alkenyloxy, Ca-Cealkynyloxy, mercapto, Ci-Cealkylthio, CrCebaloalkylthio. Cg-Cealkenylthio, 
CrCehaloalkenytthio, CrCgalkynylthio, CrCsalkoxyaikylthio, CrCsacetylalkytlhio, CrCc- 
alkoxycarbonylalkylthio, C2-C4cyanoancylthlo, Ci-Cealkylsuinnyl, CrCshaloalkylsumnyl, 
Ci-Cealkylsulfonyl, CrC$haloalkylsulfonyl, aminosulfonyl, Ci-C2alkylaminosulfonyl, 
C2-C4dialkylaminosulfonyl, Ci-C3alkylene-R45, NR46R47, halogen, cyano, nitro, phenyl or by 
benzylthio, wherein the latter phenyl and benzylthio groups may themselves be substituted 
on the phenyl ring by d-Cgalkyl, Ci-CahatoalkyI, CrCsalkoxy, CrCshaloalkoxy,. halogen, 
cjyano or by nitro; 

or each R is Independently a monocyclic or fused bicyclic ring system having from 5 to 10 
members, which may be aromatk: or partially saturated and may contain from 1 to 4 hetero 
atoms selected from nitrogen, oxygen and sulfur; wherein the ring system either is bound 
directly to the pyridine ring or is bound to the pyridine ring via a CrC4aIkylene group, and 
each ring system may not contain more than two oxygen atoms and may not contain noore 
than two sulfur atoms, and the ring system may itself be nfK)rw>", di- or tri-substituted by 
CrCealkyl. Ci-CehatoalkyI, Ca-Cealkenyl, CrCehaloalkenyl, CrCealkynyl, Cg-Cehaloalkynyl, 
Ci-Cealkoxy, Ci-Cehaloalkoxy, CrCealkenyloxy, CrCealkynyloxy, mercapto, Ci-Cealkylthio, 
Ci-Cehatoalkyhhlo, Qs-Cealkenylthlo, (VCehaloaJkenylthio, CrCealkynytthIo, Cz- 
Csalkoxyalkylthio, CrCsacetylalkylthIo, CrCealkoxycarbonylalkyjthio, C2-C4cyanoalkylthio, 
CrCealkylsulfinyl. Ct-Cehaloalkylsulfinyl, C-Cealkylsulfonyl, Ci-Cehaloalkylsulfonyl, 
aminosulfonyl, Ci-Czalkylaminosulfonyl, CrC4dialkylamlnosulfonyl, Ci-Caalkylene-Rr, NReRg, 
halogen, cyano, nitro, phenyl or by ben^Rhio, wherein phenyl and benzylthio may 
themselves be substituted on the phenyl ring by C-Csalkyl, C-CahaloalkyI, d-Csalkoxy, d- 
Cshaloalkoxy, halogen, cyano or by nitro, and wherein the substituents on the nitrogen in the 
heterocyclic ring are other than halogen. 
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Compositions accoixling to the invention that are also preferred compriseT^ compound of 
fonnula i, a compound of fomnula la 




wherein 

FUa is C-Cealkyl. (VCsalkenyl. CrCehaloalkenyl. CrCealkynyl, (VCBhaloalkynyl. C^Cecyda- 
alkyl. Ci-Cehaloalkyl. or a monocyclic or fused bicyclio ring system having from 5 to 10 
members, which may be aromatic or partially saturated and may contain from 1 to 4 heteio 
atoms selected from nitrogen, oxygen and sulfur, wherein the ring system eltheris bound 
directly to the pyridine ring or is bound to the pyridine ring via a C.C4alkylene group, and 
each ring system may not contain more than two oxygen atoms and may not contain more 
than two sulfur atoms, and the ring system may itself be mono-, di- or tri-substiluted by 
C^-Cealkyl. C-Cehaloalkyl. Ca-Csalkenyl. Ca-Cehaloalkenyl. QrCealkynyl, CrCshaloalkynyl. 
Ci-Cealkoxy. C-Cehaloalkoxy. C^^kenyloxy. QrCealkynyloxy. mercapto. Ci-Cealkylthio! 
C,.Cehaloalkylthio. Cs^kenylthlo. Cs-Cshaloalkenylthio, Cg-Cealkynylthio. CVCsalkoxy^ 

aikylthio, CVCeacetylalkyWhio, (^rCeaJkoxycarbonylalkylthfo. CVC4cyanoalkylthlo. C-Cealkyl. 

sulfinyl. Pi-Cehaloalkylsulfinyl. C-CealkylsuHonyl. C-Cehaloalkylsulfonyl. aminosulfonyl. 

Ci-Q^alkylamlnosulfonyl, QrC4dlallcyIaminosulfonyl. C-C^alkylene-R^. NReR^. halogen. 

cyano. nitro. phenyl or by benzytthio. wherein phenyl and benzylthk) may themselves be 

substituted on the phenyl ring by C-CaalkyI, C-Cshaloalkyl, C-Caalkoxy. C-Cshaloalkoxy. 

halogen, cyano or by nitro. and wherein the substituents on the nitrogen in the heterocyclic 

ring are other than halogen; 

R« is hydrogen. C-C^alkyl. Ct-CehaloalkyI, halogen, or phenyl which may be substituted by 
C,.Calkyl. C-Cshaloalkyl, C-Qjalkoxy. d-Cahatoalkoxy. halogen, cyano or by nitro, and 
RsoisCi-CshatoaJkyl. 

Among that group of compounds preference Is given to those wherein R« Is C-Cealkyl. 
CrCealkenyl, Ca-Cehaloalkenyl, QrCealkynyl. CrCehaloalkynyl. CrCecydoalkyl or C,-C^ 
haloalkyl. 
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Preference is given also to compositions wherein. In fonmula I, Q is the group Q2 or Q3. 
wherein, especially, in the group Qz B23 is hydroxy and in the group Q3 R40 is hydroxy. 
Among that group emphasis is to be given to those compounds wherein m is 2 and one 
substituent R is Ci-C4a!Icoxy-CrC4alkyl or Ci-C4alkoxy-Ct-C4alkoxy-Ci-C4alkyl. 

Further preferred synergistic mixtures according to the invention comprise as active 
ingredients a compound of formula I and either a compound of fomiula 2J2.a 



or a compound of fomiula 2.2 wherein R3 is ethyl, R4 is methyl and R5 fs ethoxymethyl, or a 
compound of fonnula 2.2 wherein R3 is ethyl, R4 Is ethyl and R5 Is methoxymethyl, or a 
compound 2.3, or a compound of formula 2.30, or a compound of formula 2.4, or a 
compound of fomnula 2.13, or a compound of fonmula 2.14, or a compound of formula 2.6 
wherein R12 Is hydrogen, Z is methine, R13 is methyl, Y is nitrogen, R14 is fluorine, R15 is 
hydrogen and Rie is fluorine, or R12 is methoxy, Z Is methine, R13 is methoxy, Y is methine, 
Ri4 is chlorine, R^g is methyl and Rie is chlorine, or a compound of formula 2.7 wherein R17 Is 
-C(0)-S-n-octyl, or a compound of fomnula 2.12, or a compound of fonmula 2.18, or a 
compound of fomiula 2.1 9, or a compound of formula 2.21 , or a compound of fomiula 2.25, 
or a compound of fonmula 2.33, or a compound of formula 2.45, or a compound of 
fonmula 2.1. 




H(j?— CHgCXJHg 
C2H5 CH3 



(2.2.a, aRS,1'S(-)N-(1'-methyl-2'-methoxyethyl)-M- 



chloroacetyl-2-ethyl-&-methylaniline), or a compound of formula 2.2.b 




Especially preferred synergistic mixtures according to the invention comprise as active 
ingredients a compound of fonmula i and either a compound of fonmula 2.2.a 
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.CH3 



^ / ^ (2^.a,aRS,1'S(-)N-(1'-methyl-2'-methoxyethyl)-N- 
' H^*-— CH,OCH, 



CgHg CH3 



chk>roacetyl-2-ethyt-6-methylaniline), or a compound of formula 2.2.b 

.CH3 



jD(0)-CH,CI 



H(j5 — CH2OCH3 
CjHg CHj 



or a compound of fonrtula 2^ wfierein R3 is etfijrf, R« is methyl and R5 is ethoxymethyl. or 
compound of fonnula Z2. wfierein R3 is etfiyl, R4 Is ethyl and R5 is methoxymethyl, or a 
compound fA fonnula 2.3. or a compound of fonnula 2.30. 

Combinations of the compounds of formula I wth the compound of fonnula 2 J2a 
/CH3 

/^--^^ /C(0)-CH,CI 

\ /~~\ <2.2a, aRS.1•S(-)N-(1•-methy^2'.methoxyethyO-N- 

^ H(j?— CHgCXJHj 

chloroacetyl-2-ethyl-6-methylanillne) have l>een found to be especially effective, the 
compound 1.001 indicated hereinbelow under Table 1 being especially prefened as the 
compound of fonnula 1. 



The compounds of fonnula I can be prepared in a manner analogous to the processes 

described in WO 97/46530, by 

a) reacting a compound of fonnula II 
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wherein R and m are as defined for fonnula I and X is a leaving group, e.g. halogen, in an 
inert, organic soh^ent in the presence of a base, with compounds of fonmula III, IV.V or Vl 




wherein R2o» Raa, R30 and R40 are hydroxy and the other substrtuents are as defined for 
fonnula I, to form the compounds of fomnula VII, VIII, IX or X 
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and then isomerising those compounds, for example in the presence of a base and a 
catalytic amount of dimethylaminopyridine (DMAP) or a cyanide source; or 
b) reacting a compound of formula XI 




wherein R and m are as defined for fomiula I, with compounds of fonnula III, IV, V or VI In an 
Inert, organic solvent in the presence of a base and a coupling agent, to form the compound 
of formula VII, VIII, IX or X, and then isomerising that compound, for example in the manner 
described under route a). 

Compounds of fomnula I wherein Q is a group Q5 




wherein Z is sulfur and R38 and R©, are as defined for fonmula I, can be prepared in a 
manner analogous to known processes (e.g. those described in WO 97/43270), by either 
a) converting a compound of fonmula XII 



wo 01/54501 



-33- 



PCT/EPOl/00720 




(XII), 



wherein Rae, R and m are as defined, in the presence of a base, carbon disulfide and an 
alkylating reagent of formula Xlli 



Roi-X, pcill), 
wherein Roi is as defined for fonnula I and Xi is a leaving group, e.g. halogen or sulfonate, 
into the compound of formula XIV 




(XIV), 



wherein Z is sulfur and R, Roi, Rss and m are as defined, and then cyclising that compound 
with hydfoxylamine hydrochloride, opttonally in a solvent, In the presence of a base, to form 
the compound of formula le 




wherein Z is sulfur and R, Rae, Rm and m are as defined, and then oxidising that compound 
with an oxidising agent, e.g. meta-chloroperbenzoic acid (m-CPBA). 

Preparation of the compounds of fonnula I is illustrated in greater detail in the following 
Reaction Schemes 1 and 2. 
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Reaction Scheme 1 
route a): 

O 



r^^^Ov X base, e.g. (aK) JM, 
(R)m-P / j + III. IV. V or VI ^ ' VII. VIII. IX. or X 



, y solvent, e.g. CKCL, 



0-110-C 

11 



isomerisation: 



base. e.g. (Q^^^, t^^^^T^ 



route b): 

O 



J^>VOH III, IV.' 

'-(^ J) + reagent,ag. jj^^^ 



»# Kn ®-9- (CaHJ-N. coupling 

(R)^^.„ ^ . ^VOTVI ^gent.ag. ^ ^ VII. VIII. DC. or X 

M' 

XI l"'N+ Q 

CH, 

solvent. e.g. CKCL. 
o-ii(rc 

isomerisation: 
base, e.g. {p^^^, 



(R)m-^ /J) 



cat 



I 



The connpounds of formula I containing the groups Q,, Qz, Q3 and Q4 wherein R20, R23, R30 
and R40 are hydroxy can especially be prepared according to the above Reaction Scheme. 
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Reaction Scheme 2 
o o 



Xlt 



KjCOj/CSj. R„-X,. 

Xill 

solvent, e.g. DMF, or 
KF/AI/CS.. Rm-X. 

solvent, e.g. CH^CN, or 
NaH/CSj. R„-X,, 
XIII 

solvent, e.g. DMSO 




XIV 



(R) 

NHgOH -HCI.base, e.g 
NaOAc/CsH^OH 




(OL a.g. m-CPBA 
> 

solvent, e.g. CH2CI2 



{R)m 




, ^ when Z s SO* or SO»- 

when Z 3 S * 

For preparation of the compounds of formula I wherein Q is a group Qi to CU and R2o> F^s. 
R30 and R40 are hydroxy, there are used as starting materials, in accordance with Reaction 
Scheme 1 , route a), the cart>oxytic acid derivatives of formula li wherein X is a leaving group, 
for example halogen, e.g. iodine, bromine or especially chlorine, N-oxyphthalimide or N,0- 

dimethylhydroxylamfno or a moiety of an activated ester, for example ^~^N=y-NH-^ ^ 

(fomied from dicyclohexytcari^odiimtde (DCC) and the appropriate cartx)xyUc add) or 
c,H,N=^-NH(CHj3N(CH3), (*^""^ fr<^"^ N-ethyl-N'-(3<fimethylaminopropyl)carl)odHmjde 

(EDC) and the appropriate carboxylic acid). Those compounds are reacted In an inert, 
organic solvent, for example a halogenated hydrocarbon, e.g. dichloromethane, a nitrite, e.g. 
acetonitrile, or an aromatic hydrocarlx)n, e.g. toluene, and in the presence of a base, for 
example an alkylamine, e.g. triethylamine, an aromatic amine, e.g. pyridine or 4-dimethyI- 
aminopyridine (DMAP), with the dione derivatives of fonmula III, IV, V or VI to forni the 
isomeric enol ethers of fomiula VII, VIII, IX and X. The esterification occurs at temperatures 
of from 0°C to 110^0. 



The isomerisation of the ester derivatives of formulae VII, VIII, IX and X to fomn the dione 
derivatives of formula I (wherein R20, R23, R30 and R40 are hydroxy) can be earned out, for 
example, analogously to EP 369 803 in the presence of a base, for example an alkylamine, 
e.g. triethylamine, a cartK>nate, e.g. potassium cart^onate, and a catalytic amount of DMAP 
or a cyanide source, for example acetone cyanohydrin or potassium cyanide. 
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According to Reaction Scheme 1, route b). the desired diones of formula I (wherein Rao, Rjs, 
Rn and R40 are hydroxy) can be obtained, for example, analogously to Cbem. Lett. 1975, 
1046 by means of esterification of the carboj^ic acids of fonnula Xi vwth the dione 
derivatives of fonnula III, IV, V or VI In an inert solvent, for example aTialogenated hydro- 
carbon, e.g. cfidiloromethane, a nitrite, e.g. acetonitrile, or an aromatic hydrocarbon, e.g. 
toluene, in the presence of a base, for example an alkylamine, e.g. triethylamine, and a 
coupBng agent, for example 2-chlorD-1-methyl-pyrldlnium iodide. The esterification occurs, 
depending on the solvent used, at temperatures of from O'C to 1 10'C and yields firet, as 
described under route a), the Isomeric ester of formula I, vvhich can be isomerised, as 
described under route a), for exampte In the presence of abase and a catalytic ainpurjt of 
DMAP, or a cyanide source to fonfn the desired dIone derivatives of fonmula I (vi^herein Rao, 
R23. R30 and R40 are hydroxy). 

Preparation of the compounds of fonnula I wherein Q is the group Qs can be carried out in 
accordance wnth Reaction Scheme 2, by reacting the b-dlketone derivative of fonnula XII, for 
example analogously to Synthesis 1991, 301; ibid. 1988, 793; or Tetrahedron 32, 3055 
(1976), with cartjon disulfide in the presence of a base, for example a carit)onate, e.g. 
potassium.cartx)nate, a metel hydride, e.g. sodium hydride, or potassium fluoride on 
aluminium, and an all<ylatlng reagent of fonnula XIII, wherein Xi is a leaving group, for 
example halogen, e.g. iodine, bromine or espedaliy chlorine, RasOSOaO, CHaSQaO- or 

CHj-^^""^ — SOjO- . The reaction is preferably earned out in a solvent, for example an 

amide, e.g. N,N-dimethyIfonnamide (DMF), a sulfoxide, e.g. dimethyl sulfoxide (DMSO), or a 
nRrile, e.g. acetonitrile. The ketena thioacetal of fonmuia XIV fonned Is cyclised using 
hydroxylamine hydrochloride in the presence of a base, for example sodium acetate, in a 
solvent, for example an akx>hol, e.g. ethanol, or an ether, e.g. tetrahydrofuran. to forni the • 
compound of fonnula le wherein Z is S-. The cyclisation reaction is carried out at 
temperatures of from O'C to 100»C. The compound of formula le (Z=S) may optionally be 
oxidised in a manner analogous to standard procedures, for example using peracids, e.g. 
meta-chloroperbenzoic add (nvCPBA) or peracetic acid, to form the corresponding sulfones 
and sulfoxMes of fonnula le (Z » SO or SQr), wherein the degree of oxidation at the sulfur 
atom (Z = SO7 or SOr) can bo controDed by the amount of oxidising agent 
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Oxidation to the compound of formula le (Z = SO- or SOr) is carried out as described, for 
example, in H. O. House, 'Modem Synthetic Reactions" W. A. Benjamin, Inc., Menio Park, 
California, 1972, pages 334-335 and 353-354. 

The activated carboxylic acid derivatives of formula II in Reaction Scheme 1 (route a), 
wherein X is a leaving group, for example halogen, e.g. bronrune, iodine or especially 
chlorine, can be prepared in accordance with known standard procedures, for example as 
described in C. Feni "Reaktionen der organischen Synthese', Georg Hiieme Veriag, 
Stuttgart, 1978, page 461 ff and as shown in the following Reaction Scheme 3. 



Reaction Scheme 3 

O 




According to Reaction Scheme 3, preparation of the compounds of formula II (X = leaving 
group) or 11 (X = halogen) is cam'ed out, for example, by using a halogenating agent, for 
example a thionyl halide, e.g. thionyl chloride or bromkle; a phosphorus halide or 
phosphorus oxyhalide, e.g. phosphoais pentachloride or phosphorus oxychloride or 
phosphorus pentabromide or phosphoryl bromide; or an oxalyl halide, e.g. oxalyl chbride, or 
by using a reagent for the formation of an activated ester for example N,N'-dteyclohexyl- 
cart>odiimide (DCC) or N-ethyi-N'-^3-dimethylaminopropyl)oarbodiimkle (EDC) of fonnula X. 
In the compound of fomnula X, as a halogenating agent, X, for example, is a leaving group, 
for example halogen, e.g. fluorine, bromine or iodine and especially chlorine, and Wi is, for 
example, PCt SOCI, SOBr or CICOCO. 

The procedure is optionally canied out in an inert, organic solvent, for example in an 
aliphatic, halogenated aliphatic, aromatic or halogenated aromatic hydrocartx)n, e.g. n- 
hexane, benzene, toluene, xylenes, dichloromethane, 1 ,2-dichioroethane or chlorobenzene, 
at reaction temperatures in the range from -20*'C to the reflux temperature of the reactton 
mixture, preferably at from 40 to 150''C, and in the presence of a catalytic amount of N,N- 
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cflmethylformamWe. Such reactions are generally known and described In the literature in a 
numt)er of variante with respect to the leaving group X. 

The compounds of formulae III. IV, V and VI are known and can be prepared in an 
analogous manner to that described, for example, in WO 92/07837, I^E 3 81 8 958, 
EP 338 992 and DE 3 902 81 8. 

The compounds of fomnula XII in Reaction Scheme 2 can be obtamed by standard 
procedures, for example from the oonresponcfing compounds of formula II 




(II). 



wherein R and m are as defined for fonnula I and X Is a leaving group, for example hatogen. 
for example via Qaisen condensatton, or from the compounds of fonnula II by reactkm with 
a ketocarboxylic add salt of fonnula XV 

CXX)*M+ 
H^C^ (XV), 
COR3B 

wherein R38 is as defined for fomiula I and M* is an alkali metal ion (cf ., for example, 
WO 96/26192). 

The compounds of fomiulae II and XI are known and can be prepared In an analogous 
manner to that descnlied, for example, in WO 97/46530, Heterocydes, 48, 779 (1998), 
Heterocycles, 46, 129 (1997) or Tetrahedron Letters, 1749 (1998). 

For the preparation of all further compounds of fomiula I functionallsed according to the 
definitfon of (R)„, a large number of known standard procedures, for example alkylation, 
hatogenatton, acylation. amidatton. oximation, oxidation and reduction, are available, the 
choice of a suitable preparation procedure being govemed by the properties (reactivities) of 
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the substituents in the respective intermediates. Examples of such reactions are given in 
WO 97/46353. 

All further compounds falling within the scope of fonnula I can be prepared by simple 
means, talcing into account the chemical properties of the pyridyl and Q moieties. 

The end products of fonnula I can be isolated in customary marmer by concentration or 
evaporation of the solvent and can be purified by recrystallisation or trituration of the solid 
residue in solvents in which they are not readily soluble, such as ethers, aromatic hydro- 
cart)ons or chlorinated hydrocarbons, by distillation or by means of column chromatography 
and a suitable eluant. 

Furthenmore, the person skilled in the art will be familiar with the sequence in which certain 
reactions should advantageously be performed in order to avoid possible subsidiary 
reactions. 

Where synthesis is not directed at the isolation of pure isomers, the product may be in the 
form of a mixture of two or more isomers. The isomers can be separated according to 
methods known perse. 

Preparation Examples: * 

Example PI: Preparation of 4-hvdroxv-3-/2'methvi-6-trinuoromethvk)vrtdine-3-<:artx)nvtV 
bicvclof3.2.noct'^erh2>one: 

6.68 g (0.0305 mol) of 2-methyl-fr-trifluoromethyI-nicotlnlc acid methyl ester (prepared in the 
manner described in Heterocycles, 46, 129 (1997)) are dissolved in 250 ml of methanol/- 
water (3:1 mixture) and 1.92 g (0.046 mol) of lithium hydroxkle hydrate are added in portions 
at 22°C. After 4 hours at 22^C, the reaction mixture is added to ethyl acetate and 2N 
hydrochk)ric acid; the organic phase is washed three times with water, dried with sodium 
sulfate and concentrated by evaporation, and the residue is triturated with a small amount of 
hexane. After filtering, 5.69 g (90 % of theory) of the expected 2-methyl-6-trifluoromethyl- 
nicotlnic acid having a melting point of 147-149^C are obtained. 
The 2-methyl-6-trif luoromethyl-nicolinic acid (2.0 g, 0.0098 mol) obtained is dissolved in 
20 ml of oxalyl chloride. Three drops of dimethylfonmamide are added and the mixture is 
ref luxed for 1 hour. The mixture is then concentrated using a rotary evaporator and the 
residue (2Hmeti)y|r6-trifluoromethyl-nicotinoyl chloride) is taken up in 30 ml of methylene 
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Chloride. At 0*C. 2.7 ml (0.0196 mol) of trielhyiafnine and 0.12 g (0.00098 mol) of dimethyl- 
aminopyrkfine are added, and then 1.49 g (0.0108 mol) of blcyclo[3.2.1]ocl-2,4<lione, 
dissolved in 20 ml of methylene chloride, are added dropwise. After 3 hours at 22*'C, the 
reactidn mixture is extracted shaking with 2N hydrochloric add. The separated methylene 
chloride phase is washed with water and then extracted by shaking vm&i 10 % aqueous 
sodium bicarisonate solution, dried over sodium sulfote and concentrated by evaporation. 
3.18 g (100 % of theory) of 2-methyl-6-trifluoromet»iyl-nkx)tinic add 4-oxo*icycto[3A1Jocl-2- 
en-2-yl ester are obtained in the form of an oil, whteh can be used further without purificatton. 
3.02 g (0.0093 mol) of methyl^trifluoromelhyl-nkxrtinic add 4-oxo-bk5yck)[3.2.1Jocl-2-en-2- 
yl ester and 1 .9 ml (0.01 36 mol) of triethylamine are dissolved in 45 ml of acetonitriie. At 
22°C, 0.01 ml of acetone cyanohydrin is added. After 18 hours at 22«C, the reactfon mbdure 
is poured onto a mixture of water and 2N hydrochloric acM and extracted by shaking with 
ethyl acetate. The ethyl acetate phase is washed with water and then with brine, dried over 
sodium sulfate and concentrated by evaporation, and the residue is dissolved in a small 
amount of warm acetone. On being left to stand, the product ciystalilses out After filtering, 
0.99 g (33 % of theory) of the expected 4-hydroxy-3-(2-methyl-6-trinuoromethyl-pyridIne-3- 
carbonyl)-bicydo[3.2.1]oct-3-en-2-one is obtained in the fonn of white crystals (m.p. 75- 
TTC). 

Example P2: (5-CvctoDroDvl-3-methvlsul fanvl-isoxazol-4-vlW2-miBthv|.6-trifluoromethvl. 
PVridin-3-vl)-methanone: 

14.8 g (0.080 mol) of 3-cydopropyl-3-oxo-propionic acid tert-butyl ester are dissolved in 
25 ml of MeOH and 1.93 g (0.080 mol) of magnesium are added. 7 ml of carbon 
tetrachloride are added dropwise while cooling in an ice bath and the reaction mixture is 
stirred at 22'C for 1 hour to complete the reaction. After concentrating by evaporation, the 
resklue is suspended in 100 ml of acetonitriie and, at 22"C, 16.31 g (0.073 mol) of 2-methyl- 
6-trifluoromethyl-nicotinoyi dik>ride (prepared in the manner described in Example PI), 
dissolved In 50 ml of acetonitriie, are added dropwise. After 6 hours, the reaction mixture is 
teken up in ethyl acetate and washed v\rith saturated sodium bicarit)onate solution. The 
separated ethyl acetete phase is washed water, dried over sodium sulfate and 
concentrated by evaporation. -The residue ia dissolved in 160 ml of methylene chloride and 
10 ml of trifluoroacetic add are added dropwise at 22'C. After 18 houre, the reaction mixture 
is poured into water and extracted with methylene chtoride. The methylene chtoride phase is 
washed vrith water and then with brine, dried over sodium sulfate and concentrated by 
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evaporation. 17.3 g (88 % of theory) of 1-cydopropyl-3-(2-methyl-6-trifluoromethyl-pyridIr^^ 
yi)-propane-1 ,3-dione are obtained In the fonn of an oil, which can be used further without 
purification. 

The 1-cyclopropyl-3-(2Hrnethyl-6-trifluorornethyl-pyridin-3-yl)-propane-1,3^ (15.0 g, 
0.055 mol) obtained is dissolved in 150 ml of dimethylformamlde and 50 g of potassium 
fluoride on an aluminium oxide support (Alox) (0.0055 mol/g, 0.276 mol) are added in 
portions at O^C. After 5 minutes, 6.7 g (0.088 mol) of cartx>n disulfide are.added. After 
2 hours, 23.6 g (0.166 mol) of methyl iodide are added dropwise and the reaction mixture is 
heated at 22%. After 2 hours the Alox is filtered off, the filtrate is poured into water and 
extracted by shaking with ethyl acetate. The ethyl acetate phase is washed wth water and 
then with brine, dried over sodium sulfate and concentrated by evaporation. The residue is 
chromatographed on silica gel (eluant ethyl acetate/hexane 15/1). 12.0 g (60 % of theory) of 
2-<bis-rnethylsulfanyl-rnetiiylene)-1-cyctopropyl-3-(2-methyl-6-tri^^ 
propane-1 ,3K]ione are obtained in the fomn of a solid substance. 

12.0 g (0.033 mol) of the product obtained are susperKted in 120 ml of ethanol together with 
5.4 g (0.066 mol) of anhydrous sodium acetate. 4.6 g (0.066 mol) of hydroxylamlne hydro- 
chloride are added and the batch is reacted at 22^C for 5 hours. A further 2.7 g of anhydrous 
sodium acetate and 2.3 g of hydroxylamlne hydrochloride are then added. After 18 hours, 
the reaction mixture is diluted with water and extracted with ethyl acetate. The ethyl acetate 
phase is washed with water and then with brine, dried over sodium sulfate and concentrated 
by evaporation. On triturating with a small amount of ethyl acetate, 9.0 g (79.5 %) of the 
desired product are obtained in the fomn of white crystals (m.p. 103-104%). 

Example P3: f5-CvcloproDVl-3-methvlsulfinvi-isoxazol-4-vlW2-methvl-6-trifluoromethvl- 
. pvridin-3-vlVmethanone 

1 .50 g (0.0043 mol) of (5-cyclopropyl-3-metiiylsutfanyl-isoxazol-4-yl)-(2-methyl-6-trifIuoro- 
methyl-pyridin-3-yl)H7)etiianone are dissolved in 30 ml of acetone/water (2:1 mixture) and 
1 .02 g (0.0048 mol) of sodium metaperiodate are added in portions at 22%. After 5 hours, 
the reaction mixture is concentirated by evaporation using a rotary evaporator. The residue is 
taken up in water and ethyl acetate. The ethyl acetate phase is dried over sodium sulfate 
and concentrated by evaporation. The residue is chromatographed on silica gel (eluant ethyl 
acetate/hexane 3^1 ). 0.8 g (51 %) of the desired product is obtained in the fonm of white 
crystals (m.p. 96-97^C). 
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Example P4; Preparation of 3-hvdrQxv.4 4 ^methvi-2-f2-methvl-6.trintJoromethvl-rmiffini^^ 
carbonvtVcvclohex-2-enone rA2-B24): 

6.68 g (0.0305 mol) of 2-inelhyl-6-trifluorome«iyl-nicotinlc acid methyl ester (prepared In the 
manner described in Heterocydes. 46, 129 (1997)) are dissolved In 250 ml of methanoV- 
water (3:1 mixture) and 1 .92 g (0.046 md) of lithium hydroxide hydratTare added in portions 
at a temperature of 22°C. After 4 hours at 22"C, the reaction mixture is added to ethyl 
acetate and 2N hydrochloric acid; ttie organic phase is washed tiiree times wW» water, dried 
over sodium sulfate and concentrated by evaporation, and ttie residue is triturated with a 
small amount of hexane. After filtering. 5.69 g (90 % of ttieoiy) of tile expected 2-metiiyl-6- 
trifluoromettjyl-nicotinic add having a melting point of 147-149*C are obtained. 

The 2-methyl-6-trifluoromett)yl-nicotinic add (1.026 g, 0.005 mol) obtained is dissolved in 
20 ml of oxalyl chloride. Three drops of dimetiiylfomriamide are added and the mixture is 
refluxed for 1 hour. The mixture is ttien concentrated by evaporation using a rotary 
evaporator and the residue (2-mett)yl-6-trifluoromeUiyl-nicotinoyl chloride) is tal<en up in 
1 00 ml of metiiylene chloride. At a temperature of 0°C. 1 .6 ml (0.01 1 5 mol) of triethylamine 
and 0.7 g (0.005 mol) 4,4-dimethyl-cydohexane-1 ,3-dione are added. After 2 houre at a 
temperature of 22°C, the solvent is removed using a vacuum rotary evaporator, ttie residue 
that remains is dissolved in 55 ml of acetonitrile and, for rearrangement of the Intemiedlate, 
0.15 ml (0.0016 mol) of acetone cyanohydrin and 0.79 ml (0.0057 mol) of triettiylamine are 
added. After stinring for four hours at room temperature, tiie reaction solution is concentrated 
by evaporation. The synip ttiat remains is chromatographed on silica gel. The light-yellow, 
viscous oil obtained by eluting witti a mixture of toluene, ettiyl alcohd, dioxane, triettiylamine 
and water (100:4020:20:5 parts by volume) (Rf = 0.39 based on ttie said mixture as mobile 
phase) is dissolved in dichlorometfiane and washed wfth 75 ml of hydrochloric add 5 % and 
75 ml of water In succession. After drying tiie organic solution v\rftti NaaSO*. concentration by 
evaporation yields 1 .05 g (63 %) of pure tiUe compound. 

'H NMR (drDMSO. 5 in ppm): 1 .342, s. 6H: 2.088, t, J 9Hz, 2H: 2.685, s, 3H: 2.982, t, J 
9H2, 2H:8.030, d, J 8.IH2, IH: 8.094, d, J 8.1Hz, IN. 

Example P5: Preparation of S-methvl-S-trmif oromettivi-cvclohexane-l.a-dinna YFvampio 
B1066): 

0.64 g of sodium is introduced into 40 ml of ettianol, 3J23 ml of acetic acid mettiyl ester and 
4.9 g of 4,4,4-trifluoro-3-mettiyl-bul-2-enoic add isopropyl ester are Incorporated and ttie 
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mixture is heated at boiling temperature for 18 liours. After extraction vinth dilute hydrochloric 
acid against ethyl acetate, concentration by evaporation is canied out. The non-purified 2- 
methyl-4,6-tfioxo-2-trifiuoromethyl-cyclohexanecarboxyiic acid methyl ester ttiat remains 
behind is esterified In the presence of 9.1 g of sodium hydrodde in a mixture of methanol 
and water at boiling temperature. The mixture is ttien acidified with hydrochloric acid and 
extracted with fresh ethyl acetate. After recrystallisation (ethyl acetate), pure 5-mettiyl-5- 
trifluoromethyl-cyctohexane-l ,3-dione having a melting point of 150*152°C is obtained. 

Examole P6: Prepamtlon of 2-hvdroxv-1-methoxv-S-methvl-4-oxo-cvclohex-2-enecart)oxvlic 
acid methyl ester fB1069>: 

A 30 % solufion of 35.8 g of sodium metiiandate is made up in 65 ml of dimethyl sulfoxide 
and, over a period of 20 minutes, is treated at a temperature of from 30 to 35°C with a 
mixture of 16.7 g of 3-methyl-3-buten-2-one and 32.4 g of methoxymalonic add dimethyl 
ester. The mixture is stirred for 1 hour at a temperature of 35^C, acidified with hydrochloric 
acid and then extracted several times with dichloroniethane. The organic phases are washed 
with water, dried and concentrated. By crystallising from hot ethyl acetate and hexane, pure 
2-hydroxy-1 -methoxy-5-methyM-oxo-cyclohex*2-enecartx)xylic acid methyl ester having a 
melting point of 1 17-1 17.5^C is obtained. 

Example P7: Preparation of 2-hvdroxv-1-methoxv«5-methvl-3-(2-methvl-6»trifluoromethvl- 
pvridine^3-cart)onvlV4-oxo-^ctohex-2-ene*cart)OxvlJC acid methyl ester fA2-B1069): 
2.23 g of fresh 2-methyl-6-trifluoromethyI-nicotinoyl chloride are added to a mixture of 2.14 g 
of 2-hydroxy-1-methoxy-5-methyl-4-oxo-cyclohex-2-ene-carl)oxylic acid methyl ester and 
2.02 g of triethylamine in 30 ml of acetonrtrile. After about 30 minutes, 0.065 g of potassium 
cyanide is added and the batch is stinred for 1 8 hours. The batch is then extracted at pH 2 
with water against ethyl acetate, dried over magnesium sulfate and concentrated by 
evaporation. By filtering over silica gel (mobile phase: ethyl acetate/methanoIAriettiylamine 
85:10:5), pure 2-hydroxy-1-methoxy-5-methyi-3-(2-methyl-6-trifluoromethyl-pyridine-3- 
carbonyl)*4-oxo-cyclohex-2-enecarboxylic add rhetiiyl ester is obtained in tiie form of a 
viscous oil. 
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Example P8: Preparatjon of 3-hvdrox v-4Hfnethoxv.6-methvl-2.f2.methwl-6-trifluorom6thvl- 
pvridin&-3-cart)orivlWivdoh«{-2-enone fA2-B1070V 

0.586 g of potassium flydroxide is added to 1.4 g of 2-hydioxy-1-methoxy-5^nethyl-3-(2- 
melhyl-6-trifluoromethyl-pyridine-3-caitx)nyl)^xo<:yc methyl 
ester in dioxane/water (5:3) and the batch te stinred for 3 hours. The Batch is then acidrfted 
(pH 3) and extracted with fresh ethyl acetate. The cnide product is purified by chromato- 
graphy analogously to Example P7. 3-Hydroxy^methoxy^methyl-2-(2-methyl-6-trifluoro- 
melhyl-pyridine-3<arbonyl)-cyclohex-2.enone is obtained in the fom» of a viscous on (as a 
mbcture of 3 tautomeric forms, according to ^H-NMR). 

The compounds listed in the following Tables can also be prepared in an analogous manner 
and using methods descn'bed in the general Reactioh Schemes 1 and 2 and in the 
references mentioned therein. In tiie following Tables Ph is the phenyl group and CC is an 
ethyne group. 

Table 1: Compounds of formula lb: 

fl f? 

(lb) 



m.p. ("C) 



75-77 

111-112 

oil 

124-126 

oil 
55-55 




Ccnnpd. 
no. 
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Ph 
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H 
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1.012 
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1.013. 


SPh 


CFa 
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SOPh 
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1 •WbW 


Ph 




1 021 


CHoBr 


CFoCF-i 
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SPh 
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SOPh 
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SOaPh 
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CH3 
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(CHskCH 
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CH3(CH2)3 
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CHa 


H 


CFaCFa 


CHa 


H 


CFaCFa 


CHa 


H 


CF3CF2 


CH3 


H 



wo 01/54501 



Compd. 


R75 


n . 




1.075 


SOaPh 


1.076 


CH3 


1.077 


CHaCHa 


1.078 


(CHa)2CH 


1.079 


CH3(CH2y3 


1.080 


Ph 


1.081 


CHzBr 


1.082 


CH2OCH3 


1.083 


CH2SMe 


1.084 




1.085 


SCHi 


1.086 


SOCHq 


1.087 




1.088 


SPh 


1.089 


SOPh 


1.090 


S02Ph 


1.091 


CH3 


1.092 


CH3CH2 


1.093 


(CH3)2CH 


1.094 




1.095 


Ph 


1.096 


CHaBr 


1.097 


CH2OCH3 


1.098 


CH2SMe 


1.099 




1.100 


SCH3 


1.101 


SOCH3 


1.102 


SO2CH3 


1.103 


SPh 


1.104 


SOPh 


1.105 


SOsPh 



PCT/EP01AK)720 

-47- 



R TO 


R77 


Rtb 


CFaCFa 


CHa 


H 


CHF2 


CHa 


H 


CHF2 


CHa 


H 


CHF2 


CHa 


H 


CHF2 


CHa 


H 


CHF2 


CH3 


H 


CHF2 


CHa 


H 


CHF2 


CHa 


H 


CHF2 


CHa 


H 


CHFa 


CHs 


H 


CHF2 


CH3 


H 


CHF2 


CH* 


H 


CHF2 


CH3 


H 


CHF2 


CH3 


H 


CHF2 


GH3 


H 


CHF2 


CH3 


H 


CFa 


H 


CH3 


CF3 


H 


CH3 


CFa 


H 


CH3 


CF3 


H 


CH3 


CFa 


H 


CH3 


CFa 


H 


CH3 


CFa 


H 


CH3 


CFa 


H 


CH3 


CFa 


H 




CF3 


H 


CHa 


CF3 


H 


CHa 


CFa 


H 


CHa 


CF3 


H 


CHa 


CF3 


H 


CHa 


CF3 


H 


CHa 



m.p. CO 



wo 01/54501 
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Table 2: Compounds of formula Ic: 







D 




















r 


t 0 


1 

CHq 


Compd. 




Rtb 


R77 


R78 


no. 










2.001 


CH3 


CFs 


H 


H 


2.002 


CHaCHa 


CFa 


H 


H 


2.003 




CFs 


H 


H 


2.004 


CH3(CH2)3 


CF3 


H 


H 


2.005 


Ph 


CF3 


H 


H 


2.006 


GHzBr 


CF3 


H 


H 


2.007 


CH2OCH3 


CF3 


H 


H 


2.008 


CHzSMe 


CF3 


H 


H 


2.009 


CHzSOzMe . 


CF3 


H 


H 


2.010 


SCH3 


CF3 


H 


H 


2.011 


SCXJHa 


CFs 


H 


H 


2.012 


SO2CH3 


CF3 


H 


H 


2.013 


SPh 


CF3 


H 


H 


2.014 


SOPh 


CF3 


H 


H 


2.015 


SOzPh 


CF3 


H 


H 


2.016 


CH3 


CF3CF2 


H 


H 


2.017 


CH3CH2 


CF3CF2 


H 


H 


2.018 


(CH3)2CH 


CF3CF2 


H 


H 


2.019 


GH3(CH2)3 


CF3CF2 


H 


H 


2.020 


Ph 


CF3CF2 


H 


H 


2.021 


CHaBr 


CF3CF2 


H 


H 


2.022 


•GH2OCH3 


CFaCFg 


H 


H 



P»3 
-OH 



3 (Ic) 



m.p.('C) 



107-109 

on 

0)1 

oil 



wo 01/54501 
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Compd. 


R 7S 


R 78 


R77 


R 78 


no. 










2.Q23 


CHzSMe 


CF3CF2 


H 


H 


2.024 


CH2S02Me 


GFsCFi 


H 


H 


2,025 


SCHs 


CF3CF2 


H 


H 


2.026 


SOCHs 


CFsCFa 


H 


H 


2.027 


SOiCHa 


CF3CF2 


H 


H 


2.028 


SPh 


CFaCFa 


H 


H 


2 029 


SOPh 


CFoCFo 


H 

1 1 


H 
1 1 


2.030 


SOaPh 


CF-.CF0 


H 


H 


2 031 


CHa 




H 
1 1 


H 
I ■ 


2 032 




wi •■2 


H 
1 1 


H 
1 1 


2 033 




on §2 


u 

n 


H 

n 






onr2 


M 

n 


M 
n 




Ph 


PUP- 


u 
n 


M 

n 




HH^Rr 


will 2 


H 
n 


u 
n 




wil2wOn3 


PHP 


n 


n 






PHP-. 


u 
n 


u 
n 


2 039 




PHF- 
v/nr2 


u 
n 


u 

n 


2.04O 


SCH^ 


CHFo 

wl 2 


H 
1 1 


H 
1 1 


2.041 




CHFo 

wi II 2 


H 


u 
1 1 


2.042 


S02CH3 


CHF2 


H 


H 


2.043 


SPh 


CHF2 


H 


H 


2.044 


SOPh 


CHF2 


H 


H 


2.045 


SOaPh 


CHF2 


H 


H 


2.046 


CH3 


CFq 


CH3 


H 


2.047 


CH3CH2 


CFa 


CHa 


H 


2.048 




CF« 


wn3 


LI 

n 


2.049 


CH3(CH2)3 


CFa 


CHa 


H 


2.050 


Ph 


CFa 


CHa 


H 


2.051 


CHzBr 


CFa 


CHa 


H 


2.052 


CH2OCH3 


CFa 


CHa 


H 


2.053 


CHzSMe 


CFa 


CHa 


H 


2.054 


CHzSOsMe 


CFa 


CHa 


H 



wo 01/54501 
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Compd. 


R75 


Rtb 


Rn 


Rtb 


no. 










2.055 


SCHs 


CF3 


CHa 


H 


2.056 


SOCH3 


CF3 


CHa 


H 


2.057 


SOaCHs 


CF3 


CHa 


H 


2.058 


SPh 


CFs 


CHa 


H 


2.059 


SOPh 


CFa 


CHa 


H 


2.060 


SQsPh 


CFa 


CHa 


H 


2.061 


CH3 


CFsCFa 


CHa 


H 


2.062 


CH3CH2 


CFaCFa 


CHa 


H 


2.063 




CFsCFa 


CHa 


H 


2.064 


CH3(CH2)3 


CFaCFa 


CHa 


H 


2.065 


Ph 


CF3CF2 


CH3 


H 


2.066 


CHaBr 


CF3CF2 


CH3 


H 


2.067 


CH2CXiH3 ■ 


CF3CF2 


CH3 


H 


2.068 


CHzSMe 


CFgCFz 


CH3 


H 


2.069 


CHaSOzMe 


CFgCFa 


CH3 . 


H 


2.070 


SCH3 


CF3CF2 


CH3 


H 


2.071 


SOCH3 


CF3CF2 


CH3 


H 


2.072 


SO2CH3 


CF3CF2 


CH3 


H 


2.073 


SPh 


CF3CF2 


CH3 


H 


2.074 


SOPh 


CF3CF2 


CH3 


H 


2.075 


SOgPh 


CFaCFz 


CH3 


H 


2.076 


CH3 


CHF2 


CH3 


H 


2.077 


CH3CH2 


CHF2 


CH3 


H 


2.078 


(CH3)2CH 


CHF2 


CH3 


H 


2.079 


CH3(CH2)3 


CHF2 


CHa 


H 


2.080 


Ph 


CHFa 


CHa 


H 


2.081 


CHgBr 


CHFa 


CHa 


H 


2.082 


CH2OCH3 


CHFa 


CHa 


H 


2.083 


CHaSMe 


CHFa 


CHa 


H 


2.084 


CHaSOsMe 


CHFa 


CHa 


H 


2.085 


SCH3 


CHFa 


CHa 


H 


2.086 


...SpCHa 


CHFa 


CHa 


H 



wo 01/54501 
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Compd. 


Rts 


Rye 


R77 


Rtb 


no. 










2.087 


SO2CH3 


CHFa 


CH3 


H 


2.088 


SPh 


CHF2 


CH3 


H 


2.089 


SOPh 


CHFa 


CHa 


H 


2.090 


SQ2Ph 


CHF2 


CH3 


H 


2.091 


CH3 


CF3 


H 


CH3 


2.092 


CH3CH2 


CFa 


H 


CH3 


2.093 


(CHaJaCH 


CF3 


H 


CHa 


2.094 


CH3(CH2)3 


CFa 


H 


CH3 


2.095 


Ph 


CF3 


H 


CH3 


2.096 


CHaBr 


CF3 


H 


CH3 


2.097 




CFa 


H 


CH3 


2.098 


CHzSMe 


CFa 


H 


CH3 






HP* 


u 
1 1 


wn3 


2.100 


SCH3 


CF3 


H 


CH3 


2.101 


SOCH3 


CFa 


H 


CH3 


2.102 


SO2CH3 


CFa 


H 


CH3 


2.103 


SPh 


CFa 


H 


CH3 


2.104 


SOPh 


CF3 


H 


CHa 


2.105 


SOzPh 


CF3 


H 


CHa 




Compd. R75 R76 R77 Rtb m.p.f'C) 

no. 



wo 01/54501 PCT/EPOl/00720 

-52- 

Compd. R75 R„ R„ R„ m.p.CC) " 

no. 



3.001 


CHo 


V/f 3 


n 


LJ 

ti 


3.002 


wri3wri2 




Li 

rl 


LJ 

n 


3003 






n 


LJ 

n 


3004 


wn3\on2/3 


UP3 


H 


H 




Dh 


CPs 


H 


H 






CP3 


H 


H 


O.UU/ 




CF3 


H 


H 


Q nriQ 
o*UUo 






H 


H 


O.UU9 


Lrn2b02Me 


CF3 


H 


H 


0.U1U 


SCH3 


CF3 


H 


H 




oOCnb 


CFa 


H 


H 


0.012 




CF3 


H 


H 


o.Ulo 


. SPn 


CF3 


H 


H 




oOPn 


CF3 


H 


H 


O.U 1 0 


oU2r'n 


CF3 


H 


H 






or3Cr2 


H 


H 


ni7 




Or3Cr2 


H 


H 




^s/^3j2v/^1 


Lrr30p2 


H 


H 


3.019 






LI 

n 


H 


3.020 


Ph 
ill 




LI 

n 


H 


3.021 


nH«Rr 


v»r3Lrr2 


LJ 

n 


H 




Ori2vyori3 


Or30r2 


H 


H 


3.023 


CH2SMe 


.CF3CF2 


H 


H 


3.024 


CHaSOgMe 


CF3CF2 


H 


H 


3.025 


SCH3 


CF3CF2 


H 


H 


3.026 


SOCH3 


CF3CF2 


H 


H 


3.027 


SO2CH3 


CF3CF2 


H 


H 


3;028 


SPh 


CF3CF2 


H 


H 


3.029 


SOPh 


CF3CF2 


H 


H 


3.030 


S02Ph 


CF3CF2 


H 


H 


3.031 


,.CH3 


CHF2 


H 


H 
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Compd. 


Rts 


Rw 


R77 


no. 








3.032 


CH3CH2 


CHFa 


H 


3.033 


(CH3)2CH 


CHF2 


H 


3.034 


CH3(CH2)3 


CHF2 


H 


3.035 


Ph 


CHFa 


H 


3.036 


CHaBr 


CHFa 


H 


3.037 


CH2OCH3 


CHFa 


H 


3.038 


CHzSMe 


CHFa 


H 


3.039 


CHzSOzMe 


CHFa 


H 


.3.040 


SCH3 


CHFa 


H 


3.041 


SOCH3 


CHFa 


H 


3.042 


SO2CH3 


CHFa 


H 


3.043 


SPh 


CHFa 


H 


3.044 


SOPh 


CHFa 


H 


3.045 


SOgPh 


CHFa 


H 


3.046 


CH3 


CF3 


CH3 


3.047 


CH3CH2 


CF3 


CH3 


3.048 


(CH3)2CH 


CF3 


CH3 


3.049 


CH3(CH2)3 


CF3 


CH3 


3.050 


Ph 


CF3 


CH3 


3.051 


CHaBr 


CF3 


CH3 


3.052 


CHsOCHa 


CF3 


CH3 


3.053 


CHaSMe 


CFa 


CH3 


3.054 


CH2S02Me 


CF3 


CH3 


3.055 


SCH3 


CF3 


CH3 


3.056 


scx;h3 


CF3 


CH3 


3.057 


S08CH3 


CF3 


CHa 


3.058 


SPh 


CF3 


CHs 


3.059 


SOPh 


CF3 


CHa 


3.060 


SOsPh 


CF3 


CHa 


3.061 


CHs 


CFsCFa 


CH3 


3.062 


CH3CH2 


CF3CF2 


CH3 


3.063 


(CH3y2CH 


CF3CF2 


CHa 



R78 m.p.CC) 

H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 



wo 01/54501 
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Compd. 


R75 


no. 




3.064 


CH3(CH2)3 


3.065 


Ph 


3.066 


CH2Br 


3.067 


CH^Hs 


3.068 


CHaSMe 


3.069 


CH2S02Me 


3.070 


SCH3 


3.071 


SOCH3 


3.072 


SO^Ha 


3.073 


SPh 


3.074 


SOPh 


3.075 


SOePh 


3.076 




3.077 


CH3CH2 


3.078 


(CHa^oCH 


3.079 




3.080 


Ph 


3.081 


CHaBr 


3.082 


CH2OCH3 


3.083 


CHzSMe 


3.084 


CHzSOzMe 


3.085 


SCHa 


3.086 


SOCH3 


3.087 


SOzCHa 


3.086 


SPh 


3.089 


SOPh 


3.090 


SOaPh 


3.091 


CHa 


3.092 


•CH3CH2 


3.093 


(CH3)2CH 


3.094 


CH3(CH2)a 


3.095 


Ph 



-54- 



R 7B 


R77 


Rt 


CFaCFa 


CHa 


H 


CF3CF2 


CHa 


H 


CF3CF2 


CHa 


H 


CFsCF* 


CHa 


H 


CF3CF2 


CHa 


H 


CFaCFa 


CHs 


H 
1 i 


CF9CF0 


CHa 


u 
■ 1 


CF^CFo 


wn3 


H 
n 


CF«CF« 


wn3 • 


n 


CFaCF* 




rt 




0113 


11 
ri 


on3wr2 


0113 


n 




on3 


LJ 

n 




PU 


LJ 

n 


HHP** 


PH 


LJ 

r1 


vxi If 2 


PH- 


H 

n 


CHFo 

II 2 


PH« 
wn3 


LJ 

n 


CHFo 

v^i II 2 


PH- 


LJ 

n 


CHF2 


wi 13 


H 

n 


CHF2 


wi 13 . 


u 

n 


CHF2 


CH3 


H 
1 1 


CHFz 


CH3 


H 


CHFa 


CH3 


H 


CHFz 


CHa 


H 


CHF2 


CHa 


H 


CHF2 




u 
n 


CHF2 


CHa 


H 


CFa 


H 


CHa 


CFa 


H 


CHa 


CFa 


H 


CHa 


CFa 


H 


CHa 


CFa 


H 


CHa 
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Comtid 


n 75 


■ ■ To • 


■ • 77 


'* 79 














CHoBr 




H 






wr i^vy v/ri3 


CFo 


H 






wil2<^lvlo 




H 


13 


O.U99 


r'u CO ftjia 


V/Pa 


n 


Una 


aioo 


SCHs 


CFa 


H 


CHa 


3.101 


SOCHs 


CFa 


H 


CHa 


3.102 


S02CH3 


CFa 


H 


CHa 


3.103 


SPh 


CFa 


H 


CHa 


3.104 


SOPh 


CFa 


H 


CHa 


3.105 


SOgPh 


CFa 


H 


CHa 



m.p.rC) 



Table 4: ComDounds of formula le: 




(IB) 



Compel, 
no. 



75 



R 



76 



\7r 



>78 



m.p.(X) 



4.001 


CHa 


CFa 


H 


H 


S 


4.002 


CH3CH2 


CFa 


H 


H 


S 


4.003 


(CH3)2CH 


CFa 


H 


H 


S 


4.004 


CH3(CH2)3 


CFa 


H 


H 


S 


4.005 


Ph 


CFa 


H 


H 


S 


4.006 


CHaBr 


CFa 


H 


H 


S 


4.007 


CH20CH3 


CFa 


H 


H 


S 


4.008 


CHzSMe 


CFa 


H 


H 


S 



103-104 



wo 01/54501 
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Compd. 


R75 


no. 




4.009 


CH2S02Me 


4.010 


SCHs 


4.011 


SOCH3 


4.012 


S02CH3 


4.013 


SPh 


4.014 


SOPh 


4.015 


SOzPh 


4.016 


CH3 


4.017 


CH<>CH. 


4.018 




4.019 




4.020 


Ph 


4.021 


ni-i>Rr 




on2wvrri3 


4.023 




4 024 




4.025 


wwi 13 


4.026 


SGCI-U 


4.027 


S02CH3 


4.028 


SPh 


4.029 


SOPh 


4.030 


SOgPh 


4.031 


CH3 


4.032 


C/H3OH2 


4.033 


(CH3)2CH 


4.034 


Vi/ri3\^n2/3 


4.035 


Ph 


4.036 


CHzBr 


4.037 


CHzOCHa 


4.038 


CHzSMe 


4.039 


CHsSQsMe 


4.040 


..SCHs 



Rtb 

■ • ff D 


■ • 77 


n 73 




CF3 


H 

n 


u 
n 




v^i 3 


n 


u 
n 






n 


u 
n 


Q 


CFi 


u 

n 


u 
n 




CF^ 
v/i 3 


n 


u 
n 




CFa 
wi 3 


LJ 

n 


LJ 

n 


s 


HF* 
3 


u 
n 


LJ 

n 


s 


cp«nF« 

vT3V*r2 


n 


u 
n 


s 


nP«PF. 


n 


rl 


. s 


v>r^r2 


n 


H 


s 




H 


H 


s 


Or30r2 


i_i 
n 


H 


s 


Or3trr2 


H 


H 


s 


Lfr3Cr2 


H 


H 


s 


Ur3Ur2 


1 ■ 
n 


H 


s 


PF r*ir 


LI 


H 


s 


OF PC 


u 
n 


H 


s 


OF-.PF 
v-rr3Vyn2 


n 


LJ 

H 


s 


PF.T'F-. 
Or30P2 


n 


H 


s 




n 


LJ 

n 


s 


WI 3wr2 


n 


LJ 


s 


WI 3wr2 


n 


LJ 

n 


s 


CHFo 


LJ 

n 


n 


s 


CHF* 

wi ir2 


u 
n 


n 


1% 

0 


CHF^ 

WI II 2 


n 


LJ 

n 


0 

0 


wrir 2 


r1 


LJ 

n 


s 


CHF2 


H 


H 


s 


CHF2 


H 


H 


s 


CHFg 


H 


H 


is 


CHF2 


H 


H 


s 


CHFj 


H 


H 


s 


CHF2 


H 


H 


s 
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Compel. 


R 75 


R 76 


R77 


no. 








4.041 


SOCH3 


CHF2 


H 


4.042 


SO2CH3 


CHF2 


H 


4.043 


SPh 


CHF2 


H 


4044 


SOPh 


CHF2 


H 


4.045 


SOaPh 


CHF2 


H 


4 046 




CF^ 


CH3 


4 047 




3 


wl 13 


4 048 




wi 3 


wl 13 


A (\AO 




wi 3 


CHo 
0113 




Ph 


3 


CHo 
wn3 


A ARI 


Pi-I.Rr 




wn3 












\./n20iVI6 


np« 


0113 






OP* 


PH« 




ovyn3 


np« 

WIS 


CH« 
0113 






np« 


0113 






CFo 


CHo 
v/i 13 


d 058 


SPh 


CF^ 

wi 3 


CHo 

v/i 13 






CFo 
v^i 3 


CHo 
v/ri3 


A 060 


SOoPh 


CFo 

WI 3 


CHo 

v/l 13 


4.061 


CH3 


CF3CF2 


CH3 


4.062 




CFqCFo 


CH3 


4.063 


(CH-aVaCH 




CH^ 

wi ig 


4.064 


,wi i3\wi 12/3 


CF3CF2 


CH3 


4.065 


Ph 


CF3CF2 


CH3 






PP-PP-. 
wr3V-rr2 


PH« 


4.067 


CH2OCH3 


CF3CF2 


CH3 


4.068 


CHsSMe 


CFaCFz 


CH3 


4.069 


CHzSOsMe 


CF3CF2 


CH3 


4.070 


SCH3 


CF3CF2 


CH3 


4.071 


SOCHa 


CF3CF2 


CH3 


4.072 


...SQ2CH3 


CFsCF2 


CHs 



PCT/EPOl/00720 

57- 

R78 Z m.p.C'C) 



H 


s 


H 


s 


H 


s 


H 


s 


H 


s 


H 

n 


Q 

w 


H 
n 


C 


u 
n 


c 

0 


n 


c 
0 


Li 

n 


Q 


U 

n 


Q 


LI 

n 


Q 


u 
n 


c 

0 


LJ 

n 


0 


n 


Q 


M 
n 


C 
0 


n 


c 

0 


u 
n 


c 

w 


H 


s 

w 


H 


w 


1 1 


s 


H 


s 


H 


s 


1 1 

n 


0 

s. 


H 


s 


H 


S 


H 


S 


H 


S 


H 


S 


H 


S 


H 


S 


H 


S 



wo 01/54501 



Compd. 




R 76 




no. 








4.073 


SPh 


CF3CF2 


CH3 


4.074 


SOPh 


CF3CF2 


CHa 


4.075 


SOaPh 


CF3CF2 


CH3 


4.076 


CHs 


. CHFa 


CHa 


4.077 


CH3CH2 


CHFs 


CHa 


4.078 


(CH3)2CH 


CHFa 


CH3 


4.079 


CH3(CH2)3 


CHFa 


CH3 


4.080 


Ph 


CHFa 


CHi 


4.081 


CHaBr 


CHFa 


wl 13 


4.082 


CH2OOH3 


CHFa 


vl 13 


4.083 


CH9SMe 


CHF« 


wn3 


4.084 


CHdSOoMe 


wi ■■2 


wri3 


4.085 


SCH3 




wn3 


4.086 




wrii^2 ' 


0113 


4.087 


S02CH3 


wi II 2 


wri3 


4.088 


SPh 


CHF** 

v^i 11 2 


Vi/rT3 


4.089 


SOPh 


CHFo 

•r2 


v/n3 


4.090 


SOgPh 


CHF2 


wl 13 


4.091 


CH3 




H 


4.092 


CH3CH2 


CFa 


H 


4.093 


(CH3)2CH 


CFa 


H 


4.094 


CH3(CH2)3 


CFa 


H 


4.095 


Ph 


CFa 


H 


4.096 


CHaBr 


CFa 


H 


4.097 


CH2OCH3 


CFa 


H 


4.098 




CF« 

wi 3 


LI 

n 


4.099 


CHzSOaMe 


CFa 


H 


4.100 


SCHa 


CF3 


H 


4.101 


SOCH3 


CF3 


H 


4.102 


SQsCHa 


CFa 


H 


4.103 


SPh 


CF3 


H 


4.104 


SQPh 


CF3 


H 



PCT/EP01/D0720 

58- 



R 78 


2 


H 

n 


Q 
0 


H 

n 


e 
0 


H 

n 


c 
0 


n 


c 

0 


n 


Q 


n 


Q 
0 


LJ 

n 


0 


t_i 


0 
0 


n 




n 


s 


H 


s 


H 


s 


H 


s 


i ■ 
n 


s 


■ ■ 

rl 


s 


LJ 

n 


s 


LJ 

rl 


s 


ri 


0 


r*i-i 
L/n3 


0 

0 






wils 


c 




0 
0 


v^n3 


0 


wl 13 


0 

. 0.. 


CHi 


e 
0 


CHa 


s 


CHa 


s 


CHa 


s 


CHa 


s 


CHa 


s 


CHa 


s 


CHa 


s 



wo 01/54501 
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Compd. 


Rts 


Rtb 

■ ■ ro 


Rrr 

■•77 


To 


z 


no. 












4.105 


SCfePh 




1 I 


v/i 13 


s 


4.106 


CH3 


CFq 

VI 3 


H 


H 


so 


4.107 


C^iloL^rio 


3 


H 


H 


so 


4.108 




CFq 


H 


H 


so 


4.109 




wr^3 


H 
1 1 


H 


so 


4 110 


Ph 


wi 3 


u 
n 


l-l 
n 




4 111 

"T. Ill 


CH«Br 


CFa 


n 


n 






wn2V./wn3 




M 
n 


u 
n 




A 11^ 


v/n20ivio 


PP 

vr3 


n 


n 


cn 


A 11A 


On20v/2**>9 


PP 
wr3 


n 


rl 


cr* 


A 1 




PC 

Ur3 


11 

n 


11 
n 




A 1 1ft 
f. 1 lO 




PC 


LI 

n 


n 


0/^ 
oU 


A 11T 




PC 


n 


LI 

rl 


oU 


1 lo 


QDh 


PC 

or3 


n 


Ll 

n 


oU 


A 110 


oUrn 


Lfr3 


n 


n 


oO 




DK 


PC 


ri 


LJ 

n 


0/^ 
oU 


4 1P1 




PC PC 


LJ 

n 


LJ 

n 








PC«PC- 


LJ 

n 


n 




4 123 


\Vi/ri3|2V^ri 


V^i 3^r2 


LJ 

n 


n 


en 


4 124 


w ■ 13% Vi"»2/3 




LI 

n 


LJ 

n 


Qn 


4.125 


Ph 
III 


wi 2 


u 

n 


u 
n 




4.126 


CHeBr 


wi 3^' 2 


H 

n 


H 

n 


Ov/ 


4.127 




wi 3^' 2 


H 

n 


u 

n 


ov./ 


4.128 




pp^CFo 


l-l 

n 


n 


- • 0^ 


4.129 






n 


Li 

n 




A ion 

loU 


CPU 




rl 


LJ 

H 


SO 


4.131 


S0CH3 


CFaCFa 


H 


H 


so 


4.132 


SO2CH3 


CF3CF2 


H 


H 


so 


4.133 


SPh 


CF3CF2 


H 


H 


so 


4.134 


SOPh 


CF3CF2 


H 


H 


so 


4.135 


SOzPh 


CF3CF2 


H 


H 


so 


4.136 


.. . CH9 


CHFa 


H 


H 


so 



PCT/EPOl/00720 



m.p.(*C) 



96-97 



wo 01/54501 



Compel. 


R75 


R JB 


no. 






4.137 


CHsChfc 


CHFa 


4.138 


(CH3)2CH 


CHFa 


4.139 




CHFa 


4.140 


Ph 


CHF2 


4.141 


CHaBr 


CHFa 


4.142 


CH2OCH3 


CHFa 


4.143 


CHsSMe 


CHFa 


4.144 


CHzSOzMe 


CHFa 


4.145 


SCHs 


CHFa 


4.146 


SCXDHa 


CHFa 


4.147 


SQzCHs 


CHFa 


4.148 


SPh 


CHFa 


4.149 


SOPh 


CHFa 


4.150 


SO^Ph 


CHFa 


4.151 


CHa 


CFfl 


4.152 


CH3CH2 


CFa 


4.153 


(CH3)2CH 


CFa 


4.154 


CHaiCHz), 


CFa 


4.155 


Ph 


CFa 


4.156 


CHzBr 


CFa 


4.157 


CHaOCHa 


CFa 


4.158 


CHgSMe 


CFa 


4.159 


CHsSQsMe 


CFa 


4.160 


SCHa 


CFa 


4.161 


SOCHa 


CFa 


4.162 


SO2CH3 


CFa 


4.163 


SPh 


CFa 


4.164 


SOPh 


CFa 


4.165 


SOaPh 


CFa 


4.166 


CHa 


CF3CF2 


4.167 


CHaCHz 


CF^Fa 


4.168 


(QH8)2CH 


CFiCFa 



-60- 



R77 


Rtb 


z 


H 


H 


SO 


H 


H 


so 


H 


H 


so 


H 


H 


SO 


H 


H 


so 


H 


H 


<50 


H 


n 


Qn 


u 

n 


LJ 

n 


oU 


H 

n 


u 
n 


or\ 
oU 


u 
n 


u 
n 


SO 


LI 

n 


n 


so 


u 
n 


u 
n 


so 


u 
n 


n 


so 


u 

n 


14 

n 


so 


0173 


14 

rl 


so 


wn3 


14 

n 


so 


0113 


14 
n 


so 


CH^ 

wl 13 


n 


oU 


CHo 


14 

If 




CHi 


14 

n 




CH3 


14 
1 1 




CH3 


H 


QO 


CH3 


H 


cn 


CH3 


H 


SO 


CHa 


H 


SO 


wn3 


LJ 

n 


so 


CHa 


H 


so 


CHa 


H 


so 


CHa 


H 


so 


CHa 


H 


so 


CHa 


H 


so 


CHa 


H 


SO 



PCT/EPO1/0O72O 



m.p.CC) 
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Compd. 


Rts 


R76 


R77 


Rtb 


Z 


no. 












4.169 




CFaCFa 


CHa 


H 


SO 


4.170 


Ph 


CF3CF2 


CHa 


H 


so 


4.171 


CHsBr 


CFaCFz 


CHa 


H 


so 


4.172 


CH2OCH3 


CF3CF2 


CHa 


H 


so 


4.173 


CH2SMe 


CF3CF2 


CHa 


H 


so 


4.174 


CH2S02Me 


CF3CF2 


CHa 


H 


so 


4.175 


SCHa 


GFaCFs 


CHa 


H 


so 


4 176 


SOCK* 


CF3CF2 


CHa 


H 


so 


4.177 


SO9CH3 


CFaCF* 


CHa 


H 


so 


4.178 


SPh 


CF3CF2 


CHa 


H 


so 


4 179 


SOPh 


CFaCF* 


CH^ 


H 


so 


4 180 

■T* low 


SOoPh 


CFaCFo 


CHa 


H 


so 


4 181 


v/i 13 


CHF2 


CHa 


H 


so 


4.182 




CHFg 


CHa 


H 


so 


4.183 


"3/2^' ■ 


CHFa 


CHa 


H 


so 


4 184 




CHF2 


CHa 


H 


so 


4.185 


Ph 


CHF2 


CHa 


H 


so 


4.186 


CH2Br 


CHF2 


CHa 


H 


so 


4.187 


CH>OCHi 


CHF2 


CHa 


H 


so 


4.188 


CH2SMe 


CHF2 


CHa 


H 


so 


4.189 


CH2SO2M9 


CHF2 


CHa 


H 


so 


4.190 


SCHa 


CHFg 


CHa 


H 


so 


4.191 


SOCHa 


CHF2 


CHa 


H 


so 


4.192 


SO2CH3 


CHF2 


CHa 


H 


so 


4.193 


SPh 


CHF2 


CHa 


H 


so 


4.194 


SOPh 


CHF2 


CHa 


H 


so 


4.195 


SOaPh 


CHF2 


CHa 


H 


so 


4.196 


CHa 


CFa 


H 


CHa 


so 


4.197 


CHaCHa 


CFa 


H 


CHa 


so 


4.198 


(CHa)2QH 


CFa 


H 


CHa 


so 


4.199 


CH3(CH2)3 


CFa 


H 


CHa 


so 


4.200 


.. . . Ph 


CFa 


H 


CHa 


so 
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Compd. 


Rts 


R 75 


Rtt 


Rtb 


z 


no. 












4^01 


CHzBr 


CFa 


H 


CH3 


SO 


4^02 


CH2OCH3 


CFa 


H 


C^^ 


so 


4.203 


CHaSMe 


CFa 


H 


CHa 


so 


4J204 


CHaSQaMe 


CFa 


H 


CKb 


so 


4S>05 


SCK3 


CFa 


H 


CHa 


so 


4J206 


SdCHs 


CF3 


H 


CHa 


so 


4^07 


SOgCHs 


CF3 


H 


CH« 

13 


so 


4.208 


SPh 


CF» 


H 


wl 13 


so 


4.209 


SOPh 


CFq 


1 ■ 


wi 13 


SO 


4 210 


SOoPh 




u 
n 


V/rla 






wri3 


3 


u 
n 


n 


Ov/2 








u 
n 


U 

n 


oVy2 


4 Pia 


\wn3/2M" 




u 
n 


LI 

n 




4 214 


wn3\wri2/3 


CP^ 


u 
n 


n 




4^15 


Ph 


WP3 


n 


LJ 

n 


CO 
0U2 


4^16 


CHoBr 


vyr^3 


H 

n 


n 


OV^2 


4.217 




wr3 


H 
■ 1 


u 

n 




4.218 


CH^SMe 


CF^ 


H 
1 1 


H 
1 1 




4.219 


CHoSO^Me 


CF3 


H 


H 


SOo 

ww2 


4.220 


SCH3 


CF3 


H 


H 


SOo 


4.221 


SOCH3 


CF^i 

wi 3 


H 


H 


SOo 


4.222 


SO2CH3 


CFa 


H 


H 


SOo 


4.223 


SPh 


CFo 

3 


H 


H 


SOo 


4.224 


SOPh 


CFa 


H 


H 


SOo 


4.225 


SOaPh 


CFfi 


H 


1 1 


SOo 


4.226 


CH3 


CFaCFa 


H 


H 


SOa 


4.227 


CH3CH2 


CF3CF2 


H 


H 


SOa 


4228 


(CH3)2CH 


CFaCFa 


H 


H 


SO2 


4.229 


CH3(CH2)3 


CFgCFa 


H 


H 


SOa 


4.230 


Ph 


CFaCFa 


H 


H 


SOa 


4531 


...CHaBr 


CFaCFa 


H 


H 


SOa 



m.p.CC) 



amorph- 
ous 
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_*OIY1Dd_ 


Rts 


R 

• ■ 70 


R77 


R Ttt 


z 


no* 
















wi 3^' 2 


H 


H 










H 


H 




4 234 




CFXFo 

wf 3^' 2 


H 


H 




4 235 


SCH^ 


CFoCFo 

wi 3^' 2 


H 


H 
1 9 


SOi» 


4^36 

« 


wV/wi 13 


CFoCF-* 

Wi 3^' 2 


H 
If 


H 
1 1 


w^^2 


4 237 




CFaCF* 

WI 3^' 2 


H 


H 
II 


SO* 




QPh 
orn 


OP30r2 


u 
n 


M 
n 


002 




QODK 


OrsOra 


n 




0U2 


A OAt\ 


ovi2f n 


Or30r2 


LI 

n 


n 








OUP 

onr2 


u 
n 


n 


OV2 


>l OilO 




Onr2 


n 


LJ 

ri 


0V2 


4uf4o 




onr2 


u 
n 


M 




4^44 


on3(on2/3 


If 
onra 


u 
n 


rf 


SQ2 


4*24o 


DU 

rn 


Cnr2 


11 
n 


1 ■ 

H 


0Q2 


4.24o 




orlra 


ij 

n 


H 


002 


4,247 




onr2 


u 
n 


LJ 

hi 


0U2 


4.24o 




Orlr2 


u 
n 


LI 

n 


0U2 




r^l4 Cn Ma 


Or1r2 


u 
n 


LJ 

M 


CO 
oL/2 




00113 


Onr2 


u 
n 


14 

n 


CO. 




ovy 0113 


PI-IF« 


H 

n 


LJ 

n 


CO** 
Ow2 


4 252 


w\^2^* '3 


CHFo 
wni 2 


H 
11 


n 


ww2 


4 253 


SPh 


wni 2 


H 

n 


U 

n 


CO^ 






r*HF« 
onr2 


n 


n 


co« 

0O2 


4 255 




nHF« 
v^nr2 


H 

n 


n 


OV./2 


4 256 


13 


CFo 




H 


so* 


4.^57 


/•HI 1 
01130112 


/-^ r— 

CFa 


CHa 


H 


002 


4.258 


(CH3)2CH 


CFa 


CHa 


H 


Sp2 


4.259 


CH3(CH2)3 


CFa 


CHa 


H 


S02 


4.260 


Ph 


CFa 


CHa 


H 


S02 


4.261 


CHaBr 


CFs 


CH3 


H 


S02 


4.262 


CH2OCH3 


CFa 


CHa 


H 


S02 


4.263 


CHsSMe 


CFa 


CHa 


H 





PCT/EPOl/00720 



m.p.(*C) 



wo 01/5450] 



Compel 


R75 


R 76 


R77 


no. 








4264 


CHzSQgMe 


CF3 


CH3 


4.265 


SCH3 


CF3 


CH3 


4.266 


SOCH3 


CFa 


CHa 


4.267 


SO^Ha 


CF3 


CH3 


4.268 


SPh 


CFa 


CHa 


4.269 


SOPh 


CFa 


CH3 


4.270 


SQzPh 


CFa 


CH3 


4.271 


CH3 


CF3CF2 


13 


4.272 


CHsCHa 


CFaCFa 


v/i 13 


4.273 


(CHalsCH 


CF3CF2 


CH* 

wl 13 


4.274 




CF^CFo 




4.275 


Ph 




CH* 


4.276 


CHJBr 




0113 


4.277 


CHaOCH^ 


3^" 2 


0113 


4.278 


CHaSMe 


CF0CF9 


vxn3 


4.279 


CHaSOsMe 


CF3CF2 


CHa 

wl 13 


4.280 


SCH3 


CFaCFp 


CH* 

wl 13 


4.281 


SOCH3 


CFqCFji 


CH^ 

wi 13 


4.282 


SOzCHa 


CF3CF2 


CH3 


4.283 


SPh 


CF3CF2 


CH3 


4.284 


SOPh 


CF3CF2 


CH3 


4.285 


SOaPh 


CF3CF2 


CH3 


4.286 


CHa 


CHF2 


CH3 


4.287 


CH3CH2 


CHFa 


CHs 


4.288 


(CH3)2CH 


CHF2 


CHa 


4.289 


CHaiCHpja 


CHF2 


CHa 


4.290 


Ph 


CHF2 


CHa 


4.291 


CHaBr 


CHF2 


CHa 


4.292 


CHjzOCHa 


CHFa 


CHa 


4.293 


CHaSMe 


CHF2 


CHa 


4.294 


CHzSQiMe 


CHF2 


CHa 


4.295 


...SCHa 


CHFa 


CHa 



PCT/EPOl/00720 
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H 


SO, 


H 


wVi/2 


H 


OV/2 


u 
ti 


Ow2 


H 

n 


OW2 


1-4 
n 


OVJ2 


n 


0U2 


LI 

M 


SO2 


11 
n 


SO2 


H 


S02 


H 


SQ2 


H 


S02 


H 


S02 


H 


S02 


u 
n 


S02 


LI 

n 


S02 


LI 

n 


0U2 


n 


0U2 


LJ 

n 


0U2 


LJ 

n 


01J2 


u 

n 


^\J2 


H 

n 


OV^2 


M 
1 1 




Li 

n 


SO2 


H 


SO2 


H 


SO2 


H 


SO2 


H 


SO2 


H 


SO2 


H 


SO2 


H 


SQz 


H 


SO^ 
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n 75 


n 76 


" 77 


n 78 




no* 
















vnr2 


PH* 


LJ 

n 


Ov/2 




Ov/2wn3 


PHP- 


V/rla 


LJ 

n 






onn 


PHP-. 
wnr2 


PH. 


n 


Ow2 


A OOO 


ocirfl 


PUC 


PM 


n 




A onn 
4.0UU 




PMC 


PU 


LI 

n 




4.0OI 


Una 


PC 


L| 

n 


PW* 

un3 


0U2 


4.302 


Cn3trn2 


OCT 

CPs 


Li 

rl 


r*Li 


bP2 


4.303 




Cr3 


LI 

n 


r*Li 
0113 


S02 


4.304 


v/n3HM»n2;3 


CPs 


H 


Cn3 


SU2 


4.305 


Pn 


CP3 


H 


CH3 


SO2 


4.306 


CH2Br 


CF3 


H 


CHa 


SO2 


4.307 


CH^CHa 


CF3 


H 


CH3 


SO2 


4.308 


CHaSMe 


CF3 


H 


CH3 


SO2 


4.309 


CH2S02Me 


CF3 


H 


CHs 


SOz 


4.310 


SCH3 


CF3 


H 


CH3 


SO2 


4.311 


SOCH3 


CF3 


H 


CH3 


S02 


4.312 


SO2CH3 


CF3 


H 


CH3 


SOz 


4.313 


SPh 


CF3 


H 


CH3 


S02 


4.314 


SOPh 


CF3 


H 


CH3 


S02 


4.315 


SOaPh 


CF3 


H 


CH3 





m.p.(X) 



Table 5: Compounds of formula XVI: 




OH (XVI) 



Compd. 
no. 



i79 



R82 



A1 



H 



H 



H 



CF3 



wo 01/54501 



PCT/EFOl/00720 



Compd. R79 


no. 




A2 


wri3 


A3 




A4 




AS 




AID 


cyciopropyi 


A7 


\-*n3^wri2/2 


Aft 




AO - 




AlU 


Pn 


Al 1 


PnO 


AfZ 


PhS 


AI0 


PnSO 


A<l il 


PhSQe 


A<4 C 
AlO 


CH3S 


AlO 


Gr^O 


AIT 
Ml / 


Una 


r\ 1 0 


r20rl 


AiO 
Ml 9 


nCC 


APn 




A21 




A22 


wiig— v/riwri2 


A23 




A9A 


l^n3)2N 


A25 


/PW^\ Kicn 


A26 


CICH2 


A27 


CH3SCH2 


A28 


CH3SOCH2 


A2g 


CH3S02CH2 


A30 


[1 ,2,4]-triazol-1 -yl-methyl 


A31 


CH3 


A32 


CH3 


A33 


H 
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n 
"81 


R« 


n 


u 

H 


CF3 


n 


H 


CF3 


u 
n 


it 
H 


CF3 


1 1 
n 


H 


CF3 


n 


H 


CF3 


H 


H 


CF3 


H 


H 


CF3 


H 


H 


CF3 


H 


H 


CF3 


H 


H 


CF3 


H 


H 


CF3 


H 


H 


CFa 


H 


H 


CFa 


H 


H 


CFa 


H 


H 


CFa 


H 


H 


CFa 


H 


H 


CFa 


H 


H 


CFa 


H 


H 


CFa 


. H 


H 


CFa 


•J 
n 


H 


CFa 


H 


H 


CF3 


It 
H 


H 


CF3 


■J 
H 


H 


CF3 


ij 
n 


H 


CF3 


H 


H 


CF3 


H 


H 


CF3 


H 


H 


CF3 


H 


H 


CF3 


CF3 


H 


CH3 


CH3 


H 


CF3 


H 


H 


CFaCFa 
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Compel. 


R to 

• • /Sf 


R M 
■ • DV 


Rn 


Rb2 


* no 












CH3 


H 


H 


CF3CF2 


ASS 
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{CH3)2NS02 


H 




CCI3 


A353 


- CICH2 


H 


CHa 


CCIa 
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A354 


OH3SOHI2 


H 


CH3 


CCfe 


A355 




H 


CH3 


CCI3 


A356 


CHaSOaCHa 


H 


CHa 


CC13 


A357 


H 


H 


Ph 


CF3 


A358 


CH3 


H 


Ph 


v/i 3 


A359 




H 


Ph 


CF« 

wl 3 


A360 


rvHnnronvl 


H 


Ph 
• II 


v^r3 


fyo%f 1 


\un3;3V/ 


• n 


Ph 

r n 


PIT 

wr3 






l-l 
n 


Ph 


PC 

or3 




oi-i^/r*i-i-\^ 


u 
n 


DK 

rn 


Ur3 


MOO** 




n 




01-3 


MODS 


on3M\Wrri2i2 


LJ 

n 


DK 


Ur3 


MOOD 




n 


Dk 


Ur3 


MOO/ 


rfWJ 


n 


DK 

rn 


Ur3 


MOOO 


PhQ 


u 
n 


DK 


Ur3 


A^RQ 

MOu57 


PhQn 


u 
n 


DK 

rn 


Or3 




r nOw2 


u 
n 


DK 




A371 


\^n3w 


LJ 

n 


Ph 


pp 
or 3 


A372 


CHoSO 


u 

n 


Ph 

r If 


PP- 
or3 


A373 


CF^ 


H 

n 


Ph 


or3 


A374 




n 


Ph 

rll 


PF- 


A375 


HCC 


H 
1 ■ 


Ph 

III 


CF« 

3 


A376 


CHoCC 


u 

n 


Ph 

r n 


pp* 
wr3 


A377 


CHo=CH 


n 


Ph 
111 


PP« 
or3 


A378 


v/i 12^^^* iv^i 12 


H 
1 1 


Ph 


PF« 
or3 


r\o# *7 


wn30^2''\^'>3/ 


rl 


DK 

rn 


Lrr3 


A380 


(CH3)2N 


H 


Ph 


CF3 


A381 


(CH3)2NS02 


H 


Ph 


CF3 


A382 


CICH2 


H 


Ph 


CF3 


A383 


CH3SCH2 


H 


Ph 


CF3 


A384 


CHsSOCHa 


H 


Ph 


CF3 


A385 


...CHaSOaCHa 


H 


Ph 


CF3 
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A386 


H 


A387 


CHs 


A388 


CH3OH2 * 


A389 


cvdooroDvl 


A390 




A391 




A392 




A393 




A394 


on3V/\wrT2/2 


A395 


Ph 




rnLI 








rnoU 


A399 


r nOU2 


A400 


wn30 


A401 


wn30v^ 


A402 




A403 


FoCH 


A404 


HCC 


A405 




A406 


CH^H 


A407 




A408 


■3^v^2'^\^^* •3/ 


A409 


^Vyn3;2iN 


A410 


fCHo^oNSOo 


A411 


v.*iwn2 


A412 


CH3SCH2 


A413 


CH3SOCH2 


A414 


CH3SO2CH2 


A415 


H 


A416 


CH3 


A417 


XH^He 
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Ren 


"81 


"82 


H 


Ph 


wr3v^r2 


H 


Ph 


v^r^v^rz 


H 


Ph 
III 


wr3\^r2 


H 


Ph 
1 1 1 


flF-CP* 
v/r3v/r2 


H 


Ph 


PP-PP 
wr3Vrfr2 


n 


Ph 


Ur3Ur2 


n 


PK 


Or3Ur2 


u 
n 


rn 


Ur3Cr2 


u 
n 


Pn 


CF3CF2 


u 
n 


rn 


CF3CF2 


u 
n 


Ph 


CF3CF2 


rl 


Ph 


CF3CF2 


u 
n 


Pn 


CF3CF2 


LJ 

n 


Ph 


CF3CF2 


LJ 

n 


Ph 


CF3CF2 


LI 

n 


DK 

rn 


Cr3Cr2 


u 
n 




Cr3Cr2 


n 


DK 

rn 


Ur3CF2 


u 

n 


DK 

"n 


Ur30r2 


H 

r 1 


Dh 

rn 


Or30r2 


H 
1 1 


Ph 

rn 


V-rr3Ur2 


H 


Ph 

rn 


Lrr3Ur2 


H 


Ph 

rn 


Ur30r2 


H 


Ph 
1 n 


Lrr3L>r2 


H 


Ph 
ri 1 


OP PIT 


n 


Ph 


CF3CF2 


H 


Ph 


CF3CF2 


H 


Ph 


CF3CF2 


H 


Ph 


CF3CF2 


H 


Ph 


CF3CF2CF2 


H 


Ph 


CF3CF2CF2 


H 


Ph 


CF3CF2CF2 
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A418 


cydopropyi 


H 


Ph 


CF3CF2CF2 


A419 


(CHsysC 


H . 


Ph 


CF3C F2CF2 


A420 


(CHa)/;H 


H 


Ph 


CF;^5 F2CF2 






H 


Ph 


CF3CF2CF2 


A422 


CH^CHa 


H 


Ph 


CFsCFaCFa 


A423 


CH30(CH2)2 


H 


Ph 




A424 


Ph 


H 


Ph 


CFaCFoCFi> 


A425 


PhO 


H 

• • 


Ph 

111 


CFoCFaCFo 


A426 


PhS 


H 


Ph 
■ 11 


CFoCFoCF* 


A427 


PhSO 


H 


Ph 


CFoCF«CF« 

v/i 3vr2*^* 2 


A428 


PhSO« 


H 


Ph 
ill 


CF-.GF«r!F« 




wnjo 


H 

n 


Ph 


wr3wP2\'~2 






u 

n 


Ph 


nF*.PF«rF« 

Vi/i 3vrr 2^~2 


A431 




H 
1 1 


Ph 


CF^CF^CF** 

w 1 3^^ • 2>^ "2 


A432 


FoCH 


1 1 


Ph 


V/ 1 3^ n2'-'» 2 


A433 


HCC 


H 

n 


Ph 

r 1 1 


V/ r 3w r2*^ • 2 


A434 


CH^CC 


H 


Ph 


CFoCFoCF^ 


A435 


CHp=CH 


H 


Ph 
III 


CFoCFoCFo 

gVi^i 2^' 2 


A436 




H 


Ph 
1 II 


CF'»CF'>CF^ 


A437 


CH3S02NfCH3) 


H 


Ph 


CF0CF9CF9 


A438 




H 


Ph 


CFqCFoCF^ 


A439 




H 


Ph 


CF'^CFpCFo 


A440 


CICH2 


H 


Ph 


CF^CFjCF^ 


A441 


CH3SCH2 


H 


Ph 


CF3CF2CF2 


A442 


CH3SOCH2 


H 


Ph 




A443 




n 


Ph 


w r3 w "2 w r2 


A444 


H 


H 


Ph 


CF2CI 


A445 


CH3 


H 


Ph 


CF2CI 


A446 


CH3CH2 


H 


Ph 


CFaCI 


A447 


cydopropyi 


H 


Ph 


CF2CI 


A448 


(CHa)3C 


H 


Ph 


CF2CI 


A449 


.(CH3)2CH 


H 


Ph 


CFaCI 
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A450 




H 


Ph 




A451 


CHaOCH* 


H 


Ph 


PP«CI 


A452 


CHaOCCHo^o 


H 


Ph 




. A453 


Ph 


■ ■ 


Ph 


PF-PI 


A454 


PhO 


H 


Ph 


PP-*PI 
\i/r2wi 


A455 


PhS 


H 

n 


Ph 


PP PI 


A456 


PhSO 


n 


Ph 


UraUl 


A457 




n 


Dh 


CFaCI 






M 


Pn 


CF2CI 






n 


rn 


CF2CI 






LI 

n 


Ph 


CF2CI 


MHO 1 


P-PI4 


LI 

n 


Ph 


CF2CI 




WPP 


M 


Ph 


CF2CI 


A463 




LI 

n 


Pn 


CF2CI 






n 


Pn 


CFaCI 






LI 

rl 


Ph 


CF2CI 


A4RR 




LI 


Ph 


CF2CI 


A467 




PI 


rn 


CF2CI 


A468 




LJ 

n 


pn 


Lrr2tr| 


A469 


CICHo 


u 

n 


Ph 

rn 


r*p 01 


A470 


VI 13WW1 12 


u 
n 


Ph 
rn 


r^p r^i 


A471 


CHoSOCHo 


LJ 

n 


Ph 

rn 


OP f^t 


A472 




u 
n 


Ph 

. rn 


Ur2V-rl 


A473 


H 


u 

n 


Ph 

rn 


Urir2 


A474 


13 


LI 

n 


Ph 

rn 




A475 




u 
n 


Ph 

rn 


Unr2 


A476 


cydopropyl 


H 


Ph 


CHFa 


A477 




H 


Ph 


CHF2 


A478 


(CH3)2CH 


H 


Ph 


CHF2 


A479 


CH3(CH2)2 


H 


Ph 


CHF2 


A480 


CH3OCH2 


H 


Ph 


CHFj 


A481 


CH30(CH2)2 


H 


Ph 


CHF2 
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A482 


Ph 


A483 


PhO 


A484 


PhS 


A485 


PhSO 


A486 


PhSOa 


A487 


CH3S 


A488 


CH3SO 


A489 


CPs 


A490 


F2CH 


A491 


HCC 


A492 






ni-i«.=r!i-i 

s/rig^wri 


A494 




A495 




A4Qfi 




A497 




A498 


CICHo 


A499 




A500 


CH3S0CH0 


A501 




A502 


H 


A503 


CH3 


A504 


CH3CH2 


A505 


cvcloDroDvl 


A506 


'3/3^ 




(Un3;20rf 


A508 


CH3(CH2)2 


A509 


CHaOCHa 


A510 


CH30(CH2)2 


A511 


Ph 


A512 


PhO 


A513 


PhS 



-81 - 



n an 


Rm 


Rft9 
■ >CmC 


H 


Ph 


CHF2 


H 


Ph 


CHF2 


H 


Ph 


CHF2 


H 


Ph 


CHF2 


H 


Ph 


CHFo 


H 


Ph 


CHFo 

wi 11^2 


H 


Ph 


Will 2 


H 


Ph 


Will 2 


H 


Ph 


HHP- 


H 


Ph 

r II 


HHP* 


u 

n 


Ph 


PHP 


u 
n 


Ph 


PUP 


M 
n 


Ph 


PUC 


LJ 

n 


Ph 


PUC 


n 


Ph 

r II 


PHP-. 
wnr2 


u 
n 


Ph 

r n 


PUC 


H 


Ph 


PHP« 
v^n~2 


H 


Ph 


wllr 2 


H 


Ph 


T2 




Ph 


• CHF« 

v>i 2 


H 


Ph 




H 


Ph 


ecu 


H 


Ph 


ecu 


H 


Ph 


CCI3 


H 


Ph 


ecu 


n 


Ph 

r n 


PPI 


H 


Ph 


CCI3 


H 


Ph 


CCI3 


H 


Ph 


CCI3 


H 


Ph 


CCI3 


H 


Ph 


CCI3 


H 


Ph 


CCI3 
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ASH 


PhSO 


H 


Ph 


CCIa 


A515 


PhSOa 


H 


Ph 


CCI3 


A516 


CH3S 


H 


Ph 


"CCI3 


A517 


CH3SO 


H 


Ph 


CCI3 


A518 


CF3 


H 


Ph 


CCia 


A519 


FaCH 


H 


Ph 


COa 


A520 


HCC 


H 


Ph 


CCb 


A521 


CHsCC 


H 


Ph 


CCia 


A522 


CH2=CH 


H 


Ph 


CCI3 


A523 


CH2S=CHCH2 


H 


Ph 


CCI3 


A524 


CH3S02N(CH3) 


H 


Ph 


ecu 


A525 


(CH3)2N 


H 


Ph 


ecu 


A526 


(CH3)2NSQ2 


H 


Ph 


ecu 


A527 


CICH2 


H 


Ph 


CCk 


A528 


CH3SCH2 


H 


Ph 


CCI3 


A529 


CH3SOCH2 


H 


Ph 


CCIa 

wig 


A530 


CHaSOzCHa 


H 


Ph 


CCIa 


A531 


H 


CH3 


H 


CF3 


A532 


H 


CH3CH2 


H 


CFo 


A533 


H 


cyclopropyl 


H 


CF3 


A534 


H 


(CH3)3CH 


H 


CF3 


A535 


H 


(CH3)2CH 


H 


CFa 


A536 


H 


CH3(CH2)2 


H 


CFa 


A537 


H 


CHgOCHa 


H 


CF3 


A538 


H 


CH30(CH2)2 


H 


CF3 


A539 


H 


Ph 


H 


CF3 


A540 


H 


PhO 


H 


CF3 


A541 


H 


PhS 


H 


CF3 


A542 


H 


PhSO 


H 


CF3 


A543 


H 


PhSOa 


H 


CF3 


A544 


H 


CH3S 


H 


CF3 


A545 


H 


CH3SO 


H 


CF3 
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A546 


H 


CF3 


H 


CF3 


A547 


H 


FaCH 


H 


CF3 


AS48 


H 


HCC 


H 


'CF3 


A54g 


H 


CH3CC 


H 


CF3 


A550 


H 


CH^H 


H 


CF3 


A551 


H 


OH2^CHCH2 


H 


CF3 


A552 


H 


CHsSOaNCCHs) 


H 


CFa 


A553 


H 


(CH3)2N 


H 


CFa 


A554 


H 


(CH3)2NS02 


H 


CF3 


A555 


H 


CH3S0 H2 


H 


CFa 


A556 


H 


CHaSOCH? 


H 


CFa 


A557 


H 


CHaSOaCHd 


H 


CFa 


A558 


H 


CH3 


H 


CF-iCFo 


A559 


H 




H 


CFaCFa 


A560 


H 


cx/cloDroDvl 


H 


CFnCFo 


A561 


H 


\v/i 13/3^ 


H 


GF'*CF'> 


A562 


H 


fCHa)oCH 


H 


CF3CF2 


A563 


H 


CH 'at wHo M 


H 


CF3CF0 


A564 


H 


CH3OCH2 


H 


CF3CF2 


A565 


H 


CHaOCCHa)^ 


H 


CF3CF2 


A566 


H 


Ph 


H 


CF3CF2 


A567 


H 


PhO 


H 


CFgCF, 


A568 


H 


PhS 


H 


' CF3CF2 


A569 


H 


PhSO 


H 


CF3CF2 


A570 


H 


PhSQa 


H 


CF3CF2 


A571 


1 1 




H 


CFqCFo 


A572 


H 


CH3SO 


H 


CFgCFa 


A573 


H 


CF3 


H 


CF3CF2 


A574 


H 


FjCH 


H 


CFsCFa 


A575 


H 


HCC 


H 


CF3CF2 


A576 


H 


CH3CC 


H 


CF3CF2 


A577 


H 


CH2»CH 


H 


CF3CF2 
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A578 


H 




n 


PP PP 


A579 


H 




H 
1 1 


wr3i^r2 


A580 


H 


\wt ■ J/2' ^ 


H 
1 1 


v/i 3wn2 


A581 


H 


(CH,)oNSC>, 


H 
1 1 


PF*,PF-. 
v.#n3V^r2 


A582 


H 


CHiSCHo 


H 

n 


PF-PP 


A583 


H 


CH^SOCH, 


14 
n 


PP PP 


A584 


H 


wri30w2\<'ii2 


LJ 

n 


Crr3ur2 


A585 


H 




ri 


r*c /^r* 

Ur3CF2CF2 


A586 


H 




H 


^\w^ A%ff* 

CF3CFiCF2 


A587 


H 


cydopropyi 


1 1 
n 


CF3CF2jCF2 


ABBS 


n 




H 


CF3CF2CF2 


A58d 


u 
n 


//Nil \ r%IJ 


H 


CF3CF2CF2 


A590 


n 




H 


CF3CF2CF2 


A5d1 


LI 

n 


on3vAirn2 


H 


CF3CF2CF2 




n 


orf3U{un2/2 


i_i 
n 


CF3CF2CF2 


A593 


n 


Pn 


H 


CFsCFaCFa 


A594 


H 




1 1 
n 


^%^— 

CF3CF2CF2 


A595 


H 


PhQ 


LJ 


Cr3CF2CF2 


A596 


H 




LJ 

n 


CF3CFrf;F2 


A597 


H 


r iiv#v^2 


n 


PP OP PP 


A598 


H 


CH3S 


u 

n 


PF-.PF-^P 
i-rr3V^r2i-rr2 


A599 


H 


\ji 13^^^ 


u 
n 


PP PP r*c 


A600 


H 


wl 3 


n 


^r? 

Or3Ur2CF2 


A601 


H 




n 


PP r^p r^c 
Or30r'20r2 


A602 


H 




LJ 

n 


/^C /^C /^r- 

Ur3Ur2Cr2 


A603 


H 




rl 


Oir i^c />rr 

Ur3Ur2Cr2 


A604 


H 


CHi=CH 


H 


CF3CF2CF2 


A605 


H 


CH2=^HCH2 


H 


CF3CF2CF2 


A606 


H 


CHaSOzNCCHa) 


H 


CF3CF2CF2 


A607 


H 


(CH3)2N 


H 


CF3CF2CF2 


A608 


H 


(CHalzNSOa 


H 


CF3CF2CF2 


A609 


H 


CH3SCH2 


H 


CF3CF2CF2 
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AR10 


H 


CH0SOCH9 


H 


CF-^CFoCFo 




H 

n 




H 


CFoCFpCFo 




H 

n 




H 


CF2CI 


Afil^ 


H 




H 


CF2CI 


AftIA 
MO l*r 


u 
n 




H 

n 




MQIO 


u 
n 




U 

n 




AbiD 


n 




n 




Aoi7 


u 
n 


l^n3\uri2»/2 


u 
n 


PP-.PI 


Adio 


LI 

n 




LJ 

n 




A04 n 

Ad19 


■J 
n 


Lrn3U(On2/2 


u 
n 


pp'pi 
01^2*^1 


Ad20 


H 


DK 

rn 


n 


PC PI 


Ao21 


I ■ 

n 


rnU 


LI 

n 


PC PI 


Ad22 


1 1 

n 


rno 


LJ 

n 


PC PI 


A623 


H 


PrlSO 


M 


PC Pi 


A624 


H 


rnS02 


LI 

n 


PC PI 


A AOC 

Ao25 


1 1 
n 


rf^U c 


LI 

n 


PC PI 


A AOC 


n 


onawU 


L| 

n 


PP PI 


A 1507 


rl 


v/r3 


LJ 

n 




ACQQ 

AO^D 


LJ 

n 


P PH 


LJ 

n 


PP^PI 




LJ 

n 




n 




MDOU 


n 


on3V/V/ 


H 
n 


wr2'-'' 


MOO 1 


u 
n 




u 

n 


WI 2^' 


AMP 

AN 


n 




u 
n 


01^2^' 


ARM 


LJ 

n 




u 
n 


np^ni 

v/r2^' 


MDO*f 


LJ 

n 




LJ 

n 


np^ni 

\./r2^» 


AOOD 


LJ 


/PU \ MQP^ 
V^"3y2l^^^2 


14 
rl 


PP-.PI 


A636 


H 


CH3SCH2 


H 


CF2CI 


A637 


H 


CH3SOCH2 


H 


CF2CI 


A638 


H 


CH3S02CH2 


H 


CF2CI 


A639 


H 


CH3 


H 


CHF2 


A640 


H 


CH3CH2 


H 


CHF2 


A641 


H 


cyclopropyl 


H 


CHF2 
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A642 


H 


(CH3)3C 


H 


CHF2 


A643 


H 


(CH3)2CH 


H 


CHF2 


A644 


H 


CH3(CH2)2 


H 


CHF2 


A645 


H 


CHsOCHs 


H 


CHF2 


A646 


H 




H 


CHF2 


A647 


H 


Ph 


H 


CHFa 


A648 


H 


PhO 


H 


CHF2 


A649 


H 


PhS 


H 


CHFz 


A650 


H 


PhSO 


H 


CHF2 


A651 


H 


PhSOs 


H . 


CHF2 


A652 


H 


CHsS 


H 


CHFa 


A653 


H 


CHaSO 


H 


CHF* 


A654 


H 


CFa 


H 


CHFo 

Iff 2 


A655 


H 


FaCH 


H 


CHF2 


A656 


H 


HCC 


H 


CHFo 


A657 


H 


CHsCC 


H 


CHFa 


A658 


H 


CH2=CH 


H 


CHFs 


A659 


H 


CH2PCHCH2 


H 


CHF2 


A660 


H 


CHaSOjNCCHa) 


H 


CHF2 


A661 


H 


{CH3)2N 


H 


CHF2 


A662 


H 


(CH3)2NS02 


H 


CHF2 


A663 


H 


CH3SCH2 


H 


CHF2 


A664 


H 


CH3SOCH2 


H 


CHF2 


A665 


H 


CHaSOaCHz 


H 


CHF2 


A666 


H 


CH3 


H 


CCI3 


A667 


H 


CH3CH2 


H 


CCI3 


A668 


H 


cydopropyl 


H 


CCI3 


A669 


H 


(CH3)3C 


H 


CCI3 


A670 


H 


(CH3)2CH 


H 


CCI3 


A671 


H 


CH3(CH2)2 


H 


CCI3 


A672 


H 


CH30CH2 


H 


CCI3 


A673 


H 


CH30(CH2)2 


H 


CCI3 
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Ag89 


H 


CHaSOaCHa 


Ph 


CHF2 


Aggo 


H 


CH3 


Ph 


CCI3 


Ag9i 


H 


CH3CH2 


Ph 


CCI3 


Ag92 


H 




Ph 


CCI3 


A993 


H 


(CHafeCH 


Ph 


CCIa 



wo 01/54501 
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-97. 



Compd. 


R79 


R 80 


Rn 


Rtt 


no. 










A994 


H 


cyclopropyl 


Ph 


CCI3 


A995 


H 


CH3(CH2)2 


Ph 


CCi, 


A996 


H 


CHaOCH: 


Ph 


^Cla 


A997 


H 


CH30(CH2)2 


Ph 


CCIa 


A998 


H 


Ph 


Ph 


CCia 


A999 


H 


PhO 


Ph 


CCIa 


A1000 


H 


PhS 


Ph 


CCIa 


A1001 


H 


PhSO 


Ph 


ecu 


A1002 


H 


PhS02 


Ph 


CCI3 


A1003 


H 


CH3S 


Ph 


CCb 


A1004 


H 


CHaSO 


Ph 


CCI3 


A1005 


H 


CFa 


Ph 


CCI3 


A1006 


H 


F2CH 


Ph 


CCI3 


A1007 


H 


HCC 


Ph 


CCI3 


A1008 


H 


CH3CC 


Ph 


CCI3 


Aloog 


H 


CH2=CH 


Ph 


CCI3 


A1010 


H 




Ph 


CCI3 


A1011 


H 


CHaSOpNfCHq) 


Ph 


CCb 


A1012 


H 




Ph 


CCfs 


A1013 


H 


(CH3)2NS02 


Ph 


CCI3 


A1014 


H 


OH330IH2 


Ph 


CCb 


A1015 


H 


CH3SOCH2 


Ph 


ecu 


A1016 


H 


0H33O2CH2 


Ph 


CCI3 


A1017 


F 


H 


H 


CF3 


A1018 


CI 


H 


H 


CFa 


A1019 


Br 


H 


H 


CF, 


A1020 


CN 


H 


H 


CFa 


A1021 


CH3S020 


H 


H 


CFa 


A1022 


CH3O 


H 


H 


CFa 


A1023 


CHzCHgO 


H 


H 


CFa 


A1024 


CH2CH=CH20 


H 


H 


CFa 


A1025 


HCCCHaQ 


H 


H 


CFa 
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Coinpd, 


ri 79 


no. 




A1026 




A1027 




A1028 








r\ 1 WOV 










CF3CH2 


A1 Ooo 


tnazoiylmethyl 


AllJo4 


CHCI2CH2 


A1035 


CICH=CH 


A1 036 


Cl2C=CH 


A1037 


CFgCHsCH 


A1038 


CICC 


A1039 


Ph 


A1040 


CH3 


A1041 


CH3 


A1042 


CH3 . 


A1043 


CH3 


A 4 f\A A 


F 


Al04o 


CI 


A 1 U4o 


H 


Al U47 


H 


A4 A>IQ 

AlU4o 


H 


AlU4y 


H 


M lOoU 


H 


A1 051 


H 


A1052 


H 


A1053 


H 


A1054 


H 


A1055 


H 


A1056 


H 


A1057 


H 



•98- 



n 

n 80 






1 1 
n 


H 


CFa 


H 


H 


CF3 


H 


H 


CFa 


H 


H 


CF3 


H 


H 


CF3 


H 


H 


CFa 


H 


H 


CF3 


H 


H 


CF3 


H 


H 


CF3 


H 


H 


CF3 


H 


H 


CFa 


H 


H 


CF3 


H 


H 


CF3 


H 


. H 


CFa 


CH3 


H 


CFa 


OH 


H 


CFa 


F 


H 


CF3 


CI 


H 


CFa 


CHa 


H 


. CF3 


CHs 


H 


CFs 


F 


H 


CFs 


CI 


H 


CFs 


Br 


H 


CF3 


OH 


H 


CF3 


OCH3 


H 


CF3 


OCHF2 


H 


CPs 


OSO2CH3 


H 


CF3 


OSO2CF3 


H 


CF3 


CICH2 


H 


CFs 


BrCHs 


H 


CF3 


FCH2 


H 


CFs 


CHF2CH2 


H 


CF3 
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-99- 



Comod. 


R TO 


R 80 




^82 


no. 










A1058 

n 1 www 


H 




H 


CF3 


A1059 

#» 1 www 


H 


triazolylmethyl 


H 


CF3 


A1060 

1 Www 


H 


CHCI2CH2 


H 


CF3 


A1061 

r\ 1 vw ■ 


H 


CICH=CH 


H 


CFa 


A1 062 

r\ 1 Wwb 


H 


Cl2C=CH 


H 


CFa 




H 

n 




H 


CF^ 
^* 3 




H 

n 


CICC 

WIWW 


H 


CF* 


MIUDO 


M 
n 




H 
• • 


CFo 

wi 3 


MIUOO 


u 
n 


nhonvl 
|j| lyi 


H 


CFo 

wr 3 


AlOD/ 


n 




H 

n 


GFo 

V/r3 


A 4 ACQ 


rf 




n 




AlUOsI 


n 




u 

n 


wr3 


AlO/O 


14 

rl 




n 


V/F 3 


Ai07i 


Una 


14 

n 


p 


PP« 
wP3 


A1072 


CHs 


H 




Cr3 


A1073 


CHa 


H 


Br 


CF3 


A1074 


CHa 


H 


CN 


CF3 


A1075 


CHa 


H 


CH3O 


CF3 


A1076 


CHa 


H 


CH3S 


CF3 


A1077 


CHa 


H 


CH3SO 


CF3 


A1078 


CHa 


H 


CH3SO2 


CFa 



in the following Table 6 Q is Q3 




and Qa represents the following radicals B: 
Table 6: Radicals B: 



wo 01/54501 



PCT/EPOl/00720 



Radical R44 R37 



B1 


H 


u 
n 


B2 


13 


n 


B3 




u 
n 


B4 




M 
n 


B5 




LJ 

n 


B6 




n 


R7 


PM C 


11 
n 


Do 


CH350 


H 




Un3oU2 


H 


D lU 


Pn 


H 


Dll 


CHaO 


H 


d12 


CH3CO2 


H 


DlO 


/^E_t ^t-J 

CKbCn2CQ2 


H 




Crfe==CHCH2 


H 


RiC 


HCCCH2 


H 


Rift 




■ i 

H 


R17 


^On3^Nc>U2 


H 


818 


\on3;2N 


M 


819 


PhD 

r 1 ivy 


u 
n 


820 


Ph5^ 

i 1 Iw 


n 


821 


PhSO 


-•n 


822 


Ph^D-. 

r 1101.^2 


Lf 

ri 


823 




n 


824 


wrla 


V/rfa 


B25 


CH3CH2 


CH3 


B26 


CH3CH2CH2 


CH3 


B27 


(CH3)2CH 


CH3 


B28 


(CH3)3C 


CH3 


B29 


CH3S 


CH3 


B30 


CH3S0 


CH3 


B31 


CH3S02 


CH3 


B32 


. . . .Ph 


CH3 



-100- 





D 

"39 




W 


LJ 

n 


M 

n 




Urfe 


H 

n 


LJ 

n 






LJ 

n 


n 


Un 


Un2 


u 
n 


LJ 

n 


Un 


r^t 1 

CHg 


u 
n 


u 
n 


Un 


CH2 


It 
n 


■ 1 
n 


OH 


CH2 


1 1 
n 


It 

H 


^*^i t 
OH 


CH2 


II 

H . 


H 


OH 


CH2 


H 


H 


OH 


CH2 


H 


H 


OH 


CH2 


H 


H 


OH 


CH2 


H 


H 


OH 


CH2 


H 


H 


OH 


CH2 


H 


H 


OH 


CH2 


H 


H 


OH 


CH2 


H 


H 


OH 


CH2 


H 


H 


OH 


CH2 


H 


1 1 
H 


OH 


CH2 


u 

M. 


1 1 
n 


OH 


CH2 


LI 

n 


LI 


On 


CH2 


LJ 

rl 


1 1 
n 


OH 


CH2 


H 


Li 

ri 


On 


CH2 


LI 

n 


Li 


OH 


CH2 


n 


LI 

n 


On 


CH2 


u 
n 


LI 

n 


Un 


CHa 


It 
H 


1 1 
H 


OH 


CHa 


H 


H 


OH 


CHa 


H 


H 


OH 


CHa 


H 


H 


OH 


CHa 


H 


H 


OH 


CHa 


H 


H 


OH 


CHa 


H 


H 


OH 


CHa 
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-101 - 



■ lOIUIwCII 


RilA 


1 VJ J 


■ "OO 




R4O 


W 


B33 


CH3O 


CH3 


H 


H 


OH 


CH2 


B34 


CH3CO2 


CH3 


H 


H 


OH 


CH2 


B35 


OW3CHI2OO2 


CH3 


H 


H 


OH 


CH2 


B36 


OH2f^^OHOH2 


CH3 


H 


H 


OH 


CHa*" 


B37 


HCCCH2 


CHa 


H 


H 


OH 


CH2 


B38 


CFa 


CHa 


H 


H 


OH 


CH2 


B39 




CHa 


H 


H 


OH 


CHa 






CHa 


H 


H 


OH 


CH2 


Bdl 


PhO 


CHa 


H 


H 


OH 


CH2 




PhS 


CH^ 


H 


H 


OH 


CH2 




PhSO 


CHi 
13 


H 


H 


OH 


CH2 


D*t*f 




Vyi 13 


H 


H 


OH 


CH2 








n 


H 


OH 


• CH2 




wris 


u 

n 


v^n3 


H 


OH 






wn3i-^n2 


u 

n 


wn3 


H 


OH 






wn3vyn2*^''2 


n 


v/n3 


H 


OH 


CH^ 






H 


13 


H 


OH 


GH2 




\Vyn3;3V/ 


hi 


x^i 13 


H 


OH 


CH2 




CHoS 


H 


CH3 


H 


OH 


CH2 


B52 


CH3SO 


H 


CH3 


H 


OH 


CH2 


B53 


CHqSQ> 


H 


CH3 


H 


OH- 


CHz 


B54 


Ph 


H 


CH3 


H 


OH 


CH2 


B55 


CH3O 


H 


CH3 


H 


OH 


CH2 


B56 


CHiCOo 


H 


CH3 


H 


OH 


CHz 


B57 




H 


CH3 


H 


OH 


CH2 


B58 




H 


CH3 


H 


OH 


CH2 




nowwn2 


n 


v^n3 


u 
n 


OH 


wn2 


B60 


CF3 


H 


CH3 


H 


OH 


CH2 


B61- 


(CH3)2NS02 


H 


CHa 


H 


OH 


CHa 


B62 


• (CH3)2N 


H 


CHa 


H 


OH 


CHa 


B63 


PhO 


H 


CHa 


H 


OH 


CHa 


B64 


PhS 


H 


CHa 


H. 


OH 


CHa 


B65 


. . PhSO 


H 


CHa 


H 


OH 


CH2 
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-102- 



Radical 


R«4 


R37 


R38 


Ra 


1 R40 


W 


B66 


PhSOi 


H 


CHa 


H 


OH 


CHa 


B67 


CN 


H 


CHa 


H 


OH 


CHa 


B68 


CHa 


CHa 


CHa 


H 


OH 


CHa 


B69 


CH3CH2 


CHa 


CHa 


H 


OH 


CHa^ » 


B70 


CH3CH2CH2 


CHa 


CHa 


H 


OH 


CHa 


B71 


(CH3)2CH 


■ CHa 


CHa 


H 


OH 


CHa 


B72 


(CHa)3C 


CHa 


CHa 


H 


OH 


CHa 


B73 


CHaS 


CHa 


CHa 


H 


OH 


CHz 


B74 


CH3SO 


CHa 


CHa 


H 


OH 


CH» 


B75 


CH3SQ2 


CHa 


CHa 


H 


OH 


CH2 


B76 


Ph 


CHa 


CHa' 


H 


OH 


CH2 


B77 


CH3O 


CH3 


CHa 


H 


OH 


CH2 


B78 


CHaCOa 


CHa 


CHa 


H 


OH 




B79 


CHaCHaCOa 


CHa 


CH3 


H 


OH 


CH> 


B80 


CH2==CHCH2 


CHa 


CHs 


H 


OH 


CH2 


B81 


HCCCHa 


CHa 


CH3 


H 


OH 


CH2 


B82 


CFa 


CHa 


CH3 


H 


OH 


CH2 


B83 


(CH3)2NS02 


CH3 


CH3 


H 


OH 


CHo 


B84 


(CHgjaN 


CH3 


CH3 


H 


OH 


CH2 


B85 


PhO 


CH3 


CH3 


H 


OH 


CH2 


B86 


PhS 


CH3 


CHa 


H 


OH 


CHa 


B87 


PhSO 


CHa 


CH3 


H 


OH 


CHa 


B88 


PhSOa 


CHa 


CHa 


H 


OH 


CHa 


B89 


CN 


CHa 


CH3 


H 


OH 


CHa 


B90 


CH3 


CHa 


CH3 


CHa 


OH 


CHa 


B91 


CH3CH2 


CHa 


CH3 


CH3 


OH 


CHa 


B92 


CHaCHaCh^ 


CHa 


CH3 


CH3 


OH 


CHa 


893 


(CH3)aCH 


CHa 


CHa 


CHa 


OH 


CHa 


894 


(CH3)3C 


CHa 


CHa 


CHa 


OH 


CHa 


'B95' 


CHaS - 


- CHi 


CHa 


CHa 


OH 


CHa " 


896 


CHaSO 


CHa 


CHa 


CHa 


OH 


CHa 


897 


CHaSOi 


CHa 


CHa 


CHa 


OH 


CHa 


898 


Ph 


CHa 


CHa 


CHa 


OH 


CHa 
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-103- 



Radical 


R44 


R37 


R38 


R39 


R4O 


W 


B99 


CHiO 


CH3 


CH3 


CHs 


OH 


CH2 


B100 


CH3CO2 


CH3 


CH3 


CH3 


OH 


CH2 


B101 


CH3CH2CO2 


CH3 


CH3 


CHs 


OH 


CHa 


B102 


CH2=CHCH2 


CH3 


CH3 


CHa 


OH 


CHz^ 


8103 


HCCCH2 


CH3 


CH3 


CHa 


OH 


CH2 


8104 


CF3 


CH3 


CH3 


CHa 


OH 


CH2 


8105 


(CH3)2NS02 


CH3 


CHs 


CHa 


OH 


CH2 


8106 


(CH3)2N 


CHs 


CHs 


CHs 


OH 


CH2 


8107 


PhO 


CH3 


CH3 


CH3 


OH 


CH2 


8108 


PhS 


CH3 


CHs 


CHi 


OH 


CHa 


8109 


PhSO 


CH3 


CHs 


CHs 


OH 




8110 


PhSOa 


CH3 


CH3 


CH3 


OH 


CH2 


8111 


CN 


CHa 


CHa 


CHs 


OH 


CH2 


81 12 


CH3OH2 


CH3CH2 


H 


H 


OH 


CH2 


8113 






H 


H 


OH 


v^i f2 


8114 


(CH3)2CH 




H 


H 


OH 


CH2 


8115 


(CH3)3C 


CH3CH2 


H 


H 


OH 


CH2 


8116 


CH3S 


C H3C H2 


H 


H 


OH 


CH2 


8117 


CHaSO 


CH3CH2 


H 


H 


OH 


CH2 


8118 


CH3SO2 


CH3CH2 


H 


H 


OH 


CH2 


8119 


Ph 


CH3CH2 


H 


H 


OH 


CHa 


8120 


CH3O 


CH3CH2 


H 


H 


OH 


CHa 


8121 


CH3C02 


CH3CH2 


H 


H 


OH 


CHa 


8122 


CHgCHzCOz 


CH3CH2 


H 


H 


OH 


CHa 


8123 


CHgsCHCHa 


CH3CH2 


H 


H 


OH 


CHa 


8124 


HCCCHa 


CH3CH2 


H 


H 


OH 


CHa 


8125 


CF3 




H 


H 


OH 




8126 


(CH3)2NS02 


CH3CH2 


H 


H 


OH 


CHa 


8127 


(CH3)2N 


CH3CH2 


H 


H 


OH 


CHa 


8128 


PhO 


CH3CH2 


H 


H 


OH 


CHa 


8129 


PhS 


CH3CH2 


H 


H 


OH 


CHa 


8130 


PhSO 


CH3CH2 


H 


H 


OH 


CH2 


8131 


...PhSOa 


CH3CH2 


H 


H 


OH 


CHa 
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-104- 



Radical 


■ *w 


rtgf 


"38 


nag 


1 n4o 


W 


B1^ 


CN 




U 
n 


u 
n 




Un2 


B133 


H 


H 


H 


i 1 


OH 
v/n 


oni^ri3 


B134 


CHs 


H 


H 


H 

n 


OH 


onLrn3 


B135 


CH3CH2 


H 


H 


H 

n 




0110113 


B136 


CH31CH2OH2 


H 


H 


h' 

n 






B137 


(CHs^zCH 


H 


H 


H 

n 


\jfi 




B138 


(CHalaC 

•3/3 w 


H 


u 
n 


u 
n 


OH 




B139 


CHqS 


u 
n 


n 


M 


On 


CHCH3 


B140 




u 
n 


u 
n 


LJ 

n 


On 


CHCH3 


B141 




u 
n 




ij 

. n 


OH 


CHCH3 


B142 


Ph 


n 


n 


ri 


r^Ll 
On 


CHCH3 


B143 


wii3V./ 


rl 


H 


H 


OH 


CHCH3 


B144 




n 


rl 


rl 


OH 


CHCH3 


B145 


v/n3on2wv/2 


n 


H 


H 


OH 


CHCH3 


B146 


v/n2^v^nwri2 


rl 


n 


H 


OH 


CHCH3 


81 47 


r 1 wwn2 


LJ 

n 


u 
n 


H 


OH 


CHCH3 


8148 


V.'f 3 


rl 


i 1 
H 


H 


OH 


CHCH3 


81 49 




n 


LI 


It 

n 


OH 


CHCHa 


8150 




n 


LI 

n 


1 1 
n 


OH 


CHCH3 


8151 


PhO 


ft 


LI 

n 


LI 

n 


OH 


CHCH3 


8152 


PhS 


n 


LJ 

n 


LI 

Ii 


OH 


CHCH3 


8153 


PhSO 


u 
n 


LJ 

n 


LI 

n 


OH 


CHCH3 


8154 


PhS02 


LJ 

n 


n 


LI 

n 


On 


CHCH3 


8155 


CN 


n 


n 


n 


OH 


CHCH3 


8156 


CH^ 

x^i 13 


wn3 


n 


LI 

n 


OH 


CHCH3 


8157 


^3^^ ^^2 


wl 13 


u 
n 


Li 

n 


ou 
Lin 


OHCHs 


8158 


CH3CH2CH2 


CHa 


H 


H 


OH 


onun3 


B159 


(CH3)2CH 


CH3 


H 


H 


OH 


CHCHa 


8160 


(CH3)3C 


CH3 


H 


H 


OH 


CHCHa 


8161 


CH3S 


CH3 


H 


H 


OH 


CHCH3 


8162 


CH3SO 


CH3 


H 


H 


OH 


CHCH3 


8163 


CHaSOa 


CHa 


H 


H 


OH 


CHCH3 


8164 


.. -Ph 


CHa 


H 


H 


OH 


CHCH3 
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naQIUcll 


n44 


R^ 




wl 13 V-/ 


wn3 


R1 fiR 




0113 


R1R7 

D iQ/ 


wri3wn2wvy2 


vn3 


D 1 DO 


\./ri2^v/rivyri2 


on3 


D I09 




PM. 

wn3 


Ri7n 


V/i 3 


PH-. 
0113 


R1T1 




PU 


Dl / ^ 




PU 

Un3 


Ri 7Q 
Dl fO 




PLI 


Dl /4 


rno 


PLI 

Un3 


Dl r D 


rnoU 


PLI 


Dl70 


PnSCfe 


CH3 


Di77 


OKI 

CN 


CH3 


Di7o 




H 


B179 




H 


B180 


on30n2wri2 


H 


B181 


(CH3)2CH 


H 


d1o2 


(CHaJaC 


H 


DlOO 




LI 

H 


RIftA 
D IO*f 




i_i 
n 


DlOO 


Un3502 


■ 1 
n 


DlOD 


Pn 


n 


R1A7 


l-rrl3\-/ 


LI 

n 


D 1 OO 




n 


RIRO 


r»Lj pui 


LI 

n 


R1 on 




LI 


8191 


HCCCH2 


H 


8192 


CF3 


H 


8193 


(CH3)2NS02 


H 


8194 


(CH3)2N 


H 


8195 


PhO 


H 


8196 


PhS 


H 


8197 


...PhSO 


H 



-105- 



R»« 


R«* 
n39 


ri4o 


w 

w 


n 


u 

n 


DH 


v^nwria 


H 

n 


14 

n 


DH 


wnwna 


LJ 

n 


14 
n 


OM 
un 


PHP 14^ 


n 


14 

n 


OH 


wnwria 


u 
n 


u 

n 


OH 


PHPH*. 
wris/na 


u 
n 


14 

n 






n 


14 

n 


Un 


PI4PI4 


u 
n 


14 

n 




PI4P14 


n 


n 


nu 


P14PI4 


n 


14 

n 


OI4 

Un 




LI 

H 


LI 

H 


OH 


CHCHa 


LI 

n 


LI 

n 


OH 


CHCHa 


H 


H 


OH 


CHCHa 


CH3 


H 


OH 


CHCHa 


CHa 


H 


OH 


CHCHa 


CHa 


H 


OH 


CHCHa 


CH3 


t i 

H 


OH 


CHCHa 


ou 

CH3 


LI 

H 


OH 


CHCHa 


Cn3 


H 


/-Nil 

OH 


CHCH3 


PI4 


n 


On 


CnCH3 


PI4 

un3 


14 

n 


On 


/^UOLJ 

UriC/Ha 


P14 


14 

n 


r>i4 
Un 
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OH CH(CQ2CH2CH3) 


H 


H 


OH 


CH/CQ>CH>CH«) 


H 


H 


OH 


i^ww2wn2wri3f 


H 


H 


OH 


wi i\v</v/2S^ri2^''3/ 


H 


H 


OH 


■\W2vn2\"*3/ 


H 


H 


OH 


CHfCOoCHoCHo^ 

i^wN^^v/i 12^' •3/ 


H 


H 


OH 


CHfCOoCHoCH*^ 


H 


H 


OH 


CH(COoCH'>CHq^ 


H 


H 


OH 




H 


H 


OH 


CHCCOaCHzCHa) 


H 


H 


OH 


CHCCOaCHzCHa) 


H 


H 


OH 


CH(C02CH2CH3) 


H 


H 


OH 


CHCCOgCHaCHa) 


H 


H 


OH 


CHCCOaCHaCHa) 


H 


H 


OH 


CHCCOzCHaCHa) 


H 


H 


OH 


CHCCOaCHaCHa) 


H 


H 


OH 


CHCCOzCHzCHa) 


H 


H 


OH 


CHCCOzCHzCHa) 


H 


H 


OH 


CHCCOaCHzCHa) 


H 


H 


OH 


CHCCOzCHaCHa) 


H 


H 


OH 


CH(C02CH2CH3) 


H 


H 


OH 


CHCCOaCHaCHa) 


H 


H 


OH 


CH(C02CH2CH3) 


H 


H 


OH CHCCOzCHaCHa) 


H 


H 


OH 


CHCCOaCHaCHa) 


H 


H 


OH 


CH(C02CH2CHa) 


H 


H 


OH 


CH(COaCH2CHa) 
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nauiuol 


ri44 


ri37 


R^ 
"38 


p 


R« 
•MO 


VV 






pLJ 
0173 


U 
n 


LJ 

n 




PH/PrLPW*PM-^ 
v^n^ow2wn2vn3/ 




wri3wV/2 




u 

n 


H 




on ^0w2wn2wn3^ 






0113 


n 


u 
n 


OH 


PH/PH-PH^H-^ 
on\v/V</2on2v/n3^ 


RQ60 




wri3 


n 


u 
n 


OH 


PH/Pn-PHUPH-^ 
on^v/W/2v ngw ns/ 




HCCCH* 




u 
n 


u 
n 


CM 


PH/PO-PH-PH-^ 
on ^ov/2on20 na/ 






oris 


u 
n 


PI 




pu/prw*tJpijA 
on(OU2on2un3/ 


RQf^ 

D900 




PU-. 

0113 


n 


u 
n 


Ol-I 
\Jtl 


PU/Pr^_PU-PU \ 

0n(0UsvnsjUn3/ 






PU 

v/n3 


u 
n 


u 
n 


nu 


pu/pr\_pu-Pu \ 
on^oU2on2vn3) 


D9DO 


rllU 


Un3 




LJ 

n 


^u 


orHoU2on2on3) 


D9DO 


DKC 


Un3 


■ 1 
n 


Li 

n 


Un 


OH(0020H2CH3) 


b9o7 


PnoO 




■ ■ 
n 


Li 

n 


OH 


oH(C02CH2CH3) 


d9do 




CH3 


H 


1 1 
H 


OH 


CH(C02CH^H3) 


d9d9 


CN 


CH3 


H 


H 


OH 


CH(C02Cn2QH3) 


B970 


CH3 


H . 


CH3 


H 


OH 


CH(C02CH2CH3) 


d971 




H 




H 


OH 


CH(C02CH2CH3) 


d97Z 




it 
H 


CH3 


H 


OH 


oH(C02CH2CH3) 


d97o 


(Cn3)2Cn 


H 


CH3 


H 


OH 


CH(C02CH2CH3) 


d974 


(CH3M; 


■ 1 
n 


CH3 


H 


OH 


oH(C02oH2oH3; 


R07f: 


r*u 0 


n 




1 ■ 
H 


OLJ 

OH 


OH(o020H20H3) 






u 
n 


PU 

Una 


LJ 

n 


Un 


on(oU2oH20n3} 


RQ77 


Pi-i Qn 


14 

n 


PU 

Una 


i_i 
n 


r^u 


on(oU2on20n3; 


RQ7A 


DK 
r 11 


n 


PU 


LI 

rf 


r\u 
Un 


i^Lj /r^r\ OLJ ^u \ 
on(oU2Un2on3) 


RQ7Q 


orisV/ 


LI 

n 


PU 

Una 


u 
n 


pit! 

Un 


pu/pn PU ou \ 
On (oU2Url20 Ma; 




pu prv 

L»n3V/V/2 


n 


PU 


' u 
n 


PtU 

Un 


pu/or> PU PU \ 
OrHOU2Un2on3/ 




v/n3on2wv/2 


n 


PW 


u 
n 


PlU 

un 


PU/PPfc PU PU \ 

0n^0U2Uri20n3/ 




wn2^wnwri2 


LJ 

n 


PU 


u 
n 


PiU 

Un 


PU/PPI PU PU \ 

OrHOU2Un2Un3/ 




nLrUUn2 


H 


Cli3 


H 


On 


CH(C02Cn2Cn3) 


B984 


CF3 


H 


CH3 


H 


OH 


CH(C02CH2CH3) 


B985 


(CH3)2NS02 


H 


CH3 


H 


OH 


CHCCOzCHzCHa) 


8986 


(CH3)2N 


H 


CH3 


H 


OH 


CHCCOzCHaCHs) 


8987 


PhO 


H 


CH3 


H 


OH 


CH(C02CH2CH3) 


8988 


PhS 


H 


CH3 


H 


OH 


CH(C02CH2CH3) 


8989 


.-.PhSO 


H 


CHa 


H 


OH 


CH(C02CH2CH3) 
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Radical 


^44 


R37 






■ 140 


W 


B990 


PhSQz 


H 


Cl^ 


H 


OH 


CHtCOaCHaCHa) 


B891 


CN 


H 


CHa 


H 


OH 


CHfCQsCHpCHa) 


B992 


CHs 


CHa 


CH3 


H 


OH 


CHfCOsCHsCH^) 


B993 


CH3CH2 


CHa 


CH3 


H 


OH 


CHfCOpCH^CHt) 


B994 




CH3 


CH3 


H 


OH 


CHfCOdCHoCHt) 


B995 


(CH3)2CH 


CH3 


CH3 


H 


OH 


CHfCOoCHoCHo) 


B996 




CH3 


CHq 


H 

■ ■ 


OH 


CHfCOoCHoOHa^ 


B997 




CHo 


wn3 


n 


OH 


PWPO-PH«PH-\ 


B998 


CHqSO 


wri3 


PH« 
wri3 


H 

n 


OH 


PH/PO*PH-PH-\ 


B999 




wn3 


PH« 


u 
n 


OH 


PH/PO PH^H \ 

wn^vrV^2V/n2Vi/n3/ 


B1000 


Ph 




PH-. 

oris 


u 
n 


DH 


vrn(0U2^ri2^n3j 


B1001 

D 1 W 1 






PH 

^n3 


n 




. PU/PO_OIJ ^IJ \ 

Unii>iJ2Un20n3) 


B1Q02 


CH«CO« 
wri3ww2 


V/n3 


PH. 

wn3 


u 
n 


riH 


PH/oo_r^i4 r*ij \ 
v/rnwU2Un2^^n3/ 






^n3 


PH- 


u 
n 


DH 






v>ri^=wnwn2 


wn3 


PH- 


u 
n 






B1005 




PH- 


PH- 


LJ 

n 


PH 


PH/r*o r^u OLi \ 


B1006 

W 1 www 


wi 3 


PH« 
v^n3 


PH- 


H 
n 


OH 


ou/r*o ou ou \ 


B1007 


^wi 13/2' ^^^1^2 


vri3 


PH« 


u 

n 


OH 


PH/PO-^H PH \ 


B1008 




PH« 


PHo 


H 

n 


OH 


PH/PO-PH PH \ 

Vx n n2w n3 ^ 


B1009 


PhO 


CH^ 


PH^ 


n 


OH 


PH^PO-PH^H-\ 


B1010 


PhS 


CHo 


CH* 


H 


OH 


PH/OO^H«PH*\ 
Vxn^^^Vy2^»'2'-'"3/ 


B1011 


PhSO 


CH3 


CH« 

XXI 13 


H 


OH 


CH^PO*>nH«OH«\ 
N-/ n ^ w\y2^''2^'*3 / 


B1012 


PhS02 


CH3 


CBi 
13 


H 


OH 


^H^po«^HoOH«^ 

w ri \ vxV/2 w n3^ 


B1013 


CN 


CHo 


CHo 

v/i 13 


H 
1 1 


OH 


CH^nO^H^OH*^ 
v» n \^Vi/2^'»2^*'3^ 


81 01 4 


CH3 


CH3 


CHi 


CHo 


OH 


CHrcn*»nH»*nH^\ 


B1015 


CH3CH2 


CHs 


CH3 


CH, 


OH 


CH^COoCHoCH*^ 


B1016 




CH-. 


CH* 

wri3 


CH^ 


OH 


OH^PO-PH-PH-\ 


B1017 


(CH3)2CH 


CHa 


CH3 


CHa 


OH 


CHCCOaCHaCHa) 


B1018 


(CH3)3C 


CHa 


CHa 


CHa 


OH 


CHCCOaCHaCHa) 


B1019 


CH^ 


CHa 


CHa 


CHa 


OH 


CHCCOaCHaCHa) 


B1Q20 


CH3SO 


CHa 


CHa 


CHa 


OH 


CHCCOaCHzCHa) 


B1021 


CH3SO2 


CHa 


CHa 


CHa 


OH 


CHlCOaCHaCHa) 


B1Q22 


Ph 


CHa 


CHa 


CHa 


OH 


CHCCOaCHaCHa) 
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Radical 


R44 


R37 


Raa 




R40 


W 


B1Q23 


CHaO 


CHa 


CHa 


CHa 


OH 


CH(C02CH2CH3) 


B1024 


CHaCQz 


CHa 


CHa 


CHa 


OH 


CH(CQ2CH2CH3) 


B1025 


CHaCH2C02 


CHa 


CHa 


CHa 


OH 


CH(C02CH2CHa) 


81026 


CH^CHCH2 


CHa 


CHs 


CHa 


OH 


CHCCOiChWJHa) 


B1027 


HCCCHa 


CHa 


CHa 


CHa 


OH 


CH(C02CH2CH3) 


B1028 


CFa 


CHa 


CHa 


CHa 


OH 


CHfCO^CH^CHa) 


B1029 


(CHakNSOs 


CHa 


CHa 


CHa 


OH 


CHfCO^CHsiCHq) 


B1030 


(CHakN 


CHa 


CHs 


CHa 


OH 


CHfCOdCHoCHfi) 


B1031 


PhO 


CHa 


CH« 


CHa 


OH 


CHfOOoCH'>CHi\ 


B1032 


PhS 


CHa 


CH^ 
13 


CHa 


OH 


CHfCOaCH^CH^^ 


B1033 


PhSO 


CH* 






OH 


CHrOO«OHJ^H«\ 


B1034 


PhSQe 


13 


wi 13 


V/n3 


OH 


CHfOOflOH«OH«\ 


B1035 


CN 


v/i 13 


v^n3 


v/n3 


OH 


CHfOO«OH*OH«\ 


81 036 




CH3CH2 


n 


H 


OH 


OH/no^H^H-\ 


81037 


%. ^MM^%. ^mmnL mwu^ 


C H3^ ^2 


1 1 


LJ 

n 


OH 


OH/PO«PH«PH«\ 


81038 




v/i 13^' '2 


1 1 


H 


OH 




81039 




v/i 13 V/ 1 12 


n 


H 


OH 


\jtl \\^\J2^ n2V-r 113 ) 


81040 


CHnS 


^✓H3^'^^2 


H 


H 


OH 


OH^PO«PI-I.*PH*\ 
v/n \ v.#\^2>^ n2wn3 ) 


81041 


CH3SO 


H3^^ H2 


H 


H 


OH 


nHrno*PH**pH«\ 


81 042 


CH3SO2 




H 


H 


OH 


CH(CO*>CH^H-.\ 


81043. 


Ph 




H 


H 


OH 


CHrcO>CHoCH-j^ 


81044 


CH3O 


^3H3^^ H2 


H 


H 


OH 


CHfCOoCHoCHo^ 


81045 


CH3CO2 


CH3C H2 


H 


H 


OH 


CH(CO^>CHoCH'>^ 


81046 


CH3CH2CO2 


CH3CH2 


H 


H 


OH 


CHfCOXHoCH'*^ 


81047 


OH2^0HOH2 


CH3CH2 


H 


H 


OH 


CHfCO^CHoCHi) 


81048 


HCCX^Hz 


CH3CH2 


H 


H 


OH 


CH(COi>CHoCH'*^ 


B1049 


CPs 


H^^^ ^^2 


H 


H 


OH 


CHrcOoCHf»CHo\ 


B1050 


(CH3)2NS02 


CH3CH2 


H 


H 


OH 


CHCCOaCHaCHa) 


B1051 


(CHafeN 


CH3CH2 


H 


H 


OH 


CHCCOzCHaCHa) 


B1052 


PhO 


CHI3CH2 


H 


H 


OH 


CHCCOaCHaCHa) 


B1053 


PhS 


CH3CH2 


H 


H 


OH 


CH(C02CH2GH3) 


81054 


PhSO 


CHaCHz 


H 


H 


OH 


CHtCOaCHaCHa) 


B1055 


. . PhSQz 


CHaCHz 


H 


H 


OH 


CH(C02CH2CHa) 
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Radical 


R44 


R37 


R38 


Rag 


R4O 


W 


B1056 


CN 


CH3CH2 


H 


H 


OH 


CHCCO^CHaCHa) 


B1057 


CHaOCO 


H 


H 


H 


OH 


CHPh 


B1058 


H 


H 


H 


H 


OH 


CHPh 


81 058 


H 


H 


H 


H 


OH 


CH(CH2dPl3) 


81 060 


H 


H 


H 


H 


OH 


CH(CHsCH2CH3) 


81061 


H 


H 


H 


H 


OH 




81062 


H 


H 


H 


H 


OH 


CHfC(CHoU) 


81063 


H 


H 


H 


H 


OH 




81064 


H 


H 


H 


H 


OH 




81065 


CH3OCO 


H 


H 


H 


OH 




81066 


H 


H 


H 


n 


OH 




81067 


CH3OCO 


CH3O 


H 


H 


OH 


CH« 


81068 


H 


CH3O 


H 


H 


OH 


OH- 


81069 


CH3O 


CHiOCO 


H 




OH 


ori2 


81070 


CH3O 


H 
1 1 




n 


OH 


Lrri2 


81071 


CI 


H 


H 


n 




V-rri2 


81072 


F 


H 


H 


1 1 


OH 


Orl2 


81073 


H 


H 


H 


H 


OH 


PH/OPW V. 


81074 


H 


H 


H 


H 


OH 

v-/r 1 


nH«090-.r*i-i- 

V^n2wO\.^2^**3 


81075 


CHa 


CH3 


CH3 


CH3 


OH 




81076 


CICH2CH2 


H 


H 


H 


OH 


OH- 


81077 


HO(CH2)2 


H 


H 


H 


OH 


WI 12 


81078 


MsO(CH2)2 


H 


H 


H 


OH 


CH2 


81079 


HOCH(CH3)CH2 


H 


H 


H 


OH 


CH2 


81080 


MsOCH(CH3)CH2 


H 


H 


H 


OH 


CH2 


81081 


(CH3)2CH 


H 


0 


CH3 


OH 


CHg 


81082 


HCCCH2 


H 


CH3 


CH3 


OH 


CH2 


81083 


H2C=CCH2 


H 


CH3 


CH3 


OH 


CH2 



In the following Table 7 Q is Qe 
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and Qe represents the following radicals C: 



Table 7: Radicals C: 



Racfical 


Bm 


Ras 


Rbb 


Raa 


P 


W 


CI 


H 


H 


H 


OH 


1 


CHz 


C2 


CHa 


H 


H 


OH 


1 


CH2 


C3 


CH3CH2 


H 


H 


OH 


1 


CH2 


C4 


CH3CH2CH2 


H 


H 


OH 


1 


CHa 


C5 


(CH3)2CH 


H 


H 


OH 


1 


CHa 


C6 


(CH3)3C 


H 


H 


OH 


1 


CHa 


C7 


CH3S 


H 


H 


OH 


1 


CHa 


C8 


CH3SO 


H 


H 


OH 


1 


CHa 


C9 


CHgSO^ 


H 


H 


OH 


1 


CHa 


CIO 


Ph 


H 


H 


OH 


1 


CHa 


C11 


CH3O 


H 


H 


OH 


1 


CHa 


C12 


CHgOCOa 


H 


H 


OH 


1 


CHa 


CI 3 


CHgCHzCXJOz 


H 


H 


OH 


1 


CHa 


C14 


CH2=CHCH2 * 


H 


H 


OH 


1 


CHa 


C15 


HCCCHz 


H 


H 


OH 


1 


CHa 


C16 


CF3 


H 


H 


OH 


1 


CHa 


C17 


(CH3)2NS02 


H 


H 


OH 


1 


CHa 


C18 


(CH3)2N 


H 


H 


OH 


1 


CHa 


C19 


PhO 


H 


H 


OH 


1 


CHa 


C20 


PhS 


H 


H 


OH 


1 


CHa 


C21 


PhSO 


H 


H 


OH 


1 


CHa 


C22 




H 


H 


OH 


1 


CHa 
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Radical 


■•84 




R 

"86 


Q 

riaa 


P 


w 


C23 


CM 


n 


n 






Urfe 




wri3 


oris 


n* 






Un2 


C25 




OH- 


u 


Un 




Un2 


C26 


C H3CH2CH2 


oris 


n 


on 




Un2 


C27 




0113 


n 


Un 




Un2 






PI4 


LJ 

n 


Un 




CH2 




01130 


PU 


u 
n 


Un 




CH2 






Una 


H 


OH 




CH2 




pu 


Una 


H 


OH 




CH2 




. Pn 


CH3 


H 


OH 




CH2 


Uoo 




CH3 


H 


OH 




CH2 






CHa 


H 


OH 




CH2 




CH3Cn20CQ2 


CHa 


H 


OH 




CH2 


Uoo 


Vi/ri2=wriun2 


CHa 


H 


OH 




CH2 


Uo/ 




CHa 


H 


OH 




CH2 


Ooo 


CPs 


CHb 


H 


OH 




CH2 




(Un3}2NoU2 


CHa 


H 


OH 




CH2 


uw 




CH3 


H 


OH 




CH2 




pnu 


CH3 


H 


OH 




.CH2 




Pno 


Un3 


H 


OH 




CH2 




DKC^ 

PiloU 


UM3 


H 


OH 




CH2 


W*T*T 


1 nov/2 


PU 

Un3 


u 
H 


Un 




CH2 




PM 


Url3 


1 i 

n 


OH 




CH2 




u 
n 


u 
n 


LI 

n 


OH 


4 


CH2 


CJL7 • 




LI 

rf 


Li 

H 


OH 


4 


CH2 




v-»n3\^n2 


LI 

n 


LI 

M 


OH 


4 


CH2 




01130 1120 112 


LI 

n 


1 1 

n 


OH 


4 


CH2 


C50 


(CH3)2CH 


H 


H 


OH 


4 


CH2 


C51 


(CH3)3C 


H 


H 


OH 


4 


CHa 


C52 


CH3S 


H 


H 


OH 


4 


CHa 


C53 


CH3S0 


H 


H 


OH 


4 


CHa 


C54 


CH3S02 


H 


H 


OH 


4 


CHa 


CSS 


Ph 


H 


H 


OH 


4 


CHa 
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Racfical 


Rq4 


Rue 


• "86 




n 
V 


w 


C56 


CH^ 


H 


H 


OH 


4 


CH2 


C57 


CH3OCO2 


H 


H 


OH 


4 


CH2 


CSS 


CH3CH2OCO2 


H 


H 


OH 


4 


CH2 


C59 




H 


H 


OH 


4 


CH2 


C60 


HCCCH2 


H 


H 


OH 


4 


CH2 


C61 


CFa 


H 


H 


OH 


4 


CH2 


C62 


(CHq^NSOo 


H 


H 


OH 


4 


CHo 


C63 




H 


H 


OH 


4 


CH« 
on2 


C64 


PhO. 


H 


H 


OH 


A 
t 


PH.* 
on2 


C65 


PhS 


H 

n 


H 


OH 
v/ri 


4 


PH*» 
on2 


C66 


PhSO 


H 

n 


u 
n 


OH 
v/n 


*¥ 


PH- 
wn2 


C67 


Phsn« 

■ llww2 


Li 

n 


H 

n 


OH 


A 


PH» 
wn2 


woo 




n 


u 
n 


OH 


'I' 


PU 

on2 


WViw7 




PH* 
0113 


n 




A 
*t 


PU 

ori2 


w/ w 


01130112 


PM 

003 


H 

n 


\Jv\ 


A 

*t 


PU 

on2 


w/ 1 


PH PM-Y^W 
w 1130 n2w 112 


PM 


H 

n 




A 


on2 




^pn«^«PH 

\0n3y2wn 


PH« 


LI 

n 




A 
H 


PH 

ori2 


C73 


\wn3y30 


0113 


u 

n 


OH 


A 
*♦ 


PH- 


C74 


CHoS 


PH* 


H 

n 


OH 
on 


A 

*T 


PH- 


C75 


CHsSO 


CHo 
01 13 


H 


OH 
on 




PH« 
on2 


C76 


CH3SQ2 


x^i 13 


H 


OH 


4 


CHo 


C77 


Ph 


CH3 


H 


OH 


4 


CHo 

12 


C78 


CH3O 


CH3 


H 


OH 


4 


CH^ 


C79 


CH3OCO2 


CH3 


H 


OH 


4 


CHo 


C80 


CH3GH2OCO2 


CH3 


H 


OH 


4 


12 


C81 


CH2'^CHCH2 


CH3 


H 


OH 


4 


CHo 

v^i '2 


C82 


HCCCH-* 


PHo 


u 
n 


OH 
on 


*f 


PH- 
on2 


C83 


CF3 


CHa 


H 


OH 


4 


CHa 


C84 


(CH3)2NS02 


CH3 


H 


OH 


4 


CHa 


C85 


(CH3)2N 


CH3 


H 


OH 


4 


CHa 


C86 


PhO 


CH3 


H 


OH 


4 


CHa 


C87 


PhS 


CH3 


H 


OH 


4 


CHa 


C88 


..RbSO 


CH3 


H 


OH 


4 


CHa 
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Radical 


■ "Of 


Ras 
■ uo 






n 
F 


w 

WW 


C89 


PhSOz 


CH3 


H 


OH 


4 


CH2 


C90 


CN 


CH3 


H 


OH 


4 


CHo 


C91 


H 


H 


H 


OH 


3 


CHo 
12 


C92 


CHa 


H 


H 


OH 


3 


CHa 

wi 12 


C93 


CH3C H2 


H 


H 


OH 


3 


CHo 


C94 


0H3CH^CH2 


H 


H 


OH 


3 


CH« 

wl 12 


095 




H 


H 


OH 


Q 
0 


CH^ 
wn2 


C96 




H 


n 


CM 


0 


wn2 


C97 




H 

n 


u 
n 






PM 

un2 


098 


CHoSO 


U 

n 


u 
n 


sJTl 


q 


• un2 


C99 


CH«sn« 

Vi*n3w\i/2 


n 


n 




Q 


Un2 


V 1 w 


Ph 


u 
ii 


n 


Un 


0 
0 


Un2 


CI 01 




LJ 

n 


n 


oui 
Un 


Q 


un2 


CI OP 


wri3V^wvy2 


n 


n 


Un 




/Nil 

un2 


CI 03 


CHf»CH«ncn^ 


n 


n 


Un 




un2 


CI 04 


CI-L=nHPH« 
wi 12 — wriori2 


Ll 

n 


LJ 

n 


Uri 




un2 


CI 05 


HCCCH* 


LJ 

n 


n 


un 


Q 


Un2 


C106 




H 

n 


LJ 

n 


un 


q 


v/n2 


CI 07 


13/2' ^^^^2 ■ 


H 


n 


un 


q 

0 - 


un2 


CI 08 




H 


H 

n 


OH 


q 


OH-. 


C109 


PhO 


H 


H 

n 


OM 


q 
0 


OH^ 
wn2 


Clio 


PhS 


H 


H 


OH 


q 


CH^ 


cm 


PhSO 


H 


1 1 


OH 


q 


v/n2 


C112 


PhSQz 


H 


H 


OH 


3 


CH. 
wn2 


C1.13 


CN 


H 


H 


OH 


3 


CH^ 
wn2 


C1 14 


CHa 


CH3 


H 


OH 


3 


CH^ 


C1 15 


C</H3C H2 


CH3 


H 
1 1 


OH 


q 


PH^ 


C1 16 


CH3CH2CH2 


CHa 


H 


OH 


3 


GHz 


C1 17 




CHa 


H 


OH 


3 


CHz 


C11& 


(CH3)3C 


CHa 


H 


OH 


3 


CH2 


C119 


CH3S 


CHa 


H 


OH 


3 


CHz 


C120 


CH3SO 


CHa 


H 


OH 


3 


CH2 


C121 


CH3SQ2 


CHa 


H 


OH 


3 


CHa 
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Radical 




Hflg 






n 
r 


w 


CI 22 


Ph 


CH3 


H 


OH 


3 


CH2 


CI 23 


CH3O 


CH3 


H 


OH 


3 


CH2 


CI 24 


CH3OCO2 


CH3 


H 


OH 


3 


CHa 


C125 


CH3CH2OCO2 


CH3 


H 


OH 


3 


CH2 


C126 




CHs 


H 


OH 


3 


CH2 


C127 


HCCCHo 


CH3 


H 


OH 


3 


CHa 


C128 


CF3 


CH3 


H 


OH 


3 


CH2 


0129 


^wi 13/2* ^^^^Z 


CB» 


H 


OH 


3 




CI 30 




CHo 

v/i 13 


H 


OH 


3 


CHf> 

wi 12 


CI 31 


PhO 


CKU 


■ 1 


OH 


3 


CHo 

wi 12 


CI 35 


r Ilw 


CH. 

wn3 


u 

n 


OH 


3 
0 


CHo 

wn2 


ni33 


mow 


PH« 
0113 


H 

n 


OH 


q 


CH« 




^110^^2 


wn3 


n 




q 
0 


PH« 


too 




PM* 


LJ 

n 




q 


PH« 
on2 




v/n3on2 


wn3wri2 


n 


nH 


i 
1 


PH« 
wn2 




u 
n 


u 
n 


LJ 

n 


HH 


1 


PH^PH^^ 


ni^ 




LJ 

n 


u 
n 


OH 


i 
1 


PH^PH«^ 
wn^wn3y 


W 1 Ow 


v^n3 


PH-» 


u 

n 


OH 


1 


PH^PHo^ 
wnywn3/ 




PH^H« 


H 
ft 


u 

n 


nH 


1 


PH^PH^A 


C141 


CHoCHo 




H 


OH 


1 


PHfCHo^ 

wl It WI 13/ 


CI 42 






H 


OH 


1 


CH/CH-*) 


C143 


H 


H 




OH 


1 


CH2 


CI 44 


CH3 


CK» 


CH3 


OH 


1 


CH2 


O 1 HO 


v^n3on2 


PM^I-I« 
^n3Lrn2 


PW 


nw 


i 
1 


PH^ 


C146 


H 


H 


H 


OH 


2 


CHa 


C147 


CH3 


CH3 


H 


OH 


2 


CHa 


C148 


CH3CH2 


CH3CH2 


H 


OH 


2 


CHa 


CI 49 


H 


H 


H 


OH 


5 


CHa 


CI 50 


CHa 


CHa 


H 


OH 


5 


CHa 


CI 51 


CH3CH2 


CH3CH2 


H 


OH 


5 


CHa 



In the following Table 8 Q Is Qs 
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PCT/EPOl/00720 




and Qb represents the foRowing radicals D: 
Table 8: Radicals D: 



Radical Rss Reg Rw Rn Rar o 



D1 


H 


H 


H 


H 


OH 


2 


D2 


CHs 


H 


H 


H 


OH 


2 


D3 




H 


H 


H 


OH 


2 


D4 


CH3CH2CH2 


H 


H 


H 


OH 


2 


D5 




H 


H 


H 


OH 


2 


06 




H 


H 


H 


OH 


2 


D7 


CHsS 


H 


H 


H 


OH 


2 


D8 


CH3SO 


H 


H 


H 


OH 


2 


D9 


CHaSOa 


H 


H 


H 


OH 


2 


D10 


Ph 


H 


H 


H 


OH 


2 


D11 


CH3O 


H 


H 


H 


OH 


2 


D12 


CH2=CHCH2 


H 


H 


H 


OH 


2 


D13 


HCCCH2 


H 


H 


H 


OH 


2 


D14 


CF3 


H 


H 


H 


OH 


2 


D15 


PhO 


H 


H 


H 


OH 


2 


D16 


PhS 


H 


H 


H 


OH 


2 


D17 


PhSO 


H 


H 


H 


OH 


2 


.018 


PhSOz 


H 


H 


H 


OH 


2 


019 


CH3 


CH3 


H 


H 


OH 


2 


020 


CH3CH2 


CH3 


H 


H 


OH 


2 


021 


CH3CH2CH2 


CH3 


H 


H 


OH 


2 


022 


(CH3)2CH 


CH3 


H 


H 


OH 


2 


023 


(GH3)3C 


CHa 


H 


H 


OH 


2 



wo 01/54501 



PCT/EPOl/00720 



-139- 



Radcal 


Res 




RgO 


R9I 


Rg7 


0 


D24 


CHsS 


CHa 


H 


H 


OH 


2 


D25 


CH3SO 


CHa 


H 


H 


OH 


2 


D26 


CHsSO: 


CHa 


H 


H 


OH 


2 


027 


Ph 


CHa 


H 


H 


OH 


2 


D28 


CHaO 


CHa 


H 


H 


OH 


2 


D29 


CH2=CHCH2 


CHa 


H 


H 


OH 


2 


D30 


HCCCHz 


CHa 


H 


H 


OH 


2 


D31 


CFa 


CHa 


H 


H 


OH 


2 


032 


PhO 


CHa 


H 


H 


OH 


2 


D33 


PhS 


CHa 


H 


H 


OH 


2 


D34 


PhSO 


CH3 


H 


H 


OH 


2 


D35 


PhSOa 


CHa 


H 


H 


OH 


2 


D36 


H 


H 


H 


H 


OH 


3 


D37 


CHa 


H 


H 


H 


OH 


3 


D38 




H 


H 


H 


OH 


3 


D39 


[ jH^I »H»»i 


H 


H 


H 


OH 


3 


D40 




H 


H 


H 


OH 


3 


D41 




H 


H 


H 


OH 


3 


D42 


CH3S 


H 


H 


H 


OH 


3 


D43 


CH3SO 


H 


H 


H 


OH 


3 


D44 


CHaSQz 


H 


H 


H 


OH 


3 


D45 


Ph 


H 


H 


H 


OH 


3 


D46 


CH3O 


H 


H 


H 


OH 


3 


D47 


CH2f=CHCH2 


H 


H 


H 


OH 


3 


D48 


HCCCH2 


H 


H 


H 


OH 


3 


D49 


CFa 


H 


H 


H 


OH 


3 


O50 


PhO 


H 


H 


H 


OH 


3 


051 


PhS 


H 


H 


■ H 


OH 


3 


052 


PhSO 


H 


H 


H 


OH 


3 


053 


PhSOa 


H 


H 


H 


OH 


3 


054 


CHa 


CHa 


H 


H 


OH 


3 


055 


CH3CH2 


CHa 


H 


H 


OH 


3 


056 


CH9CH2CH2 


CHa 


H 


H 


OH 


3 
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Radical 




R89 


Ran 


••91 


*w 


\j 


D57 




CHq 


H 


H 
1 i 


OH 


0 


058 






H 


H 


OH 


3 


D59 


CH3S 




H 


H 


OH 




D60 


CH^O 


CHo 


H 

n 


u 

n 


OH 
on 


q 


D61 




wl 13 


H 

n 


n 


OH 


Q 


D62 


Ph 
III 


0113 


u 
n 


u 
n 


OH 

on 


q 


D63 


CH«0 


on3 


u 
n 


u 
n 


on 






ci-L=oi-ini-i« 

wn2^wnon2 


on3 


n 


u 
n 


on 


Q 




nikA/i./n2 


on3 


n 


n 


Un 




UOO 




olia 


LI 

n 


u 
n 


On 


3 


L/Q/ 




Orb 


n 


• LJ 

n 


^LJ 

OH 


3 


L/DO 


DKC 

rno 


olia 


11 

n 


i_i 
n 


OH 


3 




rnoU 


Orla 


u 
n 


H 


OH 


3 




rnoU2 


ofia 


11 
n 


i 1 

n 


OH 


3 


Ufl, 


ti 


li 


H 


LI 

H 


OH 


4 






H 


LJ 

H 


LI 

H 


OH 


4 






14 
rl 


n 


LI 

n 


OLJ 

on 


4 


TYTA 

LJt*f 


r^M f^XA r^vA 


n 


LI 

n 


LI 

rl 


On 


4 


L// 9 




LJ 

rl 


n 


LI 

n 


OH 


4 


D76 


\On3/30 


LJ 

n 


u 
n 


14 

n 


on 


*^ 


D77 


01130 


LJ 

n 


n 


14 

n 


014 

On 


A 
*♦ 




on3ovy 


n 


LJ 

n 


LI 

n 


OI4 

On 


>l 


D7Q 


0113002 


n 


u 
n 


u 
n 


014 
On 


A 


DAD 


Ph 


LJ 

n 


n 


14 

n 


On 




D81 


v-#ri3v^ 


LJ 

n 


u 
n 


n 


014 
On 




D82 


Vi/i i2"Wi iwi #2 


n 


u 
n 


n 


on 




\JOO 


nooon2 


n 


LJ 

H 


LI 


^Lt 

OH 


4 


D84 


CF3 


H 


H 


H 


OH 


4 


D85 


PhO 


H 


H 


H 


OH 


4 


D86 


Phs 


H 


H 


H 


OH 


4 


D87 


PhSO 


H 


H 


H 


OH 


4 


D88 


PhSQz 


H 


H 


H 


OH 


4 


D89 




CH3 


H 


H 


OH 


4 
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Radical 


Raa 


Raa 


R90 


R91 


Rb7 


0 


D90 


CH3CH2 


CH3 


H 


H 


OH 


4 


D91 


CHaCHzCHj 


CH3 


H 


H 


OH 


4 


D92 


(CH3)2CH 


CHa 


H 


H 


OH 


4 


D93 


(CH3)3C 


CHa 


H 


H 


OH 


4 


D94 


CH3S 


CH3 


H 


H 


OH 


4 


D95 


CH3S0 


CH3 


H 


H 


OH 


4 


. 096 


CH3S02 


CHa 


H 


H 


OH 


4 


D97 


Ph 


CHa 


H 


H 


OH 


4 


D98 


CHaO 


CHa 


H 


H 


OH 


4 


D99 


CH2=CHCH2 


CHa 


H 


H 


OH 


4 


D100 


HCCCH2 


CHa 


H 


H 


OH 


4 


D101 


CF3 


CHa 


H 


H 


OH 


4 


D102 


PhO 


CHa 


H 


H 


OH 


4 


D103 


PhS 


CHa 


H 


H 


OH 


4 


D104 


PhSO 


CHa 


H 


H 


OH 


4 


D105 


PhSOa 


CHa 


H 


H 


OH 


4 


D106 


H 


H 


H 


CH3 


OH 


4 


D107 


H 


H 


H 


CH3 


OH 


3 


D108 


H 


H . 


H 


H 


OH 


1 


D109 


CHa 


H 


H 


H 


OH 


1 


D110 


CHaOCO 


CHa 


H 


H 


OH 


1 


Dili 


CHaCHaOCO 


CHa 


H 


H 


OH 


1 


D112 


CHaO 


CHa 


H 


H 


OH 


1 


D113 


CH3S 


CHa 


H 


H 


OH 


1 


D114 


CH3SO 


CHa 


H 


H 


OH 


1 


D115 


CHaSO^ 


CHa 


H 


H 


OH 


1 


D116 


CHaCHa 


H 


H 


H 


OH 


1 


D117 


CHaOCO 


CHaCHa 


H 


H 


OH 


1 


D118 


CH3CH2OCO 


CHaCHj 


H 


H 


OH 


1 


D119 


CHaO 


CHaCHj 


H 


H 


OH 


1 


D120 


CH3S 


CHaCHa 


H 


H 


OH 


1 


D121 


CH3SO 


CHaCHj 


H 


H 


OH 


1 


D122 


CHaSOz 


CH3CH2 


H 


H 


OH 


1 
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Radical 


Ras 


Rag 


R90 


R91 


R87 


0 


D123 


CHsCHzS 


CHa 


H 


H 


OH 


1 


D124 


CHaCHzSO 


CHa 


H 


H 


OH 


1 


D125 


CHsCHzSOg 


CHa 


H 


H 


OH 


1 


D126 


CH3CH2S 


CH3CH2 


H 


H 


OH 


1 


D127 


CH3CH2SO 


CH3CH2 


H 


H 


OH 


1 


D128 


CH3CH2SQ2 


CH3CH2 


H 


H 


OH 


1 


D129 


H 


H 


CHa 


H- 


OH 


1 


D130 


i 


H 


CHa 


H 


OH 


1 


D131 


CHaOCO 


CHa 


CHa 


H 


OH 


1 


D132 


CH3CH2OCO 


CHa 


CHa 


H 


OH 


1 


D133 


CH3O 


CHa 


CHa 


H 


OH 


1 


D134 


CHaS 


CHa 


CHa 


H 


OH 


1 


D135 


CHaSO 


CHa 


CHa 


H 


OH 


1 


D136 


CHaSOa 


CHa 


CHa 


H 


OH 


1 


D137 


H 


H 


H 


CHa 


OH 


1 


D138 


CHa 


H 


H 


CHa 


OH 


1 


D139 


H 


H 


CHa 


CHa 


OH 


1 


0140 


CH3CH2OCO 


CHa 


H 


H 


OH 


4 



Table 9: Compounds of formula If: 



Compd. 




no. 



A1 


H 


H 


H 


CFa 


B24 


A2 


CHa 


H 


H 


CF3 


B24 


A3 


CH3CH2 


H 


H 


CF3 


B24 
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Compd. 


IR92 




R94 


FWs 


Qa 


no. 












A4 


(CHaU^H 


H 


H 


CFa 


B24 


A5 


(CHsVaC 


H 


H 


CFa 


B24 


A6 


cyciopropyl 


H 


H 


CFa 


B24 


A7 




H 


H 


CFa 


B24 


A8 


CH^0CH2 


H 


H 


CFa 


B24 


A9 


CH30(CH2)2 


H 


H 


CF3 


824 


A10 


Ph 


H 


H 


CFa 


824 


All 


PhO 


H 


H 


CF-* 


824 


A12 


PhS 


H 


H 


CF^ 


824 


A13 


PhSO 


H 


H 






A14 


PhSOo 


H 


H 


CFo 




A15 




H 

n 


H 




RP4 




W113WW 


H 

n 


u 

n 


3 




A17 




H 


1 1 


CFa 




A18 


FoCH 


H 


H 
1 1 


CF.. 

wi 3 




A19 


HCC 


H 

n 


1 1 


CFo 


RP4 


A20 




H 

n 


n 


v^n3 


RP4 


A21 




H 


H 


CFo 

wi 3 


RP4 


A22 




H 


H 


CF3 


824 


A23 


CH3S02N(CH3) 


H 


H 


CFa 


824 


A24 


(CHaWN 


H 


H 


CFa 


824 


A25 


(CH3)2NS02 


H 


H 


CF3 


824 


A26 


CICH2 


H 


H 


CFa 


824 


A27 


CH3SOH2 


H 


H 


CF3 


824 


A28 


CHaSOCHa 


H 


H 


CF3 


824 


A29 




il 


H 

n 


CF^ 
013 


B24 


A30 


[1 ,2,4Hriazol-1 -yl-methyl 


H 


H 


CFa 


B24 


A31 


CHa 


CFa 


H 


CHa 


B24 


A32 


CHa 


CHa 


H 


CFa 


B24 


A33 


H 


H 


H 


CFiCFa 


824 


A34 


CHa 


H 


H 


CF3CF2 


824 


A35 


CH3CH2 


H 


H 


CFiCFa 


824 
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Compd. 


Rw 


no. 




A36. 


cydopropyl 


A37 


(CHaJaC 


A38 


(CH3)2CH 


A39 


CH3(CH2)2 


A40 


CH3C)CH2 


A41 




A42 


Ph 


A43 


PhO 


A44 


PhS 


A45 


PhSO 


A46 


PhSOa 


A47 


CH3S 


A48 


CH3SO 


A49 


CF3 


A50 


FaCH 


A51 


HCC 


A52 


CH3CC 


A53 


CH2=CH 


A54 


CH2=sCHCH2 


A55 


CH3S02N(CH3) 


A56 


(CH3)2N 


A57 




A58 


CICHj 


A59 


CH3SCH2 


A60 


CHaSC^CHa 


A61 


CH3S02CH2 


A62 


[1^,4htrfazol-1-yl-rnc 


A63 


H 


A64 


CHa 


A65 


CHsCHz 


A66 


^oprof^ 


A67 


iCH^hO 
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Rm 


R95 


Q3 


H 


H 


CFaCFa 


B24 


H 


H 


CFaCFa 


B24 


H 


H 


CFaCFa 


B24 


H 


H 


CF3CF2 


B24 


H 


H 


CFaCFa 


B24 


H 


H 


CFaCFa 


B24 


H 


H 


CF3CF2 


B24 


H 


H 


CF3CF2 


B24 


H 


H 


CFaCFa 


B24 


H 


H 


CFaCFa 


B24 


H 


H 


CFaCFa 


824 


H 


H 


CF3CF2 


824 


H 


H 


CF3CF2 


824 


H 


H 


CFaCFa 


824 


H 


H 


CF3CF2 


824 


H 


H 


CFaCFz 


824 


H 


H 


CF3CF2 


824 


H 


H . 


CFaCFa 


824 


H 


H 


CF3CF2 


824 


H 


H 


CF3CF2 


824 


H 


H 


CF3CF2 


824 


H 


H 


CFaCFj 


824 


H 


H 


CF3CF2 


824 


H 


H 


CF3CF2 


824 


H 


H 


CFaCFa 


824 


H 


H 


CFaCFa 


824 


H 


H 


CF3CF2 


824 


H 


H 


CF3CP2CF2 


824 


H 


H 


C F3C F2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CFaCF2CF2 


824 


H 


H 


CFaCFaCFa 


824 
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Compd. 


R92 


no. 




A68 


(CH3)^H 


A69 


CH3(CH2)2 


A70 


CH30CH2 


A71 


CH^(CH2)2 


A72 


Ph 


A73 


PhO 


A74 


PhS 


A75 


PhSO 


A76 


PhSOa 


ATT 


CH3S 


A78 


CH3SP 


A79 


CF3 


A80 


F2CH 


A81 


HOC 


A82 


CH3CC 


A83 


CH2=CH 


A84 


CH2=^HCH2 


A85 


CH3S02N(CH3) 


A86 


(CH3)2N 


A87 


(CH3)2NS02 


A88 


CICH2 


A89 


CH3SCH2 


A90 


CH3SOCH2 


A91 


CHsSQzCHz 


Ag2 


[1 A4htriazoM -yl-methyl 


A93 


H 


A94 


CH3 


A95 


CH3CH2 


A96 


cydopropyl 


A97 


(CH3)3C 


A98 


(CH3)2QH 


A99 





FCifEPoimm 

-145- 



R93 


R94 


R95 


Cb 


H 


H 


CF3CF2CF2 


B24 


H 


H 


CFaCF2CF2 


B24 


H 


H 


CF^CF2CF2 


B24 


H 


H 


CF3CF2CF2 


B24 


H 


H 


CF3CF2CF2 


B24 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CFaCFaCFa. 


824 


H 


H 


CFaCFaCFa 


824 


H 


H 


CFaCFzCFg 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CFsCFzCFa 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CF2CF2 


824 


H 


H 


CF3CFaCF2 


824 


H 


H 


•CFad 


824 


H 


H 


CFaCI 


824 


H 


H 


CFaCI 


824 


H 


H 


CF2CI 


824 


H 


H 


CFaO 


B24 


H 


H 


CFiCI 


B24 


H 


H 


CFaCI 


824 



wo 01/54501 



PCT/EPOl/00720 



-146- 



Compd. 




R93 


R94 


R95 


Q3 


no. 












A100 


CHaOCHz 


H 


H 


CF2CI 


B24 


A101 




H 


H 


CF2CI 


B24 


A102 


Ph 


H 


H 


CF2CI 


B24 


A103 


PhO 


H 


H 


CF^ 


B24 


A104 


PhS 


H 


H 


CFaQ 


B24 


A105 


PhSO 


H 


H 


CFaa 


B24 


A106 


PhSQs 


H ♦ 


H 


CF2CI 


B24 


A107 


CHsS 


H 


H 


CFaa 


B24 


A108 


CH3SO 


H 


H 


CF2CI 


B24 


A109 


CF3 


H 


H 


CFaCI 


B24 


Alio 


F2CH 


H 


H 


CF2CI 


B24 


A111 


HCC 


H 


H 


CFaCI 


B24 


A112 


CH3CC 


H 


H 


CF2CI 


B24 


A113 


CH2=CH 


H 


H 


CFaa 


B24 


A114 


CH2=CHCH2 


H 


H 


CFaQ 


B24 


A115 


CH3S02N(CH3) 


H 


H 


CF2CI 


B24 


A116 


(CH3)2N 


H 


H 


CF2CI 


824 


A117 


(CH3)2NS02 


H 


H 


CF2CI 


B24 


A118 


CICH2 


H 


H 


CFaa 


B24 


A119 


CH3SCH2 


H 


H 


CFzCI 


B24 


A120 


CH3SOCH2 


H 


H 


CF2CI 


B24 


A121 


CH3SO2CH2 


H 


H 


CFaCI 


B24 


A122 


I1,2,4Hiiazol-1-yl-methyl . 


H 


H 


CFaCI 


B24 


A123 


H 


H 


H 


CHF2 


B24 


A124 


CH3 


H 


H 


CHFa 


B24 


A125 


CH3CH2 


H 


H 


CHF2 


824 


A126 


cydopropyl 


H 


H 


CHF2 


824 


A127 


(CH3)3C 


H 


H 


CHF2 


824 


A128 


(GH3)aCH 


H 


H- 


CHF2 


824 


A129 


CH3(CH2)2 


H 


H 


CHFa 


824 


A130 


CH30CH2 


H 


H 


CHFa 


824 


A131 


JQH30{CH2)2 


H 


H 


CHFa 


824 



wo 01/54501 



PCT/EPOl/00720 



-147- 



Compd. 


YvOI9 
• *imS 


• ■83 


Rod 


R95 


v<«3 


no. 












A132 


Ph 


H 


H 


CHF2 


B24 


A133 


PhO 


H 


H 


CHF2 


B24 


A134 


PhS 


H 


H 


CHF2 


B24 


A135 


PhSO 


H 


H 


CHF2 


B24 


A136 


PhSO^ 


H 


H 


CHF2 


B24 


A137 


CHaS 


H 


H 


CHFo 


B24 


A138 


CH3SO 


H 


H 


II 2 




A139 


CFa 


H 




CHF« 
v^ni 2 




A140 




H 


H 
ft 


wrir^2 




A141 


HCC 


H 


u 

n 


PHP- 




A142 


CH*CC 


u 
n 


LJ 

n 


L/nr2 




A143 




n 


M 
n 


onr2 




A144 


wri2~>«^ n w ng 


n 


n 




t>24 




wn3w ^ V Vi' rid/ 


Ll 

n 


n 




0^4 


A146 




LJ 

n 


n 


L»rlr2 




A147 




u 
n 


LJ 

n 


Orlr2 




A148 




u 
n 


LJ 

n 


Or1r2 




A149 




H 
■ 1 


n 


v/riP 2 




A150 


CHqSOCHo 


H 


H 

n 


PHP^ 
wnr2 




A151 


CHaSOj^CH:* 


H 


H 


will 2 




A152 


[1 .2.4l-triazol-1 -vi'methvl 


H 


H 


CHFo 

v/iii 2 




A153 


H 


H 


H 


ecu 


B24. 


A154 


CH3 


H 


H 


CCIo 




A155 


OH3OH2 


• H 


H 


CCIo 


B24 


A156 


CVClODrODVl 


H 


H 


CCIo 


824 


A157 




u 

n 


n 


PPL 


ROA 


A158 


(CH3)2CH . 


H 


H 


CCI3 


B24 


A159 


CH3(CH2)2 


H 


H 


CCIa 


824 


A160 


CH:iOCH2 


H 


H 


CCI3 


824 


A161 


CH30(CH2)2 


H 


H 


CCI3 


824 


A1G2 


Ph 


H 


H 


CCI3 


824 


A163 


PhO 


H 


H 


CCis 


824 



wo 01/54501 



PCr/EPOl/00720 



-148- 



Compd. 


R92 


R93 


Rm 


Ras 


Cb 


no. 












A164 


PhS 


H 


H 


CCIa 


B24 


A165 


PhSO 


H 


H 


CCI3 


B24 


A166 


PhSOz 


H 


H 


*CCl3 


B24 


A167 


CH3S 


H 


H 


CCIa 


B24 


A168 


CH3SO 


H 


H 


CCIa 


B24 


A169 


CF3 


H 


H 


CCIa 


B24 


A170 


FaCH 


H 


H 


CCIa 


B24 


A171 


HCC 


H 


H 


CCI3 


B24 


A172 


CHgCC 


H 


H 


CCIa 


B24 


A173 


CH2=CH 


H 


H 


CQa 


B24 


A174 


CH2=CHCH2 


H 


H 


CCI3 


B24 


A175 


CH3S02N(CH3) 


H 


H 


CCI3 


B24 


A176 


(CH3)2N 


H 


H 


CCIa 


B24 


A177 


(CHakNSOa 


H 


H 


CCI3 


824 


A178 


CICH2 


H 


H 


caa 


824 


A179 


CH3SCH2 


H 


H 


CCIa 


824 


A180 


CH3SOCH2 


H 


H 


CCI3 


824 


A181 


CH3SO2CH2 


H 


H 


CCI3 


824 


A182 


[1 ^,4]-triazol-1 -yt-methyl 


H 


H 


CCI3 


824 


A183 


H 


H 


CH3 


CFa 


824 


A184 


CH3 


H 


CHa 


CFa 


824 


A185 


CH3CH2 


H 


CH3 


CFa 


824 


A186 


cyclopropyl 


H 


CH3 


CFa 


824 


A187 


(CH3)3C 


H. 


CH3 


CFa 


824 


A188 


(CH3)2QH 


H 


CHa 


CFa 


824 


A189 


CH3(CH2)2 


H 


CHb 


CFa 


B24 


AIOO 


CH30CH2 


H 


CHs 


CFa 


824 


A191 




H 


CHs 


CFa 


824 


A192 


Ph 


H 


CH3 


CFa 


824 


A193 


PhO 


H 


CHa 


CFa 


824 


A194 


PhS 


H 


CHa 


CFa 


824 


Aigs 


PhSO 


H 


CHa 


CFa 


824 



wo 01/54501 



Compd. 


R92 


no. 




A196 


PhSOz 


A197 


CH3S 


AIOS 


CH3SO 


A199 


CF3 


A200 


FaCH 


A201 


HCC 


A202 


CH3CC 


A203 


CH2=CH 


A204 


CH^=CHCH2 


A205 


CHaSOaNCCHa) 


A206 


(CH3)2N 


A207 




A208 


CICH2 


A209 


OKI33OHI2 


A210 


CHaSOCHg 


A211 


CHaSOaCHa 


A212 


H 


A213 


CH3 


A214 


CH3CH2 


A215 


cydopropyl 


A216 


(CH3)3C 


A217. 


(CH3)2CH 


A218 


CHaiCHoja 


A219 


CHaOCHz 


A22b 


CH30(CH2)2 


A221 


Ph 


A222 


PhO 


A223 


PhS 


A224 


. PhSO 


A225 


PhSQa 


A226 


CH3S 


A227 


CH3SO 



-149- 



R93 


R94 


H 


CH3 


H 


CH3 


H 


CH3 


H 


CHa 


H 


CH3 


H 


CHa 


H 


CH3 


H 


CHa 


H 


CHa 


H 


CHa 


H 


CHa 


H 


CHa 


H 


' CHa 


H 


CHa 


H 


CHa 


H 


CHa 


H 


CH3 


H 


CHa 


H 


CHa 


H 


CHa 


H 


CHa 


H 


CH3 


H • 


CH3 


H 


CHa 


H 


CH3 


H 


CH. 


H 


CHa 


H 


CHa 


H 


CHa 


H 


CHa 


H 


CHa 


H 


CHa 



PCT/EPOl/00720 



R95 Q3 



CF3 


B24 


CFa 


B24 


liFa 


B24 


CF3 


B24 


CF3 


B24 


CF3 


B24 


CF3 


K4 


CF3 


B24 


CFs 


B24 


CFa 


B24 


CF3 


824 




824 




824 


CFa 


824 


CFa 


824 


CFa 


824 


CF3CF2 


824 


CF3CF2 


824 


CF3CF2 


824 


CFsCFz 


824 


CF3CF2 


824 


CF3CF2 


824 


CF3CF2 


824 


CF»CF<. 

wi 2 


B24 


CF3CF2 


824 


CFgCFa 


824 


CF3CF2 


824 


CF3CF2 


824 


CF3CF2 


824 


CFsCFa 


B24 


CFaCFz 


824 


CFiCFa 


824 



wo 01/54501 



Compd. 




no. 




A228 


CFa 


A229 


FaCH 


A230 


HCC 


A231 


CH3CC 


A232 


CH2=CH 


A233 


CHgsCHCHa 


A234 


CHaSOaNCCHs) 


A235 


(CH3)2N 


A236 


(CH3)2NSQ2 


A237 


ClCHa 


A238 


CH3SCH2 


A239 


CH3SCXJH2 


A240 


CHaSOaCHa 


■A241 


H 


A242 


CHa 


A243 


CH3CH2 


A244 


cydopropyl 


A245 


(CHaJaC 


A246 


(CH3)aCH 


A247 


CH3(CHa)2 


A248 


CH3OCH2 


A249 


CHaO(CHa)2 


A250 


Ph 


A251 


PhO 


A252 


PhS 


A253 


PhSO 


A254 


PhSQa 


A255 


CHaS 


A256 


CH3SO 


A257 


CFa 


A258 


FaCH 


A259 


HCC 



PCT/EPOl/00720 

-150- 



Bn R94 Res Qa 



H 


CHa 


CFaCFa 


B24 


H 


CHa 


CFaCFa 


B24 


H 


CHa 


CF3CF2 


B24 


H 


CHa 


CFaCFa 


B24 


H 


CHa 


CFsCFa 


B24 


H 


CHa 


CFaCFa 


B24 


H 


CHa 


CFaCFa 


B24 


H 


CHa 


CF3CF2 


K4 


H 


CHa 


CFaCFa 


K4 


H 


CH3 


CFaCFa 


B24 


H 


CH3 


CF3CF2 


B24 


H 


CHa 


CFaCFa 


B24 


H 


CH3 


CF3CF2 


824 


H 


CH3 


CP3C p2 


B24 


H 


CHa 


CF3CF2CP2 


B24 


H 


CH3 


C F3C F2C Fg 


B24 


H 


CHa 


CF3CF2CF2 


B24 


H 


CHa 


CF3CF2CF2 


B24 


H 


CH3 


CF3C F2CF2 


B24 


H 


CH3 


CF3CF2CF2 


B24 


H 


CHa 


C F3C F2CF2 


B24 


H 


CHa 


CF3CF2CF2 


B24 


H 


CHa 


CF3CF2CF2 


B24 


H 


CHa 


^^^w ^^^^ ^ 


B24 


H 


CHa 


CF3CF2CF2 


B24 


H 


CHa 


CFaCFaCFa 


B24 


H 


CHa 


CFaCFaCFa 


B24 


H 


CHa 


CFaCFaCFa 


B24 


H 


CHa 


'CF3GF2CF2 


B24 


H 


CHa 


CFaCFaCFa 


B24 


H 


CHa 


CF3CF2CF2 


B24 


H 


CHa 


CFaCFaCFa 


B24 



wo 01/54501 



CoiDDd. 


Rm 


no. 




A260 


CH^C 


A261 


CH2=CH 


A262 




A263 


CHaSOaNCCHa) 


A264 




A265 




A266 


CICH2 


A267 




A26B 




A2fi9 






LI 

n 


A971 
f\tif t 






vri3wn2 




cyciopropyi 












V/n3ylM^n2/2 


A977 




A278 


v^i •3^'\Wi '2/2 


A279 


Ph 


A280 


PhO 


A281 


PhS 


A282 


PhSO 


A283 


PhS02 


A284 


CH3S 




pu on 


A286 


CFa 


A287 


FzCH 


A288 


HOC 


A289 


CHaCC 


A290 


CHtf=CH 


A291 


... .Gfcf2FCHCH2 



PCT/EPOl/00720 

-151- 



Rga 


R94 


R95 


Qa 


H 


CHa 


CFiCFaCFa 


B24 


H 


CHa 


CFaCFaCFj 


B24 


H 


CHa 


CF3CF2CF2 


B24 


H 


CHa 


CFaCF2CF2 


B24 


H 


CHa 


CFaCFaCFa 


B24 


H 


CHa 


CFiCF2CF2 


B24 


H 


CHa 


CF3CF2CF2 


B24 


H 


CHa 


CFaCFgCFa 


B24 


H 


CHa 


CFaCFaCF2 


B24 


H 


CHa 


CFaCFaCFa 


B24 


H 


CHa 


CFsO 


B24 


H 


CHa 


CFaa 


B24 


H 


CHa 


CF2CI 


B24 


H 


CHa 


CF2CI 


B24 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CFaCI 


824 


H 


CHa 


CFaQ 


824 


H 


CHa 


CFaQ 


824 


H 


CHa 


CF2CI 


824 


H 


CHa 


CFaCI 


824 



y/O 01/54501 



PCT/£POiy00720 



-152- 



Compd. 
no. 


R« 


R93 


R94 


R9S 


Qi 


A292 


CHsSQzNCCHa) 


H 


CHa 


CFaQ 


B24 


A293 


(CH3)2N 


H 


CHa 


CFaCi 


B24 


A294 


(CHalsNSOa 


H 


CHa 


CF2CI 


B24 


A295 


CICH2 


H 


CH3 


CF2CI 


B24 


A296 


CHaSCHz 


H 


CH3 


CF2CI 


B24 


A297 


CHaSOCHz 


H 


CHa 


CF2CI 


B24 


A298 


CH3SO2CH2 


H 


CHa 


CF2CI 


B24 


A299 


H 


H 


CH3 


CHF2 


B24 


A300 


CHa 


H 


CHa 


CHF2 


B24 


A301 


CH3CH2 


H 


CHa 


CHF2 


B24 


A302 


cydopropyl 


H 


CHa 


CHF2 


B24 


A303 


(CH3)3C 


H 


CHa 


CHF2 


B24 


A304 


(CH3)2eH 


H 


CHa 


CHFa 


B24 


A305 


CH3(CH2)2 


H 


CHa 


CHF2 


B24 


A306 


CH3OCH2 


H 


CHa 


CHF2 


B24 


A307 


CH30(CH2)2 


H 


CHa 


CHF2 


B24 


A308 


Ph 


H 


CHa 


CHF2 


B24 


A309 


PhO 


H 


CHa 


CHF2 


B24 


A310 


PhS 


H 


CHa 


CHF2 


B24 


A311 


PhSO 


H 


. CHa 


CHFa 


B24 


A312 ' 


PhSOa 


H 


CH3 


CHF2 


B24 


A313 


CH3S 


H 


CH3 


CHFa 


B24 


A314 


CHaSO 


H 


CH3 


CHFa 


B24 


A315 


CFa 


H 


CH3 


CHFa 


B24 


A316 


FaCH 


H 


CH3 


CHF2 


B24 


A317 


HOC 


H 


CH3 


CHF2 


B24 


A318 


CH3CC 


H 


CH3 


CHFa 


B24 


A319 


CH2=CH 


H 


CHa 


CHFa 


B24 


A320 


CH2=CHCH2 


H 


CHa 


CHFa 


B24 


A321 


CH3S02N(CH3) 


H 


CHa 


CHFa 


B24 


A322 


(CHa)2N 


H 


CHa 


CHFa 


B24 


A323 


..(CH3)2NSQ2 


H 


CHa 


CHFa 


B24 



wo 01/54501 



PCT/EPOl/00720 



•153- 



Compd. 
no. 






R94 


R95 


Qa 


A324 


CICH2 


H 


CH3 


CHF2 


B24 


A325 


CH3SCH2 


H 


CH3 


CHFz 


B24 


A326 


CH3SOCH2 


H 


CH3 


CHF2 


B24 


A327 


CH3SO2CH2 


H 


CH3 


CHFa 


824 


A328 


H 


H 


CH3 


CCk 


824 


A329 


CH3 


H 


CH3 


CCI3 


B24 


A330 


CH3CH2 


H 


CH3 


CCI3 


824 


A331 


(CH3)3C 


H 


CH3 


CCIa 


824 


A332 


(CH3)2CH 


H 


CH3 


COa 


824 


A333 


cyciopropyl 


H 


CH3 


COa 


824 


A334 


CH3(CH2)2 


H 


CH3 


COa 


824 


A335 


CH30CH2 


H 


CH3 


COa 


824 


A336 


CH30(CH2)2 


H 


CH3 


CCIa 


824 


A337 


Ph 


H 


CH3 


CQs 


824 


A338 


PhO 


H 


CH3 


COa 


824 


A339 


PhS 


H 


CH3 


CCI3 


824 


A340 


PhSO 


H 


CH3 


CCI3 


824 


A341 


PhSQz 


H 


CH3 


CCI3 


824 


A342 


CH3S 


H 


CH3 


CCI3 


824 


A343 


CH3SO 


H 


CH3 


COa 


824 


A344 


CPs 


H 


CH3 


CCI3 


824 


A345 


FaCH 


H 


CHa 


ca. 


824 


A346 


HCC 


H 


CHa 


CCb 


824 


A347 


CH3CC 


H 


CHa 


CCIa 


824 


A348 


CH4=CH 


H 


CHa 


CCIa 


824 


A349 


CH2=CHCH2 


H 


CH3 


CCb 


B24 


A350 


CHsSQaNCCHa) 


H 


CH3 


CCI3 


824 


A351 


(CH3)2N 


H 


CH3 


CCI3 


824 


A352 


(CH3)2NS02 


H 


CH3 


COa 


824 


A353 


CICHa 


H 


CH3 


CCI3 


824 


A354 


CH3SCH2 


H 


CH3 


caa 


824 


A355 


CH3SOCH2 


H 


CH3 


CCI3 


824 



wo 01/54501 



PCT/EPOl/00720 



-154- 



Compd. 


R92 




Rg4 


ngs 


Us 


no. 












A356 


CHsSQzCHg 


H 


CHa 






A357 


H 


H 


Ph 






A358 


CH3 


H 


Ph 


wi 3 




A359 




H 


Ph 


wi 3 




A360 


cyclopropyl 


H 


Ph 


CFo 

wi 3 


R9A 


A361 


(CHslaC 


H 


Ph 


vr3 


R9A 


A362 


(CHsU^H 


H 


Ph 
III 


wr3 


ROA 


A363 




H 


Ph 


Lrrs 


d24 


A364 


t oCJl^H'^ 


n 


Ph 


i-rra 


B24 


A365 




U 

n 


Ph 

r n 


Ura 


d24 


A366 


Ph 


u 
n 


Dh 

rn 


Cra 


B24 


A367 


PhO 


u 
n 


DK 

rn 


CFa 


B24 


A368 


PhS 


Lt 

n 


DW 


CPs 


B24 


A369 


PhSO 


u 
n 


Dh 


Cra 


824 


A370 


PhSOa 


M 
n 


DK 

rn 


Urs 


B24 


A371 


CH3S 


n 


Ph 
rn 


Ura 


B24 


A372 


CH3SO 


H 

n 


Ph 
rn 




d24 


A373 


CFo 


H 


Ph 




DOil 


A374 


F2CH 


H 


Ph 


wra 


D^4 


A375 


HOC 


H 


Ph 






A376 


CH3CC 


H 


Ph 
• 1 1 


PP-. 
w»r3 




A377 


CH2=CH 


H 


Ph 
• 1 1 


PP^ 
vra 


D^4 


A378 


CH2^==0HCH2 


H 


Ph 


PP« 
v^ra 


ROvl 
Dil4 


A379 


CH3S02N(CH3) 


H 


Ph 


PP-. 
ora 


D^4 


A380 


(CH3)2N 


H 


Ph 
• 11 


v/ra 


R9A 


A381 


(CH3}2NS02 


H 


Ph 


CFo 

vi 3 




A382 


CICHa 


H 


Ph 


CFa 


B24 


A383 


CH3SCH2 


H 


Ph 


CF3 


B24 


A384 


CH3SOCH8 


H 


Ph 


CF3 


B24 


A385 


CH3S08CH2 


H 


Ph 


CF3 


B24 


A386 


H 


H 


Ph 


CF3CF2 


824 


A387 


. CH3 


H 


Ph 


CF3CF2 


824 



wo 01/54501 



PCT/EPOl/00720 



-155- 



Compd. 
no, 
A388 


Raa 


Rfl3 


R94 


R95 


Qa 


CH3CH2 


H 


Ph 


CFgCFa 


B24 


A389 


cyclopropyl 


H 


Ph 


CFgCFz 


B24 


A390 


(CH3)3C 


H 


Ph 


CF3CF2 


B24 


A391 


(CH3)2CH 


H 


Ph 


CFgCFz 


824 


A392 


CH3(CH2)2 


H 


Ph 


CFaCFa 


824 


A393 


CH30CH2 


H 


Ph 


CF3CF2 


824 


A394 


CH30(CH2)2 


H 


Ph 


CF3CF2 


824 


A395 


Ph 


H 


Ph 


CFaCFa 


824 


A396 


PhO 


H 


Ph 


CF3CF2 


824 


A397 


PhS 


H 


Ph 


CF3CF2 


824 


A398 


PhSO 


H 


Ph 


CF3CF2 


824 


A399 


PhSOa 


H 


Ph 


CF3CF2 


824 


A400 


CH3S 


H 


Ph 


CF3CF2 


824 


A401 


CH3SO 


H 


Ph 


CFaCFa 


824 


A402 


CFa 


H 


Ph 


CFaCFz 


824 


A403 


F2CH 


H 


Ph 


CF3CF2 


824 


A404 


HCC 


H 


Ph 


CF3CF2 


824 


A405 


CHaCC 


H 


Ph 


CFaCFa 


824 


A406 


CH2=CH 


H 


Ph 


CFaCFz 


824 


A407 


CH2SCHCH2 


H 


Ph 


CFgCFs 


824 


MOB 


CHaSOzNCCHa) 


H 


Ph 


CFgCFa 


824 


A409 


(CH3)2N 


H 


Ph 


CFaCFa 


824 


A410 


(CH3)2NSQ2 


H 


Ph 


CF3CF2 


824 


A411 


CICH2 


H 


Ph 


CFsCFj 


824 


A412 


CH3SCH2 


H 


Ph 


CFsCFs 


824 


A413 


CHsSOCH: 


H 


Ph 


CF3CF2 


824 


A414 


CH380^H2 


H 


Ph 


CF3CF2 


824 


A415 


H 


H 


Ph 


CFsCF^CFa 


824 


A416 


CH3 


H 


Ph 


CF3CFaCF2 


824 


A417 


CH3CH2 


H 


Ph 


CF3CF2CF2 


824 


A418 


cydoprop^ 


H 


Ph 


CF3CF2CF2 


824 


A419 


(CH3)3C 


H 


Ph 


CFaCFaCFz 


824 



wo 01/54501 



PCT/EPOl/00720 



-156- 



Compd. 
no. 




Rq3 


n94 


Pl9$ 


r\ 
U3 


A420 


(CHalpCH 


H 


Ph 


v.fr3wr2wr2 




A421 




H 


Ph 


PP^PP pp 




A422 


0H3O0H2 


H 


Ph 


PF«PP-.PP-. 
\^ r 3 w r 2w r 2 




A423 


CH30(CH9)9 


H 


Ph 


PP-pp PP 




A424 


Ph 


H 


Ph 
■ 11 


PP-PP PP 
\./r3V^r2V-fr2 




A425 


PhO 


H 
1 1 


Ph 


PP r*c 
Lrr3Ur2Ur2 


d24 


A426 


PhS 


u 

n 


rTl 


f^C i^C 

LrpgUr2Cr2 


d24 


A427 


PhSO 


u 
n 


Dl* 

rn 


r^r^ 

Cr3CF2CF2 


B24 


A428 


* PhSOk 


n 


DK 

rn 


j^r" 
CF3CF2CF2 


B24 


A429 




PI 


rn 


CF3CFiCF2 


B24 


A430 




n 


Pn 


CF3CF2CF2 


824 






n 


Ph 


CF3CF2CF2 


B24 


A432 




LI 

n 


Pn 


CF3CF2CF2 


824 






li 
n 


Pn 


CF3CF2CF2 


824 


A434 




LI 

n 


Ph 


CF3CF2CF2 


824 


A435 


v#n2=Vi/ri 


n 


Ph 


CF^F2CF2 


824 


A436 




u 
n 


DK 

rn 


wr^r2Ui* 2 


BA A 

824 


A437 




n 


DK 

rn 


r*cr ^cr /^r? 

Cr3CFaCF2 


Et24 


A438 




PI 


DK 

rn 


f^C 

l/r3Mr2wr2 


824 


A439 


^\^ri3^2'^^^2 


LI 

PI 


DK 

rn 


V^r30r2v-fr2 


824 


A440 


CICH2 


u 
n 


rn 


r*ir r*cr 


A 


A441 


CHoSCHo 


u 
n 


DK 

rn 


f^c /^rr 
i-rr3or2U/r2 


824 


A442 


CH-iSOCHo 

v^i i3^i'^^v^i 12 


n 


DK 

rn 


f^c f^tr r^c 
0r30r2V-»r2 


824 


A443 




14 
n 


DK 

rn 


/^c /^cr 
. V/r30r2or2 


824 


A444 


H 


u 
n 


* DK 

rn 


Ur20l 


824 


A445 


CH3 


u 
n 


DK 

rn 




B24 


A446 


CH3CH2 


H 


Ph 


CF2CI 


B24 


A447 


cyclopropyl 


H 


Ph 


CF2CI 


B24 


A448 


(CH3)3C 


H 


Ph 


CF2CI 


B24 


A449 


(CH3)2CH 


H 


Ph 


CF2CI 


824 


A450 




H 


Ph 


CF2CI 


B24 


A451 


CH3OCH2 


H 


Ph 


CF2CI 


B24 



wo 01/54501 



PCT/EPOl/00720 



-157- 



Compd. 


R92 


Rj9 


R94 


R95 


Qs 


no. 












A452 


CH30(CH2)2 


H 


Ph 


CF2CI 


B24 


A453 


Ph 


H 


Ph 


CF2CI 


B24 


A454 


PhO 


H 


Ph 


CF2CI 


B24 


A455 


PhS 


H 


Ph 


CF2CI 


B24 


A456 


PhSO 


H 


Ph 


CF2CI 


B24 


A457 


PhSOa 


H 


Ph 


CFaCI 


824 


A458 


CH3S 


H 


Ph 


CFaQ 


824 


A459 


CH3SO 


H 


Ph 


CF2CI 


824 


A460 


CFa 


H 


Ph 


CFzQ 


824 


A461 


F2CH 


H 


Ph 


CF2CI 


824 


A462 


HCC 


H 


Ph 


CF2CI 


824 


A463 


CH3CC 


H 


Ph 


CF2CI 


824 


A464 


CH2=CH 


H 


Ph 


CF2CI 


824 


A465 


CH2=CHCH2 


H 


Ph 


CF2CI 


824 


A466 


CHaSOaNCCHs) 


H 


Ph 


CF2CI 


824 


A467 


(CH3)2N 


H 


Ph 


CF2CI 


824 


A468 


(CH3)2NS02 


H 


Ph 


CFzQ 


824 


A469 


CICH2 


H 


Ph 


CF2CI 


824 


A470 


CH3SCH2 


H 


Ph 


CF2CI 


824 


A471 


CH3SOCH2 


H 


Ph 


CFaQ 


824 


A472 


CHaSOzCHz 


H 


Ph 


CFaCI 


824 


A473 


H 


H 


Ph 


CHF2 


824 


A474 


CHs 


H 


Ph 


CHF2 


824 


A475 


CH3CH2 


H 


Ph 


CHF2 


824 


A476 


cydopropyl 


H 


Ph 


CHFz 


824 


A477 


(CH3)3C 


H 


Ph 


CHF2 


824 


A478 


(CH3)2CH 


H 


Ph 


CHF2 


824 


A479 


CH3(CH2)2 


H 


Ph 


CHF2 


824 


A480 


CHiOCHa 


H 


Ph 


CHFa 


824 


A481 


CH30(CH2)2 


H 


Ph 


CHFa 


824 


A482 


Ph 


H 


Ph 


CHFa 


824 


A483 


PhO 


H 


Ph 


CHFa 


824 



01/54501 



Compd. 


Raa 


no. 




A484 


PhS 


A485 


PhSO 


A486 


PhSOa 


A487 


CH3S 


A488 


CH3SO 


A489 


CF3 


A490 


F2CH 


A491 


HCC 


A492 


CH3CC 


A493 


CH2=CH 


A494 


CH2r=CHCH2 


A495 


CH3S02N(CH3) 


A496 


(CH3)2N 


A497 


(CH3)2NS02 


A498 


CICHz 


A499 


CH3SCH2 


A500 


CH3SOCH2 


A501 


CH3SO2CH2 


A502 


H 


A503 


CH3 


A504 


CH3CH2 


A505 


cyclopropyl 


A506 


(CHaJaC 


A507 


(CHaJaCH 


A508 


CH3(CH2)2 


A509 


CH3OCH2 


A510 




A511 


Ph 


A512 


PhO 


A513 


PhS 


A514 


PhSO 


A515 


PhSOa 



PCT/EP01/D0720 

-158- 



R93 


R»4 


R95 


Q3 


H 


Ph 


CHFa 


B24 


H. 


Ph 


CHF2 


B24 


H 


Ph 


"CHFa 


B24 


H 


Ph 


CHF2 


B24 


H 


Ph 


CHFz 


B24 


H 


Ph 


CHFs 


B24 


H 


Ph 


CHF2 


B24 


H 


Ph 


CHF2 


824 


H 


Ph 


CHF2 


824 


H 


Ph 


CHFa 


824 


H 


Ph 


CHFa 


824 


M 


Ph 


CHF2 


824 


H 


Ph 


CHF2 


824 


H 


Ph 


CHFa 


824 


H 


Ph 


CHF2 


824 


H 


Ph 


CHF2 


824 


H 


Ph 


CHF2 


824 


H 


Ph 


CHF2 


824 


H 


Ph 


CCI3 


824 


H 


Ph 


CCb 


824 


H 


Ph 


CCb 


824 


H 


Ph 


CCI3 


824 


H 


Ph 


CCts 


824 


H 


Ph 


CCI3 


824 


H 


Ph 


CCh 


824 


H 


Ph 


CCI3 


824 


H 


Ph 


CCis 


824 


H 


Ph 


CCI3 


824 


H 


Ph 


CCIa 


824 


H 


Ph 


CCI3 


824 


H 


Ph 


CCI3 


824 


H 


Ph 


CCI3 


824 



wo 01/54501 



PCT/EPOJ/00720 



•159- 



Compd. 


Rk 


R93 


R94 


R95 


Q3 


no. 












A516 

• 


CH3S 


H 


Ph 


CCI3 


B24 


A517 


CHaSO 


H 


Ph 


CCI3 


B24 


A518 


CF3 


H 


Ph 


XCIa 


B24 


A519 


F2CH 


H 


Ph 


CCI3 


B24 


A520 


HOC 


H 


Ph 


CCI3 


824 


A521 


CHaCC 


H 


Ph 


CCI3 


824 


A522 


CH2=CH 


H 


Ph 


CCI3 


824 


A523 


CHi^CHCHg 


H 


Ph 


CCI3 


824 


A524 


CHaSOgNCCHa) 


H 


Ph 


CCIa 


824 


A525 


(CHafeN 


H 


Ph 


CCI3 


824 


A526 


(CH3)2NS02 


H 


Ph 


CCI3 


824 


A527 


CICH2 


H 


Ph 


CCIa 


824 


A528 


CH3SCH2 


H 


Ph 


CCIa 


824 


A529 


CH3SOCH2 


H 


Ph 


CCIa 


824 


A530 


CHaSQaCHa 


H 


Ph 


CCIa 


824 


A531 


H 


CHa 


H 


CFa 


824 


A532 


H 


CH3CH2 


H 


CFa 


824 


A533 


H 


cydopropyl 


H 


CFa 


824 


A534 


H 


(CHalsCH 


H 


CFa 


824 


A535 


H 


(CHsXsCH 


H 


CF3 


824 


A536 


H 


CH3(CH2)2 


H 


CF3 


824 


A537 


H 


CHaOCHz 


H 


CF3 


824 


A538 


H 


CH30(CH2)2 


H 


CF3 


824 


A539 


H 


Ph 


H 


CF3 


824 


A540 


H 


PhO 


H 


CF3 


824 


A541 


H 


PhS 


H 


CF3 


824 


A542 


H 


PhSO 


H 


CF3 


824 


A543 


H 




H 


CF3 


824 


A544 


H 


CH3S 


H 


CFa 


824 


A545 


H 


CH3SO 


H 


CF3 


824 


A546 


H 


CF3 


H 


CF3 


824 


A547 


H 


FaCH 


H 


CF3 


824 



wo 01/54501 



PCT/EPOl/00720 



-160- 



Compd. 






R94 


R95 


Qa 


no. 












A548 


H 


HOC 


H 


CF3 


B24 


A549 


H 


CH3CC 


H 


CF3 


B24 


A550 


H 


CH2=CH 


H 


*t;F3 


B24 


A551 


H 


CH2»CHCH2 


H 


CF3 


B24 


A552 


H 


CHsSQzNCCHs) 


H 


CFa 


B24 


A553 


H 


(CH3)2N 


H 


CFa 


B24 


A554 


H 


(CH3)2NS02 


H 


CFa 


B24 


A555 


H 


CH3SCH2 


H 


CF3 


B24 


A556 


H 


CH3SOCH2 


H 


CF3 


B24 


A557 


H 


CHaSOsCHa 


H 


CF3 


?SA 


A558 


H 


CHa 


H 


CF3CF2 


B24 


A559 


H 


Ch^CHa 


H 


CF3CF2 


B24 


A560 


H 


cyclopropyl 


H 


CF3CF2 


B24 


A561 


H 


(CH3)aC 


H 


CF3CF2 


B24 


A562 


H 


(CH3)2CH 


H 


CF3CF2 


824 


A563 


H 


CH3(CH2)2 


H 


CFgCFz 


824 


A564 


H 


CH30CH2 


H 


CF3CF2 


824 


A565 


H 


CH30(CH2)2 


H 


CF3CF2 


824 


A566 


H 


Ph 


H 


CF3CF2 


824 


A567 


H 


PhO 


H 


CF3CF2 


824 


A568 


H 


PhS 


H 


CF3CF2 


824 


A569 


H 


PhSO 


H 


CF3CF2 


824 


A570 


H 


PhSOa 


H 


CF3CF2 


824 


A571 


H 


CH3S 


H 


CF3CF2 


824 


A572 


H 


CH3SO 


H 


CF3CF2 


B24 


A573 


H 


CF3 


H 


CF3CF2. 


B24 


A574 


H 


FaCH 


H 


CF3CF2 


B24 


A575 


H 


HOC 


H 


CF3CF2 


824 


A576 


H 


CH3CC 


H 


CF3CF2 


824 


A577 


H 


CH2=CH 


H 


CF3CF2 


824 


A578 


H 


CH2=CHCHa 


H 


CFaCFa 


824 


A579 


H 


CHsSOsNCCHa) 


H 


CFaCFa 


824 



WO01/54S01 



PCT/EPOl/00720 



-161 - 



Cotnpd. 
no. 








R95 


Qs 


A580 


H 


(CH3)2N 


H 


CF3CF2 


B24 


A581 


H 


(CH3)2NSQ2 


H 


CFsCFa 


B24 


A582 


H 


CH3SCH2 


H 


CTsCFa 


B24 


A583 


H 


CH3SOCH2 


H 


CFsCFz 


B24 


A584 


H 


CHsSQaCHa 


H 


CFaCFz 


B24 


A585 


H 


CH3 


H 


CF3CF2CF2 


B24 


A586 


H 


CH3CH2 


H 


CF3CF2CF2 


B24 


A587 


H 


cyclopropyl 


H 


CF3CF2CF2 


B24 


A588 


H 


(CHalaC 


H 


CF3CF2CF2 


B24 


A589 


H 


(CH3)2CH 


H 


CF3CF2CF2 


B24 


A590 


H 


CH3(CH2)2 


H 


CF3CF2CF2 


B24 


A591 


H 


CH30CH2 


H 


CF3CF2CF2 


824 


A592 


H 


CHaOCCHafe 


H 


CF3C F2CF2 


824 


A593 


H 


Ph 


H 


CF3CF2CF2 


824 


A594 


H 


PhO 


H 


CF3C F2C F2 


824 


A595 


H 


PhS 


H 


CF3C F2CF2 


824 


A596 


H 


PhSO 


H 


CF3CF2CF2 


824 


A597 


H 


PhSOs 


H 


CF3CF2CF2 


824 


A598 


H 


CH3S 


H 


CF3CF2CF2 


824 


A599 


H 


CH3SO 


H 


CF3CF2CF2 


824 


A600 


H 


CF3 


H 


CF3CF2C F2 


824 


A601 


H 


FaCH 


H 


CF3CF2CF2 


824 


A602 


H 


HCXJ 


H 


CF3CF2CF2 


B24 


A603 


H 


CHaCC 


H 


CF3CF2CF2 


824 


A604 


H 


CHasCH 


H 


CF3CF2CF2 


824 


A60S 


H 


CH^s:0HCH2 


H 




824 


A606 


H 


CHsSO^CCHs) 


H 


CF3CF2CF2 


824 


A607 


H 




H 


CFaCFaCFa 


824 


A608 


H 


(CH3)2NS02 


H 


CFaCFaCFa 


824 


A609 


H 


CH3SCH2 


H 


CF3CF2CF2 


824 


A610 


H 


CHaSOCHa 


H 


CFjCFaCFa 


824 


A611 


H 


CHaSOgCHz 


H 


CFaCFaCFa 


824 



wo 01/54501 



PCT/EP01AK)720 



-162- 



Compd. 
no. 


R92 




R94 


RgS 


Qa 


A612 


H 


CHa 


H 


CFaCI 


B24 


A613 


H 




H 


CF2CI 


B24 


A614 


H 


cyciopropyi 


H 


^FaCI 


B24 


A615 


H 


(CHa)3C 


H 


CF2CI 


B24 


A616 


H 


(CH3)2CH 


H 


CFaQ 


B24 


A617 


H 


CH3(CH2)2 


H 


CF2CI 


B24 


A618 


H 


CH3OCH2 


H 


CFaCI 


B24 


A619 


H 




H 


CFaCI 


B24 


A620 


H 


Ph 


H 


CF2CI 


B24 


A621 


H 


PhO 


H 


CFaCI 


B24 


A622 


H 


PhS 


H 


CF2CI 


B24 


A623 


H 


PhSO 


H 


CF2CI 


B24 


A624 


H 


PhS02 


H 


CF2CI 


B24 


A625 


H 


CH3S 


H 


CF2CI 


824 


A626 


H 


CHgSO 


H 


CF2CI 


B24 


A627 


H 


CF3 


H 


CF^I 


B24 


A628 


H 


F2CH 


H 


CF2CI 


B24 


A629 


H 


HCC 


H 


CF2CI 


B24 


A630 


H. 


CH3CX3 


H 


CFzCI 


B24 


A631 


H 


CH2=CH 


H 


CF2CI 


B24 


A632 


H 


CH2FCHCH2 


H 


CF2CI 


B24 


A633 


H 


CHaSOzNCCHg) 


H 


CF2CI 


B24 


A634 


H 


(CH3)2N 


H 


CFzO 


B24 


A635 


H 


(CH3)2NS02 


H 


CFaa 


B24 


A636 


H 


CH3SCH2 


H 


CFjCI 


B24 


A637 


H 


CH3SOCH2 


H 


CFzCI 


B24 


A638 


H 


CHaSOaCHa 


H 


CF2CI 


B24 


A639 


H 


CH3 


H 


CHF2 


B24 


A640 


H 


CH3CH2 


H 


CHFa 


B24 


A641 


H 


(^clopropyi 


H 


CHFa 


B24 


A642 


H 


(CH3)3C 


H 


CHFa 


B24 


A643 


H 




H 


CHFa 


B24 



wo 01/54501 



PCT/EPOl/00720 



-163- 



Compd. 


Rg2 


Rg3 


R94 


RgS 


Q3 


no. 
A644 


H 


CH3(CH2)2 


H 


CHF2 


B24 


A645 


H 


CH30CH2 


H 


CHFa 


B24 


A646 


H 


CH30(CH2)2 


H 


^Fz 


B24 


A647 


H 


Ph 


H 


CHF2 


B24 


A648 


H 


PhO 


H 


CHFa 


B24 


A649 


H 


PhS 


H 


CHFa 


B24 


A650 


'H 


PhSO 


H 


CHFa 


B24 


A651 


H 


PhSOz 


H 


CHFa 


B24 


A652 


H 


CH3S 


H 


CHFa 


B24 


A653 


H 


CH3SO 


H 


CHFz 


B24 


A654 


H 


CF3 


H 


CHF2 


B24 


A655 


H 


F2CH 


H 


CHFa 


B24 


A656 


H 


HCC 


H 


CHF2 


B24 


A657 


H 


CH3CC 


H 


CHFa 


B24 


A658 


H 


CH2=CH 


H 


CHFa 


B24 


A659 


H 




H 


CHFa 


B24 


A660 


H 


CH3S02N(CH3) 


H 


CHFa 


B24 


A661 


H 


(CH3)2N 


H 


CHF2 


B24 


A662 


H 


(CH3)2NS02 


H 


CHFa 


B24 


A663 


H 


CH3SCH2 


H 


CHFa 


B24 


A664 


H 


CH3SOCH2 


H 


CHFa 


824 


A665 


H 


CHaSOaCHa 


H 


CHFa 


B24 


A666 


H 


CHa 


H 


COa 


824 


ASez 


H 


CH3CH2 


H 


CCb 


824 


A668 


H 


cydopropyl 


H 


CCh 


824 


A669 


H 


(CHa^aC 


H 


CCI3 


824 


A670 


H 


(CHslsCH 


H 


CCI3 


824 


A671 


H 


CHsCCHafe 


H 


CCh 


824 


A672 


H 


CH^CHj 


H 


CCI3 


824 


A673 


H 


CH30(CH2)2 


H 


CCIa 


824 


A674 


H 


Ph 


H 


CCI3 


824 


A675 


H 


PhO 


H 


CCIs 


824 



wo 01/54501 



PCT/EPOl/00720 



-164- 



Compd. 


Rga 


Ria 


R94 


R9S 


Qa 


no. 












A676 


H 


PhS 


H 


CCIa 


B24 


A&n 


H 


PhSO 


H 


CCIa 


B24 


A678 


H 


PhSOz 


H 


"fcOa 


B24 


A67g 


H 


CH3S 


H 


CCIa 


B24 


A680 


H 


CH3SO 


H 


CCb 


. B24 


A681 


H 


CFa 


H 


CCI3 


B24 


A682 


H 


FaCH 


H 


CCIa 


B24 


A683 


H 


HCC 


H 


CCb 


B24 


A684 


H 


CHaCC 


H 


CCIa 


B24 


A685 


H 


CH2=CH 


H 


CCIa 


B24 


A686 


H 


CHaF=CHCH2 


H 


CCIa 


B24 


A687 


H 


CH3S02N(CHa) 


H 


CCIa 


B24 


A688 


H 


(CH3)2N 


H 


CCIa 


B24 


A689 


H 


(CHahNSOz 


H 


CCIa 


B24 


Aeso 


H 


CH3SCH2 


H 


CCIa 


B24 


A691 


H 


CH3SOCH2 


H 


CCIa 


B24 


A692 


H 


CHaSOzCHz 


H 


CCb 


B24 


A693 


H 


CHa 


CHa 


CFa 


B24 


A694 


H 


CHaCHz 


CHa 


CFa 


824 


A695 


H 


cyclopropyl 


CHa 


CFa 


824 


A696 


H 


(CHafeC 


CHa 


CFa 


824 


A697 


H 


(CHa)2CH 


CHa 


CFa 


824 


A698 


H 


CH3(CH2)2 


CHa 


CFa 


824 


A699 


H 


CHaOCHa 


CHa 


CFa 


824 


A70b 


H 


CH30(CH2)2 


CHa 


CFa 


824 


A701 


H 


Ph 


CHa 


CFa 


824 


A702 


H 


PhO 


CHa 


CFa 


824 


A703 


H 


PhS 


CHa 


CFa 


824 


A704 


H 


PhSO 


CHa 


CFa 


824 


A705 


H 


PhSOe 


CHa 


CFa 


824 


A706 


H 


CH3S 


CH3 


CFa 


824 


A707 


... H 


CH3SO 


CHa 


CFa 


824 



wo 01/54501 



Compd. 
no. 
A708 
A709 
A710 
A711 
A712 
A713 
A714 
A715 
A716 
A717 
A718 
A719 
A720 
A721 
A722 
A723 
A724 
A725 
A726 
A727 
A728 
A729 
A730 
A731 
A732 
A733 
A734 
A735 
A736 
A737 
A738 
A739 



-165- 



Rre R93 



H 


CF3 


H 


FaCH 


H 


HCC 


H 


CHaCC 


H 


CH2=CH 


H 


CH2=CHCH2 


H 


CH3S02N(CH3) 


H 


(CH3)2N 


H 


(CH3)2NS02 


H 


CH3SCH2 


H 


CHgSOCHz 


H 


CHaSOaCHz 


H 


CH3 


H 


CH3CH2 


H 


cyclopropyl 


H 


(CHaHC 


H 


(CH3)2CH 


H 


CH3(CH2)2 


H 


CH30CH2 


H 


CH30(CH2)2 


H 


Ph 


H 


PhO 


H 


PhS 


H 


PhSO 


H 


PhSOa 


H 


CH3S 


H 


CH3SO 


H 


CF3 


H 


FaCH 


H 


HCC 


H 


CHaCC 


H 


CH2=CH 



PCT/EPOl/00720 



R84 




Qa 


CHa 


CFa 


B24 


CHa 


CFa 


B24 


CHa 


tJFa 


B24 


CH3 


CF3 


B24 


CHa 


CF3 


B24 


CHa 


CFa 


B24 


CHa 


CFa 


B24 


CH3 


CFa 


B24 


CHa 


CFa 


824 


CHa 


CF3 


824 


CH3 


CF3 


824 


CHa 


CFa 


824 


CHa 


CF3CF2 


824 


CHa 


CF3CF2 


824 


CH3 


CF3CF2 


824 


CHa 


CF3CF2 


824 


CHa 


CF3CF2 


824 


CH3 


CFaCFa 


824 


CHa 


CF3CF2 


824 


CHa 


CFaCFz 


824 


CHa 


CF3CF2 


B24 


CHa 


CF3CF2 


824 


CHa 


CFaCFa 


B24 


CHa 


CF3CF2 


B24 


CHa 


CFaCFz 


824 


CHa 


CFaCFa 


824 


CHa 


CFaCFa 


824 


CHa 


CFaCFa 


824 


CHa 


CFaCFa 


824 


CHa 


CFaCFa 


824 


CHa 


CFaCFa 


824 


CHa 


CFaCFa 


824 



wo 01/34501 



PCT/EPOl/00720 



-166- 



Compd. 
no. 




■ igg 


R94 


••95 




A740 


H 




CH3 


CFoCFo 




A741 


H 


CHaSOsNfCHa) 


CH3 


CFqCFo 

x^i 3^^' 2 


BOA 


A742 


H 


(CHakN 


CH3 


CF-aCFo 




A743 


H 


(CHa)9NS0!> 


CH3 


CFoCFa 

x^i 3^^* 2 


E9A 


A744 


H 


CH^CH^ 




wi 3^" 2 




A745 


H 


CH-iSOCHo 


wl 13 


PF-»PF- 
wr3\./i 2 




A746 


H 


I3ww2|s/n2 




wi 3OP2 


D^4 


KlAl 


H 


v/n3 


003 


PCLPC r*c 
i-/r30r20r2 


oM 




H 


v/ngV/iTg 


0113 


PIT f^C f^C 

Or30r2Ur2 


d24 


KTAI9 


H 


uyuiupiupyi 




PC r*c r^c 


d24 


A750 


H 
1 1 




On3 


OC oc 

Or3Ur2pr2 


d24 


A751 


H 

n 






oc otr 


B24 


A7^ 


H 

n 




Un3 


✓%C" 


B24 


A753 


H 
It 




un3 


PC r*ir 
or3Ur2Vi 2 


d24 


A754 


H 




Oris 


/^c r^cT f^c 
Or30r2pr2 


B24 


A755 


H 


Ph 


wri3 


PC OC f^C 


□Oil 

d24 


A756 


H 


PhO 
• 1 ivy 


Vi/n3 


PC PC^C 

or3Wrr2vr2 


d24 


A757 


H 


Ph^ 


0113 


PC PC-PC 


D^4 


A758 


H 


PhSO 


wri3 


PC«PC«PC 




A759 


H 


PhSOa 


PH* 


V/ r3V-r "2^ r2 




A760 


H 




PH« 


PP«PC*PP 




A761 


H 


CKkSO 


CHo 


PF«PF-PC 




A762 


H 




CHo 


V/ r 3O F2^^2 


R9A 


A763 


H 


FgCH 


VI 13 


PF^PFoPF^ 




A764 


H 


HCC 


CH^ 

wl 13 


PF«PF^F^ 

0 1^3 V-r P2^ ~2 


^OA 


A765 


H 




PW« 


PC PC r^c 




A766 


H 


CH2=CH 


CHa 


CF3CF2CF2 


B24 


A767 


H 


CH2=CHCH2 


CHa 


CF3CF2CF2 


824 


A768 


H 


CHaSOaNCCHa) 


CHa 


C F3C F2C F2 


824 


A769 


H 


(CHa)2N 


CHa 


CFaCFjCFa 


824 


A770 


H 


(CH3)2NS08 


CHa 


CFaCFaCFa 


824 


A771 


H 


CH3SCH2 


CHa 


CF3CF2CF2 


824 



wo 01/54501 



PCT/EPOl/00720 



-167- 



Compd. 


" "Big 




R94 


lias 


Qa 


no. 
A772 


H 


CH3SOCH2 


CHa 


CFaCFaCFa 


B24 


A773 


H 


CH3S02CH2 


CHa 


CF3CF2CF2 


B24 


A774 


H 


CH3 


CHa 


CF2CI 


B24 


A775 


H 


OiH30H2 


CH3 




824 


A776 


H 


CVClODrODVi 


CHa 


CF2CI 


B24 


fim 


H 


(CHi)-9C 


CHa 


CF9CI 


B24 


A77a 


H 


(CHttoCH 


CH« 


CFoQ 

v^i 2^^ 


B24 


A779 


H 




13 


CF-CI 

WI 2^' 






H 


CHoOCH, 
v/n3V/on2 


wl 13 


2^' 




A781 


H 


wi 13^^% wi 12/2 


CHq 

v^i 13 


CF-CI 




A789 


li 


Ph 




CF«CI 




A7ft.Q 
M/OO 


u 
n 


Phn 


0113 


PP-^PI ♦ 
VyP2>^' 






n 


r no 


wn3 








n 


PhQn 


0113 


V/i 2^1 




A7ftA 
M/OO 


LJ 

n 


phcn 
r^novy2 


Oris 


Pirv^i 
01^2^1 




A7R7 

/A# Of 


n 




0113 


2^1 




A788 


H 




wn3 


v/i 2^' 




A789 


H 




vl 13 


2^' 


B24 


A790 


H 




v/t t3 




B24 


A791 


H 


HCC 


CH3 


CFoCI 

v^i 2^" 


B24 


A792 


H 


CH3CC 


CH3 


CF2CI 


324 


A793 


H 


CHi>=CH 




CFoCI 

v^i 2^* 


B24 


A794 


H 




CH3 


CF2CI 


B24 


A795 


H 


CHaSOsNfCH-i) 


CH3 


CF2CI 


B24 


A796 


H 


(CH3)2N 


CH3 


CF2CI 


B24 


A797 


n 


^wri3/2' »ww2 


0113 


v/i 2^' 




A79B 


H 


CH3SCH2 


CHa 


CF2CI 


B24 


A799 


H 


CH3SOCH2 


CHa 


CFaCI 


B24 


A800 


H 


CH3SO2CH2 


CHa 


CF2CI 


B24 


A801 


H 


CH3 


CHa 


CHF2 


824 


A802 


H 


CH3CH2 


CHa 


CHFa 


824 


A803 


H 


cycloprcH)yi 


CHa 


CHFa 


824 



wo 01/54501 



PCT/EPOl/00720 



-168- 



Compd. 
no. 


R92 


Rgs 








A804 


H 




CH3 


CHFa 


B24 


A805 


H 


(CHakCH 


CHi 


CHF2 


B24 


A806 


H 




CH3 




B24 


A807 


H 


OH30CH2 


CHa 


CHF2 


B24 


A808 


H 


CHaOtCHzts 


CH3 


CHFo 


B24 


A809 


H 


Ph 


CHi 

wi 13 


CHFo 




A810 


H 


PhO 




CHF« 
v/rii 2 


R94 


A811 


H 


PhS 


wil3 




R9A 


A812 


H 


PhSO 


W03 


V/nr2 


no^ 


A813 


H 






V/nr2 




A814 


H 




wn3 


i-^nr2 




A815 


• 1 




oris 




d24 


A816 


H 


w» 3 


wn3 


i/nr2 • 


TC4 


A817 


H 




wn3 


V/nr2 




A818 


H 


HCC 


wn3 


V/nr2 




A819 


H 




wil3 


wnr2 


D£4 


A820 


H 


Wl 1^— 1 


wn3 


v/nr2 




A821 


H 




wn3 


v/nr2 




A822 


H 




Wi 13 


CHF^ 
v/nn2 




A823 


H 




CH^ 
WI 13 


CHF^ 




A824 


H 


(CHaWNSO? 




CHFo 

\j\ ••2 




A825 


H 


CH3SCH2 


CH3 


CHFo 


R24 


A826 


H 


CH3SOCH2 


CH3 


CHFo 
^^1 II 2 


B24 


A827 


H 


CH3SO2CH2 


CH3 


CHFo 
II 2 


824 


A828 


H 


CH3 


CH3 


CCIo 


B24 


A829 


H 




WI 13 


v/\,/l3 




A830 


H 


cyctopropyt 


CH3 


CCI3 


B24 


A831 


H 


(CH3)3C 


CH3 


CCI3 


B24 


A832 


H 


(CH3)2CH 


CHa 


CCIa 


324 


A833 


H 


CH3(CH2)2 


CHa 


CCI3 


B24 


A834 


H 


CH30CH2 


CHa 


CCI3 


B24 


A835 


H 


CHaOCCHaya 


CHa 


CCI3 


B24 



wo 01/54501 



PCT/EPOl/00720 



-169- 



Compd. R92 R93 R94 R95 Q3 

no. 



A836 


H 


Ph 


CH3 


CCI3 


B24 


A837 


H 


PhO 


GH3 


CCb 


B24 


A838 


H 


PhS 


CH3 


CCIs 


B24 


A839 


H 


PhSO 


CH3 


CCI3 


B24 


A840 


H 


PhS02 


CH3 


CCI3 


B24 


A841 


H 


CH3S 


CH3 


CCI3 


B24 


A842 


H 


CH3SO 


CH3 


CCI3 


B24 


A843 


H 


CF3 


CH3 


CCI3 


B24 


A844 


H 


FsCH 


GH3 


CCI3 


B24 


A845 


H 


HOC 


CHa 


CCI3 


B24 


A846 


H 


CH3CC 


CH3 


CCI3 


B24 


A847 


H 


CH2=CH 


CH3 


ecu 


B24 


A848 


H 




CH3 


CCI3 


824 


A84g 


H 


CHaSOsNfCHa) 


CH3 


CCIs 


824 


A850 


H 


(CH3)2N 


CHa 


CCI3 


824 


A851 


H 


(CH3)2NS02 


CHs 


CCI3 


824 


A852 


H 


CH3SOH2 




CCI3 


824 


A853 


H 


CH3SOCH2 


CH3 


CCI3 


824 


A854 


H 


CH3S02CH2 


CH3 


CCI3 


824 


A855 


H 


CH3 


Ph 


CF3 


824 


A856 


H 


CH3CH2 


Ph 


CF3 


824 


A857 


H 


(CH3)2CH 


Ph 


CF3 


824 


A858 


H 




Ph 


CF3 


824 


A859 


H 


cvcloDroDvl 


Ph 


CFi 


824 


A860 


H 


CH3(CH2)2 


Ph 


CF3 


B24 


A861 


H 


CH30CH2 


Ph 


CF3 


B24 


A862 


H 


CH30(CH2)2 


Ph , 


CF3 


B24 


A863 


H 


Ph 


Ph 


CF3 


B24 


A864 


H 


PhO 


Ph 


CF3 


B24 


A865 


H 


PhS 


Ph • 


CF3 


B24 


A866 


H 


PhSO 


Ph 


CF3 


B24 


A867 


H 


PhSOa 


Ph 


CF3 


B24 



wo 01/54501 



PCT/EPOl/00720 



-170- 



Compd. 


R» 


R93 


R94 


RgS 


Q3 


no. 












A868 


H 


CHaS 


Ph 


CF3 


B24 


A869 


H 


CHaSO 


Ph 


CF3 


B24 


A870 


H 


CF3 


Ph 


*CF3 


B24 


A871 


H 


FsCH 


Ph 


CF3 


B24 


A872 


H 


HOC 


Ph 


CFa 


B24 


A873 


H 


CH3CC 


Ph 


CF3 


B24 


A874 


H 


CHa^CH 


Ph 


CF3 


B24 


A875 


H 


CH2=CHCH2 


Ph 


CF3 


B24 


A876 


H 


CH3S02N(CH3) 


Ph 


CFg- 


B24 


A877 


H 


(CH3)2N 


Ph 


CF3 


B24 


A878 


H 


(CH3)2NS02 


Ph 


CF3 


B24 


A879 


H 


CH3SCH2 


Ph 


CF3 


B24 


A880 


H 


CH3SOCH2 


Ph 


CF3 


B24 


A881 


H 


CH3SO2CH2 


Ph 


CF3 


824 


A882 


H 


CH3 


Ph 


CF3CF2 


824 


A883 


H 


CH3CH2 


Ph 


CF3CF2 


824 


A884 


H 


cyciopropyl 


Ph 


CF3CF2 


824 


A885 


H 


(CH3)3C 


Ph 


CF3CF2 


824 


A886 


H 


(CH3)2CH 


Ph 


CF3CF2 


824 


A887 


H 




Ph 


CF3CF2 


824 


A888 


H 


CH3OCH2 . 


Ph 


CF3CF2 


824 


A889 


H 


CH30(CH2)2 


Ph 


CF3CF2 


824 


A890 


H 


Ph 


Ph 


CF3CF2 


824 


A891 


H 


PhO 


Ph 


CF3CF2 


824 


A892 


H 


PhS 


Ph 


CF3CF2 


824 


A893 


H 


PhSO 


Ph 


CF3CF2 


824 


A894 


H 


PhSOa 


Ph 


CF3CF2 


824 


A895 


H 


CH3S 


Ph 


CF3CF2 


824 


A896 


H 


CHdSO 


Ph 


CF3CF2 


824 


A897 


H 


CF3 


Ph 


CFsCFa 


824 


A898 


H 


FaCH 


Ph 


CFaCFa 


824 


A899 


H 


Hcx; 


Ph 


CFsCFa 


824 



wo 01/54501 



Compd. 


l^9S 
■ 


no. 




A900 


H 


A901 


H 


A902 


H 


A903 


H 


A904 


H 


A905 


H 


A906 


H 


Ad07 


H 




H 




H 

n 


AQin 


U 

n 


AQ11 


n 


AQ19 


n 


M«7 lO 


tJ 
n 




LJ 

n 




n 


AQ1fi 


H 


A917 


H 


A918 


H 


Agi9 


H 


A920 


H 


A921 


H 


A922 


H 


A923 


H 


A924 


H 


A925 


M 


Ag26 


H 


A927 


H 


A928 


H 


A929 


H 


A930 


H 


A931 


H 



-171 - 



Ro3 R94 



CH3CC 


Ph 


ch2=k:h 


Ph 




Ph 


CH3S02N(CH3) 


Ph 




Ph 


(CH3)2NSQ2 


Ph 




Ph 




Ph 


CH^SOoCHo 


Ph 


0113 


Ph 


.Lrn3on2 


Ph 

rn 


Cyciopropyi 


Ph 




Ph 




Ph 

r n 




Ph 


CH3^^^^2 


Ph 
ill 


wn3w^wi >2/2 


Ph 
• 1 1 


Ph 


Ph 


PhO 


Ph 


PhS 


Ph 


PhSO 


Ph 


PhS02 


Ph 


CH3S 


Ph 


wn3w\ii/ 


Ph 
III 


CF3 


Ph 


FaCH 


Ph 


HOC 


Ph 


CH^ 


Ph 


CH2=CH 


Ph 


CH2=CHCH2 


Ph 


CH3S02N(CH3) 


Ph 




Ph 



PCT/EPOl/00720 



R95 


Q3 


CFaCFg 


B24 


CFgCFz 


B24 


CFaCFz 


B24 


CF3CF2 


B24 


CF^Fz 


824 


CFaCFz 


824 


CFaCFg 


824 


CFaCFg 


824 


CF3CF2 


824 


CFsjCFjCFa 


824 


CFiCFaCFa 


824 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


B24 


CF3CF2CF2 


824 


CF3CF2CF2 


824 


CF3CF2CF2 


824 


CF3CF2CF2 


B24 


CF3CF2CF2 


824 


CF3CF2CF2 


824 


CF3CF2CF2 


824 


CFgCFaCFz 


824 
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Compd. 


Rk 


Rg3 




Rg5 


Qa 


no. 












A932 


H 


(CH3)2NS02 


Ph 


CFaCFaCFa 


B24 


A933 


H 


CH3SCH2 


Ph 


CFaCFaCFa 


B24 


A934 


H 


CH3SOCH2 


Ph 


CF3CF2CF2 


B24 


A935 


H 


CHsSOzCHz 


Ph 


CF3CF2CF2 


B24 


A936 


H 


CHa 


Ph 


CFgCI 


B24 


A937 


H 


CHI3CH2 


Ph 


CFsCI 


B24 


A938 


H 


cyclopropyl 


Ph 


CFaCI 


B24 


A939 


H 


(CHaJaC 


Ph 


CF2CI 


B24 


Ag40 


H 


(CHalzCH 


Ph 


CFoCi 




A941 


H 




Ph 


CFoCI 




A942 


H 


CH^Ha 


Ph 


CFoCI 




, A943 


H 




Ph 






A944 


H 


Ph 


Ph 






A945 


H 


PhO 


Ph 
III 






A946 


H 


PhS 


Ph 






A947 


H 


PhSO 


Ph 


CFoCI 




A948 


H 


PhSOa 


Ph 


CF2CI 


B24 


A949 


H 


CH3S 


Ph 


CF2CI 


B24 


A950 


H 


CH3SO 


Ph 


CF2CI 


B24 


A951 


H 


CF3 


Ph 


CFzCI 


824 


A952 


H 


FaCH 


Ph 


CFgCI 


824 


A953 


H 


HOC 


Ph 


CF2CI 


824 


A954 


H 


CH3CC 


Ph 


CF2CI 


824 


A955 


H 


CH2=CH 


Ph 


CF2CI 


824 


A956 


H 


CH2=CHCH2 


Ph 


CF2CI 


824 


A957 


H 


CHaSOaNCCHa) 


Ph 


CF2CI 


824 


A958 


H 


(CH3)2N 


Ph 


CF2CI 


824 


A959 


H 


(CHaHNSOa 


Ph 


CF2CI 


824 


A960 


H 


CH3SCH2 


Ph 


CF2CI 


824 


A961 


H 


CHaSOCHa 


Ph 


CFzCI 


824 


A962 


H 


CH3SO2CH2 


. Ph 


CFsCI 


824 


A963 


H 


CHa 


Ph 


CHFa 


824 



wo 01/54501 
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Gompd. 


Re 


R93 


R94 


R95 


Qs" 


no. 












A964 


H 


CH3CH2 


Ph 


CHFj 


B24 


A965 


H 


(CH3)3C 


Ph 


CHFa 


B24 


A966 


H 


(CH3)2CH 


Ph 


©HF2 


B24 


A967 


H 


cyclopropyl 


Ph 


CHFz 


824 


A968 


H 


CH3(CH2)2 


Ph 


CHFa 


824 


A969 


H 


CH30CH2 


Ph 


CHFa 


824 


A970 


H 


CH30(CH2)2 


Ph 


CHF2 


824 


A971 


H 


Ph 


Ph 


CHF2 


824 


A972 


H 


PhO 


Ph 


CHF2 


824 


A973 


H 


PhS 


Ph 


CHF2 


824 


A974 


H 


PhSO 


Ph 


CHF2 


824 


A975 


H 


PhSOa 


Ph 


CHF2 


824 


A976 


H 


CH3S 


Ph 


CHF2 


824 


A977 


H 


CH3SO 


Ph 


CHF2 


824 


A978 


H 


CF3 


Ph 


CHF2 


824 


A979 


H 


FaCH 


Ph 


CHFa 


824 


A980 


H 


HOC 


Ph 


CHFa 


824 


A9B1 


H 


CH3CC 


Ph 


CHF3 


B24 


A982 


H 


CH2=CH 


Ph 


CHFa 


B24 


A983 


H 


CHs^CHCHs 


Ph 


CHF2 


B24 


A984 


H 


CHaSOsNCCHa) 


Ph 


GHF2 


824 


A985 


H 


(CH3)2N 


Ph 


CHFz 


824 


A986 


H 


(CH3)2NSQ2 


Ph 


CHFa 


824 


A987 


H 


CHaSCHz 


Ph 


CHFa 


824 


A988 


H 


CHgSCXJHz 


Ph 


CHFa 


824 


A989 


H 


CHaSOsCHz 


Ph 


CHFa 


824 


A990 


H 


CHa 


Ph 


CCb 


824 


A991 


H 


CH3CH2 


Ph 


CCI, 


824 


A992 


H 


(CH3)3C 


Ph 


CCI, 


824 


A993 


H 


(CH3)2CH 


Ph 


CCI3 


824 


A9g4 


H 


cyclopropyl 


Ph 


CCI3 


824 


A995 


H 


CH3(CH2)2 


Ph 


CCb 


824 
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Compd. 


Rg2 


Rga 


■ 


Rgs 




no. 












A996 


H 


CH3OCH2 


Ph 


CCh 


B24 


A997 


H 


CH30(CH2)2 


Ph 


CCI3 


B24 

1 PCi'l 


A998 


H ■ 


Ph 


Ph 




B24 


A999 


H 


PhO 


Ph 


CCI3 


B24 


A1000 


H 


PhS 


Ph 


CCI3 


B24 


A1001 


H 


PhSO 


Ph 


ecu 




A1002 


H 


PhSQz 


Ph 


ecu 




A1003 


H 


CH3S 


Ph 


ecu 




A1004 


H 


CHaSO 


Ph 


WW13 




A1005 


H 


CF^ 


Ph 


WWI3 


VXOA 


A1006 


H 




Ph 
■ 11 


0013 




A1007 


H 


HCC 


Ph 


or*! 




A1008 


H 

i 1 




Ph 

r 11 


0013 


DOil 


A1009 


H 


CH-»=CH 


Ph 


v.^^13 




A1010 


H 




Ph 


0013 


DQil 

p24 


A1011 


1 ■ 




Ph 

nil 


LrOl3 


DOil 


A1012 


H 




Ph 

r II 


PPL 


Dil4 


A1013 


H 


\Vi/n3/2i »wv/2 


Ph 


WWI3 


D^4 


A1014 


H 




Ph 


ecu 


D^4 


A1015 


H 


CH^bCHo 


Ph 
III 


wVyl3 • 


D^4 


A1016 


H 




Ph 
III 


ecu 


ROA 


A1017 


F 


H 


1 ■ 


wi 3 


ROA 


A1018 


CI 


H 


H 


wi 3 


ROA 


A1019 


Br 


H 


H 
1 1 


CFo 

wi 3 




A1020 


CN 


H 


H 


CF^ 

wi 3 




A1021 


CH3SO2O 


H 


1 1 


wi 3 


ROA 


A1022 


CH3O 


H 


H 


CFa 


824 


A1023 


CHaCHsO 


H 


H 


CF3 


824 


AT024 


CH2CH=CH20 


H 


H 


CF3 


B24 


A1025 


HCCCHzO 


H 


H 


CF3 


824 


A1026 


S-benzyl 


H 


H 


CF3 


824 


A1027 


.....SCVbenzyl 


H 


H 


CF3 


824 
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Compd. 




R98 


Rm 


R95 


Q3 


no. 












A1028 


acH2 


H 


H 


CF3 


B24 


A1029 


BrCH2 


H 


H 


CF3 


B24 


A1030 


FCHa 


H 


H 


XF3 


B24 


A1031 


CHF2CH2 


H 


H 


CF3 


B24 


A1032 


CF3CH2 


H 


H 


CF3 


B24 


A1033 


triazolytmethyi 


H 


H 


CF3 


B24 


A1034 


CHCI2CH2 


H 


H 


CF3 


B24 


A1035 


CICH=CH 


H 


H 


CF3 


824 


A1036 


Cl2C=CH 


H 


H 


CF3 


824 


A1037 


CF3CH=CH 


H 


H 


CF3 


824 


A1038 


CICC 


H . 


H 


CF3 


824 


A1039 


Ph 


H 


H 


CF3 


824 


A1040 


CHa 


CH3 


H 


CF3 


824 


A1041 


CH3 


OH 


H 


CF3 


824 


A1042 


CH3 


F 


H 


CF3 


824 


A1043 


CH3 


a . 


H 


CF3 


824 


A1044 


F 


CH3 


H 


CF3 


824 


A1045 


CI 


CH3 


H 


CFa 


824 


A1046 


H 


F 


H 


CF3 


824 


A1047 


H 


Ci 


H 


CFa 


824 


A1048 


H 


Br 


H 


CF3 


824 


A104g 


H 


OH 


H 


CF3 


824 


A1050 


H 


OCHs 


H 


CF3 


824 


A1051 


H 


OCHF2 


H 


CF3 


824 


A1052 


H 


OS02CH3 


H 


CF3 


824 


A1053 


H 


OS02CF3 


H 


CF3 


824 


A1054 


H 


CICHz 


H 


CF3 


824 


A1055 


H 


BfCH2 


H 


CF3 


824 


A1056 


H 


FCH2 


H 


CF3 


824 


A1057 


H 


CHF2CH2 


H 


CF3 


824 


A1058 


H . 


. CF3CH2 


H 


CF3 


824 


A1059 


H 


triazolyimethyl 


H 


CF3 


824 
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D 

"92 


n93 








A1060 


n 


wnoi2wn2 


A1061 


H 

n 




A1062 


n 






M 




AlORd 


14 
n 




AlUDO 


■ 1 
n 


CHsCCO) 


MIUDO 


H 


phenyl 


/\ lU07 


H 


S02CHs 


AlUOo 


H 


SQ2CFS 


A10o9 


H 


CN 


A1070 


H 


NO^ 


Ai071 


CHs 


H 




CHs 


H 


A1073 


CHs 


H 


A1074 


CHs 


H 


A1075 


CHs 


H 


A1076 


CHs 


H 


A1077 


CHs 


H . 


A1078 


CHs 


H 



Table 9a: Compounds of formula to: 









Qa 


Qa 






B1 


82 


83 


84 


85 


86 


87 


B13 


B14 


815 


816 


817 


818 


Big 


B25 


B26 


827 


828 


829 


830 


831 


B37 


B38 


839 


840 


841 


842 


843 











R95 


Q3 


H 


CF3 


824 


H 


JJFa 


824 


H 


CFs 


824 


H 


CFs 


B24 


H 


CFs 


824 


H 


CFs 


824 


H 


CFs 


824 


H 


CFs 


824 


H 


CFs 


824 


H 


CFs 


B24 


H 


CFs 


824 


F 


CFs 


824 


CI 


CFs 




Br 


CFs 


B24 


CN 


CFs 


B24 


CHsO 


CFs 


824 


CHsS 


CFs 


B24 


CH3SO 


CFs 


824 


CH3SO2 


CFs 


824 



Q3 (Ig) 



^ Qa Qa Sa 



88 


89 


810 


811 


812 


820 


821 


822 


B23 


824 


B32 


833 


834 


835 


836 


844 


845 


846 


847 


848 
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BSO 


B51 


B61 


B62 


B63 


B73 


B74 


B75 




B86 


B87 


B97 


B98 


Bd9 


B109 


B110 


Bill 




R19P 


Rl?'^ 


O lOO 


Rl'^ 

D 1 0*T 


Ri^c; 


DI*IO 


MAR 


MA7 

D ll/ 


D10/ 


D lOO 




DIOsI 


Dl fU 




blol 






o1 93 


d194 


D4 AC 

d195 


Done 


d20d 


■ DOA^ 


d217 


D04 O 


d219 


d229 




DA44 


D^41 


DO>IO 


d24o 






Ddob 








R977 




ROTO 


R9ftQ 










DOUO 


DO 1 0 


DO 1 H 


DO lO 












D009 


B^9 




D09 1 


B361 


B362 


B363 


B373 


B374 


B375 


B385 


B386 


B387 


B397 


B398 


B399 


B409 


B410 


B411 


B421 


B422 


B423 


B433 


B434. 


B435 



Ha 




Ha 








B64 


BBS 




B76 


B77 

Df f 


B78 

Df O 


B88 


RAQ 

D057 


Ron 


B100 


B101 


D 1 Vb 


B112 


B113 

D ■ 1 O 


Rilii 


R19A 


R19^ 




R1% 

D too 


D lO/ 


DlOO 


RI Aft 


R1AQ 
D 


RI c;n 


RI An 
Dl DU 


Ri 


DlOZ 


R170 
Dl 


Dl 7a 


Dl74 


R4 tkA 

Dio4 


Dlo5 


dIoo 


D4 AO 
Dl 96 


d197 


d19o 


DO AO 


DOAO 


D04 A 

5210 


DOOA 


D004 

d221 


B222 


DOOO 


d233 


d234 


DO>l>l 


d245 


d24o 


D^OO 


DOC "7 


DOCO 

d2oo 


ROAfl 
D^DO 


D^D9 


D^/U 


ROfin 
D^OU 


ROQi 


DOQO 




R9QQ 
D^90 


R9QA 
D^94 




DOUO 


DOUD 


R31R 


DO 1 / 


DO 1 0 


Rf^a 


R^9Q 


DOOV 


R340 

DO*tV/ 


DO*r 1 


DOH^ 




DOx/O 


R'V^ 

DOO*T 


B364 


B365 


B366 


B376 


B377 


B378 


B388 


B389 


B390 


6400 


B401 


B402 


B412 


B413 


B414 


B424 


B425 


B426 


B436 


B437 


B438 



Qa 03 Qa 

855 B56 B57 

867 868 869 

879 880 881 

891 892 893 

8103 8104 8105 

8115 8116 8117 

8127 8128 B129 

8139 8140 8141 

8151 8152 8153 

8163 8164 8165 

8175 8176 8177 

8187 B188 B189 

8199 8200 8201 

8211 8212 8213 

B223 8224 8225 

B235 B236 B237 

B247 B248 B249 

8259 B260 B261 

B271 B272 B273 

8283 B284 8285 

B295 6296 6297 

8307 B308 6309 

6319 8320 6321 

6331 6332 6333 

6343 6344 B345 

6355 6356 8357 

6367 6368 8369 

8379 6380 6381 

8391 6392 8393 

B403 6404 6405 

8415 8416 B417 

8427 8428 8429 

B439 8440 8441 





Qa 




858 


859 


660 


870 


871 


672 


882 


883 


684 


^894 


895 


696 


8106 


8107 


8108 


8118 


8119 


8120 


8130 


8131 


8132 


8142 


8143 


8144 


8154 


8155 


8156 


8166 


8167 


8168 


8178 


8179 


8180 


8190 


8191 


8192 


8202 


8203 


8204 


8214 


8215 


8216 


8226 


8227 


8228 


B238 


8239 


8240 


6250 


8251 


6252 


6262 


B263 


6264 


8274 


8275 


6276 


8286 


6287 


6288 


B298 


6299 


6300 


6310 


8311 


6312 


8322 


6323 


6324 


8334 


B335 


6336 


8346 


8347 


6348 


8358 


8359 


6360 


8370 


8371 


6372 


8382 


8383 


6384 


8394 


8395 


6396 


6406 


8407 


8408 


8418 


8419 


8420 


8430 


8431 


8432 


8442 


8443 


8444 
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^ & & & ^ Qb 

B445 B446 B447 B448 B449 B450 

B457 B458 B459 B460 B461 B462 

B469 B470 B471 B472 B473 B474 

B481 B482 B483 B484 B485 B486 

B493 B494 B495 B496 B497 B498 

B505 B506 B507 B508 B509 B510 

B517 B518 B519 B520. B521 B522 

B529 B530 B531 B532 B533 B534 

B541 B542 B543 B544 B545 B546 

B553 B554 B555 B556 B557 B558 

B565 B566 B567 B568 B569 B570 

B577 B578 B579 B580 B581 B582 

B589 B590 B591 B592 B593 B594 

B601 B602 B603 8604 B605 6606 

B613 8614 8615 8616 8617 8618 

8625 8626 8627 8628 8629 8630 

8637 8638 8639 8640 8641 8642 

8649 8650 8651 8652 8653 8654 

8661 8662 8663 8664 8665 8666 

8773 8774 8775 8776 B777 8778 

8785 8786 8787 8788 B789 8790 

8797 8798 8799 8800 8801 8802 

8809 8810 8811 8812 8813 8814 

8821 8822 8823 8824 B825 8826 

8833 8834 8835 8836 8837 8838 

8845 8846 8847 8848 8849 8850 

8857 8858 8859 8860 8861 8862 

8869 8870 8871 8872 8873 8874 

8881 8882 8883 8884 8885 8886 

8893 8894 8895 8896 8897 8898 

8905 B906 8907 8908 8909 8910 

8917 8918 8919 8920 8921 8922 

8929 8930... .8931 8932 8933 8934 



Qa 






Qa 






B451 


6452 


8453 


8454 






B463 


6464 


8465 


8466 


B467 




B475 


6476 


8477 


8478 


Bd7Q 


Rj^on 

D*fOU 


B487 


6488 


8489^8490 


RAQ1 




B499 


6500 


8501 


B502 


Rl^Hf^ 




B511 


. 6512 


8513 


8514 


Rf^lf^ 

DO lO 


D010 


B523 


B524 


8525 


B52fi 






B535 


B536 


B537 




tX>09 


Da4U 






RfvdQ 




c5o51 


d552 






RC^RI 
Dww 1 




DOOO 


6564 


D9r 1 


OOf £ 






D075 


6576 


D900 




Rcoe 


RMI$ 


d5o7 


6588 








0090 


B599 


6600 


DDU# 


DDUO 






6611 


6612 


RR1Q 

DQ 1 8J 


RAOn 


B621 


Bl)99 


6623 


6624 


DOO 1 




B633 


B6!^ 


DOo5 


6636 




DO*r*t 


6645 


B646 


bo47 


Do4o 






6657 


6658 


D009 


DDOO 


B667 




B669 


B670 


DO/ 1 




B779 




6781 


6782 


D/OO 


D"7p>| 


B791 


B792 


B793 


6794 


R70R 


R7Qft 
D/ 


B803 


B804 




Rfina 

DOUD 


OOU/ 


DoUO 


B815 


B816 


B817 


8818 


Rfii Q 




6827 


B828 


8829 


B830 


RftQI 


DOOO 


B839 


B840 


8841 


8842 


RAA.^ 
DOHO 




B851 


B852 


B853 


8854 




DOOO 


oooo 


DOHA 

D004 


8865 


B866 


6867 


6868 


B875 


8876 


8877 


8878 


6879 


6880 


B887 


8888 


8889 


8890 


8891 


6892 


B899 


8900 


B901 


8902 


6903 


B904 


6911 


8912 


891 3 


8914 


6915 


6916 


B923 


8924 


8925 


8926 


6927 


6928 


B935 


8936 


8937 


8938 


6939 


6940 
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8941 B942 B943 B944 B945 8946 8947 8948 8949 B950 8951 8952 

8953 8954 8955 8956 8957 8958 8959 8960 8961 8962 8963 8964 

8965 8966 8967 8968 8969 8970 8971 8972 8973 B974 8975 8976 

8977 8978 8979 8980 8981 8982 8983 8984 8985 ^8986 8987 8988 

8989 8990 8991 8992 8993 8994 8995 8996 8997 8998 8999 81000 

81001 81002 81003 81004 81005 81006 81007 81008 81009 81010 81011 81012 

81013 81014 81015 81016 81017 81018 81019 81020 81021 81022 81023 81024 

81025 81026 B1027 B1028 81029 81030 81031 81032 81033 81034 81035 81036 

81037 81038 B1039 B1040 81041 81042 81043 B1044 B1045 81046 81047 81048 

81049 81050 81051 81052 B1053 81054 81055 81056 81057 81058 81059 81060 

81061 B1062 81063 B1064 81065 81066 81067 B1068 81069 81070 B1071 B1072 

81073 B1074 81075 81076 81077 81078 B1079 81080 81081 81082 81083 

Table 10: Compounds of formula Ih: 




Qa 




Qa 




Qa 


Qa 




Qa 


Qa 


Qa 


Qa 


Qa 


B1 


82 


83 


84 


85 


86 


87 


88 


89 


810 


811 


812 


813 


814 


815 


816 


817 


818 


819 


820 


821 


822 


823 


824 


825 


826 


827 


828 


829 


830 


831 


832 


833 


834 


835 


836 


837 


838 


839 


840 


841 


842 


843 


844 


845 


846 


847 


848 


B4d 


850 


851 


852 


853 


854 


855 


856 


857 


858 


859 


860 


861 


862 


863 


864 


865 


866 


867 


868 


869 


870 


871 


872 


B73 


874 


875 


876 


877 


878 


879 


880 


881 


882 


883 


884 


885 


886 


887 


888 


889 


890 


891 


892 


893 


894 


895 


896 


897 


898 


899 


8100 


8101 


8102. 


8103 


8104 


8105 


8106 


8107 


8108 


8109 


8110 


8111 


8112 


8113 


8114 


8115 


8116 


8117 


8118 


8119 


8120 


8121 


8122 


8123 


8124 


8125 


8126 


8127 


8128 


8129 


8130 


8131 


8132 


8133 


8134 


8135 


8136 


8137 


8138 


8139 


8140 


8141 


8142 


8143 


8144 
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Sa 




Qa 




Gb 




B145 


8146 


B147 


B148 


B149 


81 50 


B151 


8152 


B153 


8154 


B155 


8156 


B1S7 


8158 


8159 


B160 


8161 


8162 


8163 


B164 


8165 


8166 


B167 


8168 


B169 


8170 


8171 


B172 


B173 


8174 


8175 


8176 


8177 


B178 


B179 


8180 


8181 


B182 


B183 


B184 


8185 


8186 


8187 


,B188 


8189 


*B190 


8191 


8192 


B193 


B194 


8195 


B198 


B197 


8198 


B199 


B200 


8201 


B202 


B203 


B204 


B205 


B206 


8207 


8208 


B209 


8210 


8211 


8212 


8213 


B214 


B215 


B216 


B217 


8218 


8219 


B220 


B221 


8222 


8223 


8224 


8225 


B226 


8227 


8228 


B229 


8230 


8231 


8232 


8233 


8234 


8235 


8236 


8237 


B238 


8239 


8240 


B241 


8242 


8243 


8244 


8245 


8246 


8247 


8248 


8249 


8250 


8251 


8252 


B253 


8254 


8255 


8256 


8257 


8258 


8259 


8260 


8261 


B262 


8263 


8264 


B265 


8266 


8267 


8268 


8269 


8270 


8271 


8272 


8273 


B274 


8275 


8276 


B277 


8278 


8279 


8280 


8281 


8282 


8283 


8284 


8285 


8286 


8287 


8288 


B289 


8290 


8291 


8292 


8293 


8294 


B295 


8296 


8297 


8298 


8299 


8300 


8301 


8302 


8303 


8304 


8305 


8306 


8307 


8308 


8309 


8310 


8311 


8312 


8313 


8314 


8315 


8316 


8317 


8318 


8319 


8320 


8321 


8322 


8323 


8324 


8325 


8326 


8327 


8328 


8329 


8330 


8331 


8332 


8333 


8334 


8335 


8336 


8337 


8338 


8339 


8340 


8341 


8342 


8343 


8344 


8345 


8346 


8347 


8348 


8349 


8350 


8351 


8352 


8353 


8354 


8355 


8356 


8357 


8358 


8359 


8360 


8361 


8362 


8363 


8364 


8365 


8366 


8367 


8368 


8369 


8370 


8371 


8372 


8373 


8374 


8375 


8376 


8377 


8378 


8379 


8380 


8381 


8382 


8383 


8384 


8385 


8386 


8387 


8388 


8389 


8390 


8391 


8392 


8393 


8394 


8395 


8396 


8397 


8398 


^99 


8400 


8401 


8402 


8403 


8404 


8405 


8406 


8407 


8408 


B409 


8410 


8411 


8412 


8413 


8414 


8415 


8416 


8417 


8418 


8419 


8420 


8421 


8422 


8423 


8424 


8425 


8426 


8427 


B428 


8429 


8430 


8431 


8432 


8433 


B434 


8435 


8436 


8437 


8438 


8439 


B440 


8441 


8442 


8443 


8444 


8445 


B446 


8447 


8448 


8449 


8450 


8451 


8452 


8453 


8454 


8455 


8456 


8457 


B458 


8459 


8460 


8461 


8462 


8463 


8464 


8465 


8466 


8467 


8468 


8469 


B470 


8471 


8472 


8473 


8474 


8475 


8476 


8477 


8478 


8479 


8480 


8481 


8482 


8483 


8484 


8485 


8486 


8487 


8488 


8489 


8490 


8491 


8492 


8493 


8494 


8495 


8496 


8497 


8498 


8499 


8500 


8501 


8502 


8503 


8504 


8505 


B506 


8507 


8508 


8509 


B510 


8511 


8512 


8513 


8514 


8515 


8516 


8517 


8518 


8519 


8520 


8521 


B522 


8523 


8524 


8525 


8526 


8527 


8528 


8529 


8530 


-8531 


8532 


8533 


8534 


8535 


8536 


8537 


8538 


8539 


8540 
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Qa 


Sa 


II 11 at 


B541 


B542 


8543 


B544 


B553 


8554 


8555 


8556 


B565 


8566 


8567 


8568 


B577 


8578 


8579 


8580 


B589 


8590 


8591 


8592 


B601 


8602 


8603 


8604 


B613 


8614 


8615 


8616 


B625 


8626 


8627 


8628 


B637 


8638 


8639 


8640 


B649 


8650 


8651 


8652 


B661 


8662 


8663 


8664 


B773 


8774 


8775 


8776 


B785 


8786 


8787 


8788 


8797 


8798 


8799 


8800 


B809 


8810 


8811 


B812 


B821 


8822 


8823 


8824 


B833 


8834 


BBSS 


8836 


B845 


B846 


8847 


8848 


B857 


B858 


8859 


8860 


B869 


8870 


8371 


8872 


B881 


8882 


8883 


8884 


B893 


8894 


8895 


8896 


B905 


8906 


B907 


8908 


B917 


8918 


8919 


8920 






Oi90 1 




B941 


B942 


B943 


8944 


B953 


B954 


B955 


8956 


B965 


B966 


8967 


8968 


B977 


B978 


8979 


8980 


8989 


B990 


8991 


8992 


B1001 


81002 


81003 


81004 



81013 B1014 81015 81016 
B1025 B1026 81027 81028 



Qa ^ Qi 

B545 8546 8547 8548 

8557 8558 8559 8560 

8569 8570 8571 8572 

8581 8582 8583 8584 

8593 8594 B595 8596 

8605 8606 B607 8608 

8617 8618 8619 8620 

8629 8630 8631 8632 

8641 8642 8643 8644 

8653 B654 B655 8656 

8665 8666 8667 8668 

B777 8778 8779 8780 

B789 B790 B791 B792 

B801 B802 B803 B804 

B813 B814 8815 8816 

B825 B826 B827 B828 

8837 B838 B839 B840 

B849 B850 B851 B852 

BB61 B862 8863 B864 

B873 B874 8875 B876 

B885 B886 B887 B888 

8897 8898 8899 B900 

B909 8910 891 1 8912 

8921 8922 8923 8924 

8933 8934 8935 B936 

B945 8946 8947 8948 

8957 B958 8959 8960 

8969 8970 8971 B972 

8981 8982 8983 8984 

8993 8994 8995 8996 

81005 81006 81007 81008 

81017 81018 81019 81020 

81029 81030 B1031 81032 



^ Qa Qs Qsi 



8549 


8550 


8551 


8552 


B561 


8562 


8563 


8564 


8573 


8574 


8575 


8576 


8585 "3586 


8587 


8588 


8597 


8598 


8599 


8600 


8609 


8610 


8611 


8612 


8621 


8622 


8623 


8624 


8633 


B634 


8635 


8636 


8645 


8646 


8647 


8648 


8657 


8658 


B659 




8669 


8670 


Bfi71 




8781 


8782 




Of 0*f 


8793 


8794 


Of 99 


RTQft 


8805 


8806 




RftAA 
DOUD 


8817 


8818 


RA1Q 

DO 1 9 


OOC>\J 


8829 


8830 






8841 


8842 






8853 


8854 


8855 


B856 


8865 


8866 


8867 


8868 


8877 


8878 


8879 


8880 


8889 


8890 


8891 


8892 


8901 


B902 


8903 


8904 


B913 


B914 


8915 


8916 


B925 


8926 


8927 


8928 


8937 


8938 


8939 


8940 


8949 


B950 


8951 


8952 


8961 


8962 


8963 


8964 


B973 


8974 


8975 


8976 


8985 


B986 


8987 


8988 


B997 


8998 


8999 


81000 


81009 81010 81011 


81012 


81021 


B1022 81023 81024 


81033 81034 B1035 81036 
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B1037 B1038 B1039 B1040 B1041 B1042 B1043 81044 B1045 B1046 B1047 B1048 
B1049 B1050 B1051 B1052 B1053 B1054 B1055 B1056 B1057 B1058 B1059 B1060 
B1061 B1062 B1063 B1064 B1065 B1066 B1067 B1068 B1069 B1070 B1071 B1072 
B1073 B1074 B1075 B1076 B1077 B1078 B1079 B1080 B108i'"b1082 B1083 



Table 11: Compounds of formula Ik: 




bi 


82 


B3 


B4 


85 


B6 


B7 


B8 


89 


BIO 


811 


B12 


813 


814 


815 


B16 


817 


B18 


819 


820 


B21 


B22 


823 


824 


B25 


826 


827 


B28 


829 


B30 


831 


B32 


B33 


B34 


835 


836 


837 


838 


839 


B40 


B41 


B42 


843 


844 


B45 


B46 


847 


848 


849 


850 


851 


B52 


B53 


854 


855 


856 


B57 


858 


859 


860 


861 


862 


863 


864 


B65 


866 


867 


868 


B69 


B70 


871 


872 


873 


874 


875 


876 


B77 


B78 


B79 


880 


B81 


B82 


883 


884 


885 


886 


887 


888 


B89 


B90 


891 


892 


B93 


894 


895 


896 


897 


898 


899 


8100 


B101 


B102 


8103 


81 04 


8105 


8106 


8107 


8108 


B109 


8110 


8111 


B112 


8113 


B114 


8115 


B116 


B117 


8118 


8119 


8120 


B121 


B122 


8123 


81 24 


8125 


B126 


8127 


B128 


B129 


B130 


8131 


8132 


B133 


B134 


B135 


B136 


8137 


8138 


8139 


8140 


Bi41 


8142 


8143 


8144 


B145 


B146 


B147 


B148 


B149 


B150 


8151 


B152 


8153 


8154 


8155 


8156 


B157 


B158 


8159 


B160 


8161 


B162 


8163 


81 64 


81 65 


8166 


8167 


8168 


B169 


B170 


B171 


B172 


B173 


8174 


8175 


B176 


8177 


8178 


8179 


8180 


B181 


B182 


8183 


B184 


B185 


8186 


8187 


8188 


8189 


8190 


8191 


8192 


B193 


B194 


B195 


8196 


B197 


8198 


8199 


B200 


8201 


8202 


8203 


8204 


B205 


B206 


8207 


8208 


B209 


8210 


8211 


B212 


8213 


8214 


8215 


8216 


B217 


B218 


B219 


B220 


B221 


8222 


8223 


B224 


8225 


B226 


8227 


8228 


B229 


B230. 


..^31 


B232 


B233 


B234 


8235 


B236 


B237 


8238 


8239 


8240 



wo 01/54501 



PCT/EPGl/00720 



M3 






ida 








B244 






B255 


B256 








B268 




B278 


B279 


B280 


ROM 


B290 




B292 






DOUO 


R!W1 

DOw^ 


D010 


DO l*r 


Rsm 

DO lO 


DO ID 


DO^D 


DQOfi 
DOZO 


DO£f 


R.'MR 
D04C0 


DOO*7 

t5oo7 


DQOQ 

DOOO 


D009 


dohU 




DOOU 


DOC*! 
DOOl 


DO CO 


DOOl 


dod2 


DODO 


DOD4 


B373 


d374 


Do75 


do7d 


B385 


B386 


B387 


d388 


B397 


B398 


B399 


B400 


B409 


B410 


8411 


B412 


B421 


B422 


B423 


B424 


d433 


d434 


B43o 


d43d 


d445 


d44o 


d447 


OA AO 

d44o 


B4o/ 


D40o 


D40i7 


d4DU 






RATI 


RATO 


DHO I 


RARO 
D^Oi^ 


RAQQ 
D^OO 


RAAA 




D*»57*f 




RAQA 






DOVr 


DOUO 


RR17 
DO 1 / 


DO lO 


DO 1^ 


DO^w 




DOOU . 


DOO 1 


DOO^ 




DOH^ 


DO*fO 


RCAA 


B553 


B554 


8555 


B556 


B565 


B566 


8567 


B568 


B577 


B578 


8579 


B580 


B589 


B590 


8591 


8592 


B601 


B602 


8603 


B604 


B613 


B614 


8615 


8616 


B625 


8626. 


.8627 


8628 



-183- 







Ma 


Ma 






^47 


^48 


B257 


B258 


B259 


B260 


B269 


B270 


B271 


B272 


B281 


B282 


B283 


B284 


B293 


B294 




B296 

L/C. ^ V 




0OVV 


B307 


B308 


DO 1 f 


DO lO 


R5)1Q 

DO 19 


DO^U 


RMO 


DOOU 


DOO 1 


RA^ 
DOO£ 


ROAi 

DO*H 


KJOH4^ 


RQAQ 
D040 


RQAA 


DOOO 


D004 


ROCK 

Dodo 


. DODO 


DODO 


OODD 


D007 


d3oo 


DoTT 


8o7o 


8379 


DO'OA 

DOOU 


8389 


8390 


DOA4 

8391 


Bono 
8392 


8401 


8402 


D>l AO 

8403 


DilAil 

8404 


8413 


8414 


8415 


OA 4 A 
841 O 


d425 


8426 


8427 


d42o 


d4o7 


d4oo 


d4o9 


OA Af\ 

d440 


D44y 


d4oO 


D4o1 


d40^ 


RAAi 


RAP9 


RAAQ 
DhDO 


RAAA 


RAT** 
D*ff O 


RA7A 


RA7t^ 


RA7A 


RAA<^ 


RAfiR 
DfOO 


RAft7 


RAAA 


RAQ7 


Df 


RAQQ 


DOVU 


Rf^OQ 
DOU«7 


Rmn 

DO 1 U 


DO 1 1 


Rmp 

DO l4& 




R*%22 


Dw£0 


R^24 




Rf>5tl 

DOOf 


DOOO 


DOOU 


DO*rO 


R^R 

DO*tO 


Rf^A7 

DOHr 


RfvAfi 

DO*tO 


8557 


B558 


8559 


B560 


8569 


B570 


8571 


B572 


8581 


B582 


8583 


B584 


8593 


8594 


8595 


B596 


B605 


8606 


8607 


B608 


8617 


861 8 


8619 


B620 


8629 


8630 


8631 


B632 



















8249 


B250 


8251 


8252 


8261 


8262 


8263 


8264 


8273 


8274 


8275 


8276 


B285 8286 


8287 


8288 


B297 


B298 


8299 


8300 


B309 


B310 


8311 


B312. 


8321 


B322 


8323 


B324 


B333 


B334 


8335 


8336 


B345 


B346 


8347 


8348 


B357 




8359 


8360 


B5)69 

DOD9 




8371 


8372 


R5V)1 




8383 


8384 




RQQA 


8395 


8396 


B405 


B406 


8407 


8408 


B417 


B418 


8419 


8420 


8429 


8430 


8431 


8432 


8441 


8442 


8443 


8444 


8453 


8454 


8455 


8456 


B465 


8466 


B467 


8468 


8477 


B478 


8479 


B480 


8489 


B490 


8491 


8492 


DOU 1 


Rf^no 

DOU^ 


8503 


8504 


8513 


8514 


851 5 


8516 


8525 


8526 


8527 


8528 


8537 


8538 


8539 


8540 


8549 


8550 


8551 


8552 


8561 


8562 


8563 


8564 


8573 


8574 


8575 


8576 


B585 


8586 


8587 


8588 


8597 


8598 


B599 


8600 


8609 


8610 


8611 


8612 


8621 


B622 


8623 


8624 


8633 


8634 


8635 


8636 
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B637 B638 B639 B640 B641 B642 B643 B644 B645 8646 B647 B648 
B649 B650 B651 B652 B653 B654 B655 B656 B657 8658 8659 B660 
B661 B662 B663 B664 B665 B666 B667 B668 B669 8670 B671 B672 
B773 B774 B775 B776 B777 B778 B779 B780 8781^8782 B783 8784 
B785 B786 8787 B788 B789 B790 8791 8792 8793 8794 B795 8796 
8797 8798 8799 B800 8801 B802 8803 8804 8805 8806 B807 8808 
8809 B810 8811 B812 8813 B814 8815 8816 8817 8818 B819 B820 
8821 8822 8823 B824 8825 B826 8827 8828 8829 8830 B831 B832 
8833 8834 8835 B836 B837 B838 8839 8840 8841 8842 B843 B844 
8845 8846 B847 B848 B849 B850 8851 B852 8853 8854 B855 B856 
8857 B858 8859 B860 B861 B862 8863 B864" 8865 8866 B867 B868 
8869 B870 B871 B872 B873 B874 8875 B876 8877 8878 B879 B880 
8881 B882 8883 B884 8885 8886 B887 B888 8889 8890 B891 8892 
8893 B894 8895 B896 B897 B898 8899 8900 8901 8902 8903 B904 
8905 8906 8907 8908 8909 8910 8911 8912 8913 8914 8915 8916 
8917 8918 B919 8920 8921 8922 8923 8924 8925 B926 8927 8928 
8929 8930 8931 8932 8933 8934 8935 8936 8937 8938 8939 8940 
8941 8942 8943 8944 8945 8946 8947 8948 8949 8950 8951 8952 
8953 8954 8955 8956 8957 8958 8959 8960 8961 8962 8963 8964 
8965 8966 B967 8968 8969 8970 8971 8972 8973 8974 8975 8976 
8977 8978 B979 8980 8981 8982 8983 8984 8985 8986 B987 8988 
8989 8990 8991 8992 8993 8994 8995 8996 8997 B998 8999 81000 
81001 B1002 81003 81004 81005 B1006 81007 81008 81009 B1010 81011 81012 
B1013 81014 81015 81016 81017 B1018 81019 81020 81021 B1022 81023 81024 
B1025 81026 81027 81028 81029 B1030 B1031 81032 81033 81034 81035 81036 
81037 81038 B1039 81040 81041 81042 81043 81044 81045 B1046 81047 B1048 
81049 B1050 81051 81052 81053 81054 81055 81056 81057 B1058 81059 B1060 
81061 81062 81063 81064 81065 81066 B1067 81068 81069 B1070 81071 81072 
81073 81074 B1075 81076 81077 81078 81079 81080 81081 81082 81083 

Table 12: Oompounds of formula Im: 
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o 

c 


(Im) 


































Qa 


Qi 




Sa 


Qi 


Ss 


r\ 

S3 








Ua 


2a 


B1 


B2 


B3 


d4 


DC 

d5 


DO 

DO 


d7 


DO 




DlO 


Dll 


d12 


B13 


B14 


B15 


Bio 


B17 


BIB 


819 


DOA 


821 


DOA 

B22 


DAO 

823 


DAil 

824 


B25 


B26 


827 


AAA 

B28 


BAA 

1^9 


830 


DA4 

831 


BAA. 

B32 


BAA 

833 


DA^ 

834 


DAP 

835 


Da A 

836 


837 


838 . 


839 


B40 


841 


842 


843 


B ^ A 

844 


B A P 

845 


846 


B 

847 


848 


B49 


850 


851 


B52 


863 


854 


855 


856 


BfJ 

857 


858 


. 859 


860 


861 


862 


863 


B64 


865 


866 


867 


BAA 

868 


869 


870 


871 


872 


873 


874 


875' 


B76 


877 


878 


879 


880 


881 


882 


883 


884 


885 


886 


887 


888 


889 


890 


891 


892 


893 


894 


895 


896 


897 


898 


899 


8100 


8101 


8102 


8103 


8104 


8105 


8106 


8107 


8108 


8109 


8110 


8111 


8112 


8113 


8114 


8115 


8116 


8117 


8118 


8119 


8120 


8121 


8122 


8123 


8124 


8125 


8126 


8127 


8128 


8129 


8130 


8131 


8132 


8133 


8134 


8135 


8136 


8137 


8138 


8139 


8140 


8141 


8142 


8143 


8144 


8145 


8146 


8147 


8148 


8149 


8150 


8151 


8152 


8153 


8154 


81 55 


8156 


8157 


8158 


8159 


8160 


8161 


8162 


8163 


8164 


8165 


81 66 


B4 A^ 

8167 


B4 AA 

8168 


8169 


8170 


8171 


8172 


8173 


B^ 

8174 


Bii 

8175 


^A 

8176 


B^ 

8177 


B178 


B4*VA 

8179 


D4 OA 

8180 


81 81 


8182 


8183 


Bit A A 

8184 


8185 


B4 AA 

8186 


n4 A*9 

8187 


OA 

8188 


BiA AA 

8189 


AA 

B190 


8191 


D4 AA 

8192 


B193 


8194 


AP 

B195 


B4 A0 

8196 


B4 A "J 

8197 


B4 AA 

8198 


AA 

B199 


B200 


DBA 4 

8201 


DAAA 


BAAA 

p20o 


8204 


d205 


B20d 


dZ07 


B208 


BAAA 

B209 


D04 A 

8210 


B211 


D040 

dZ12 


D04 4 

821 o 


D04 A 




CIO<tO 
D^lO 


d2i7 


B21B 


B219 


B220 


DAB 4 

B221 


BAAA 

8222 


B223 


BZZA 


BAAC 

8225 




d227 




d229 


B230 


B231 


B232 


DAAA 

8233 


8234 


B235 


BZ3d 


Baa^ 

B237 






DO VIA 
D^40 


B241 


B242 


B243 


8244 


8245 


8246 


8247 


8248 


8249 


B250 


8251 


8252 


B253 


8254 


B255 


8256 


8257 


8258 


8259 


8260 


8261 


B262 


8263 


8264 


B265 


8266 


8267 


8268 


8269 


8270 


8271 


8272 


8273 


B274 


B275 


8276 


B277 


8278 


8279 


8280 


8281 


8282 


8283 


8284 


8285 


B286 


8287 


8288 


B28g 


8290 


8291 


8292 


8293 


8294 


8295 


8296 


8297 


B298 


8299 


8300 


B301 


8302 


8303 


8304 


8305 


8306 


8307 


8308 


B309 


B310 


B311 


8312 


B313 


B314 


B315 


8316 


8317 


8318 


8319 


8320 


B321 


8322 


8323 


8324 



wo 01/54501 



•186- 



PCT/EPOl/00720 





Qa 










Qa 




Qa 


03 




Qa 


B325 


8326 


8327 


8328 


8329 


8330 


8331 


8332 


8333 


B334 


8335 


8336 


B337 


8338 


8339 


8340 


8341 


8342 


8343 


8344 


8345 


8346 


8347 


8348 


B349 


8350 


8351 


8352 


8353 


8354 


8355 


8356 


8357 


8358 


8359 


8360 


B361 


8362 


8363 


8364 


8365 


8366 


8367 


8368 


B369 8370 


8371 


B372 


B373 


8374 


8375 


8376 


8377 


8378 


8379 


8380 


DOOl 




8383 


8384 


B385 


8386 


8387 


8388 


8389 


8390 


8391 


8392 




d394 


8395 


8396 


6397 


8398 


8399 


.8400 


8401 


8402 


8403 


8404 


B405 


B406 


8407 


8408 


B409 


8410 


8411 


8412 


8413 


8414 


8415 


8416 


B417 


B418 


8419 


8420 


B421 


8422 


8423 


8424 


8425 


8426 


8427 


8428 


B429 


B430 


8431 


8432 


B433 


8434 


8435 


8436 


8437 


8438 


8439 


'■ 8440 


B441 


B442 


8443 


8444 


B445 


8446 


8447 


8448 


8449 


8450 


8451 


8452 


B453 


B454 


8455 


8456 


B457 


8458 


8459 


8460 


8461 


8462 


8463 


8464 


B465 


B466 


8467 


8468 


B469 


8470 


8471 


8472 


8473 


8474 


8475 


8476 


B477 


B478 


8479 


8480 


B481 


8482 


8483 


8484 


8485 


8486 


8487 


8488 


B489 


B490 


8491 


8492 


B493 


8494 


8495 


8496 


8497 


8498 


8499 


8500 


B501 


B502 


8503 


8504 


B505 


8506 


8507 


8508 


8509 


8510 


8511 


8512 


B513 


B514 


B515 


8516 


B517 


8518 


8519 


8520 


8521 


8522 


8523 


8524 


B525 


B526 


8527 


8528 


B529 


8530 


8531 


8532 


8533 


8534 


8535 


8536 


d537 


B538 


8539 


8540 


B541 


B542 


8543 


8544 


8545 


8546 


8547 


8548 


QIZAit 


DOOO 


8551 


8552 


B553 


B554 


8555 


8556 


8557 


8558 


8559 


B560 


DODi 




8563 


8564 


B565 


8566 


8567 


8568 


8569 


8570 


8571 


8572 


DO/O 


DO/4 


8575 


8576 


B677 


B578 


8579 


8580 


8581 


8582 


8583 


B584 


B585 


8586 


8587 


8588 


B589 


8590 


8591 


8592 


B593 


8594 


8595 


8596 


8597 


8598 


8599 


8600 


B601 


8602 


B603 


8604 


8605 


8606 


8607 


8608 


8609 


8610 


8611 


8612 


B613 


8614 


8615 


8616 


8617 


8618 


8619 


8620 


8621 


8622 


8623 


8624 


B625 


B626 


B627 


8628 


8629 


8630 


8631 


8632 


8633 


8634 


8635 


8636 


B637 


8638 


8639 


8640 


8641 


8642 


8643 


8644 


8645 


8646 


8647 


8648 


B649 


8650 


B651 


8652 


8653 


8654 


8655 


8656 


8657 


8658 


B659 


8660 


B661 


8662 


B663 


B664 


8665 


8666 


8667 


8668 


8669 


8670 


B671 


8672 


B773 


8774 


8775 


8776 


8777 


B778 


8779 


B780 


8781 


8782 


B783 


8784 


B785 


B7B6 


B787 


8788 


8789 


8790 


8791 


8792 


8793 


8794 


B795 


B796 


B797 


8798 


B799 


8800 


8801 


8802 


8803 


8804 


8805 


8806 


8807 


B808 


B809 


8810 


B811 


8812 


8813 


8814 


8815 


8816 


8817 


8818 


8819 


8820 



wo 01/54501 PCT/EPOl/00720 

-187- 



















Qa 


Qa 






B821 


B822 


8823 


B824 


8825 


8826 


8827 


8828 


B829 


8830 


8831 


8832 


B833 


8834 


8835 


8836 


8837 


8838 


8839 


8840 


8841 


8842 


8843 


8844 


B845 


8846 


8847 


8848 


8849 


8850 


8851 


8852 


8853 


8854 


8855 


B856 


B857 


8858 


8859 


8860 


8861 . 


8862 


8863 


8864 


8865 


"8866 


8867 


B868 


B869 


8870 


8871 


8872 


8873 


8874 


8875 


8876 


8877 


8878 


8879 


8880 


B881 


8882 


B883 


8884 


8885 


8886 


8887 


8888 


8889 


8890 


8891 


8892 


B893 


8894 


B895 


8896 


8897 


8898 


8899 


8900 


8901 


8902 


B903 


8904 


BSCS 


8906 


8907 


8908 


.8909 


8910 


8911 


8912 


8913 


8914 


8915 


8916 


B917 


8918 


B919 


8920 


8921 


8922 


8923 


8924 


8925 


8926 


8927 


8928 


B929 


B930 


8931 


B932 


8933 


8934 


8935 


8936 


8937 


8938 


8939 


8940 


B941 


B942 


8943 


B944 


8945 


8946 


8947 


8948 


8949 


8950 


8951 


8952 


B953 


B954 


B955 


B956 


8957 


8958 


B959 


8960 


8961 


89^ 


8963 


8964 


B965 


8966 


B967 


8968 


8969 


8970 


8971 


8972 


8973 


8974 


8975 


8976 


B977 


8978 


B979 


B980 


8981 


8982 


8983 


8984 


8985 


8986 


8987 


8988 


B989 


8990 


B991 


B992 


8993 


8994 


B995 


8996 


8997 


8998 


8999 


81 000 


B1001 


81002 B1003 


81 004 


B1005 81006 


B1007 81008 B1009 81010 


81011 


81012 


B1013 B1014 B1015 B1016 B1017 81018 


B1019 


B1020 


81021 


81022 




D-l iV>>f 
DIO24 


81025 


B1026 


B1027 


B1028 


B1029 


81030 


B1031 


B1032 


B1033 


81034 


81035 


B1036 


B1037 


81038 


81039 


B1040 


81 041 


81042 


B1043 


81 044 


B1045 81046 


81047 


81 048 


81049 


81050 


B1051 


81052 


81053 


81 054 


B1055 


B1056 


81057 81058 


81059 


81 060 


B1061 


81062 


81063 B1064 B1065 81066 


81 067 


81 068 


B1069 


81070 


81071 


81072 


B1073 B1074 B1075 B1076 B1077 81078 


81079 81080 81081 


81082 


81083 




Table 13: Comoounds of formula In: 






























(In) 
















FjCIC 




CH3 












& 




& 










Sk 


& 


Qa 


& 


B1 


82 


83 


84 


85 


86 


87 


88 


89 


810 


811 


812 


813 


814 


815 


816 


817 


818 


819 


820 


821 


822 


823 


824 



wo 01/54501 



-188- 



PCT/EPOl/00720 







Qs 




B25 


826 


B27 


828 


B37 


838 


839 


840 


B49 


850 


851 


852 


B61 


862 


863 


864 


B73 


B74 


875 


876 


B85 


886 


887 


888 


B97 


898 


899 


8100 


8109 


B110 


Bill 


81 12 


B121 


8122 


B123 


8124 


8133 


8134 


B135 


B136 


8145 


8146 


B147 


B148 


B157 


8158 


w 1 w9 


RIRO 


8169 


B170 


R171 


f ^ 


B181 


B182 


B1ft5) 
O 1 oo 


D IO*T 


B193 


B194 


Bids 


B1 Qfi 


B205 


8206 


BP07 




B217 


821 8 


B219 




8229 


8230 


B231 


B232 


B241 


8242 


. 8243 


B244 


8253 


8254 


8255 


B256 


8265 


8266 


8267 


8268 


8277 


8278 


8279 


8280 


8289 


8290 


8291 


8292 


8301 


8302 


8303 


8304 


B313 


8314 


8315 


6316 


8325 


8326 


8327 


B328 


8337 


B338 


B339 




8349 


8350 


8351 


8352 


8361 


8362 


8363 


8364 


B373 


B374 


B375 


B376 


B3B5 


B386 


8387 


8388 


8397 


8398 


B399 


B400 


8409 


B410.. 


.841 1 


8412 











829 


830 


831 


B32 


841 


842 


843 


B44 


853 


854 


855 


856 


865 


866 


867 


B68 


877 


878 


879 


880 

www 


889 


890 


B91 


BQ2 


8101 


B102 


O 1 WW 


RIOA 

D 1 U^r 


BUS 


Blld 


Rim 


RI 1ft 
D 1 ID 












D lOD 








Ri<;n 

D lOU 


R1 l^i 




D ID 1 


R1AO 


Ri 

DIDO 


RI Ail 


Ri7Q 


D1 /4 


RI 7K 


Dl70 


Fti fir: 


E>1 OD 


RH Q7 


Dl OO 


R1Q7 




RICMI 
D 1^ 


KUO 






ROi i 


d212 








ROOVl 








D^OO 






R047 


ROilfi 










B269 


B270 


R271 




8281 


B282 


B2fi^ 




8293 


8294 


B295 


B2QR 


8305 


B306 


B307 




8317 


8318 


8319 


8320 


8329 


8330 


8331 


B332 


Do4 1 




o34o 


B344 


8353 


8354 


8355 


B356 


8365 


8366 


8367 


8368 


6377 


8378 


8379 


8380 


8389 


8390 


8391 


8392 


8401 


8402 


8403 


8404 


8413 


8414 


8415 


8416 











833 


834 


835 


836 


B45 


846 


847 


848 


857 


858 


859 


860 


B69 ^ 870 


871 


872 


881 


882 


883 


884 


893 


894 


895 


696 


BIOS 


8106 


B107 


8108 


8117 


B118 


8119 


8120 


B129 

W 1 &W 


D 1 wU 


8131 


8132 


8141 


B149 


8143 


8144 


81 53 

W 1 WW 


w 1 w*r 


B155 


8156 


8165 

W 1 VW 


Blfil^ 

D 1 Ow 


81 67 


8168 


8177 


B17fi 

D 1 r O 


8179 


8180 


B189 

V 1 Ow 




8191 


8192 


8201 

UbW 1 


B209 


8203 


8204 


8213 


8214 


8215 


8216 


8225 


B226 


8227 


8228 


8237 


B238 


B239 


B240 


8249 


B250 


8251 


B252 


8261 


B262 


B263 


8264 


8273 


B274 


8275 


8276 


ROftc; 

D^OO 




8287 


8288 


8297 


8298 


8299 


8300 


8309 


8310 


8311 


8312 


8321 


8322 


8323 


B324 


8333 


8334 


B335 


8336 


8345 


8346 


8347 


8348 


8357 


8358 


8359 


8360 


8369 


8370 


8371 


B372 


8381 


8382 


8383 


B384 


8393 


8394 


B395 


B396 


8405 


8406 


B407 


8408 


8417 


8418 


8419 


8420 



wo 01/54501 









Qa 


B421 


B422 


8423 


8424 


B433 


B434 


8435 


8436 


B445 


B446 


8447 


8448 


B457 


B458 


8459 


8460 


B469 


B470 


8471 


8472 


B481 


B482 


8483 


8484 


B493 


B494 


8495 


8496 


B505 


B506 


8507 


8508 


B517 


B518 


851 9 


8520 


B529 


B530 


B531 


B532 


B541 


B542 


8543 


8544 


B553 


B554 


8555 


8556 


B565 


B566 


8567 


8568 


B577 


B578 


8579 


8580 


B589 


B590 


8591 


8592 


B601 


B602 


8603 


8604 


B613 


B614 


8615 


8616 


B625 


B626 


8627 


8628 


B637 


B638 


8639 


8640 


B649 


B650 


8651 


8652 


B661 


B662 


8663 


8664 


B773 


B774 


8775 


8776 


B785 


B786 


8787 


8788 


B797 


B798 


8799 


8800 


B809 


B810 


8811 


8812 


B821 


B822 


8823 


8824 


B833 


B834 


8835 


B836 


B845 


B846 


8847 


8848 


B857 


8858 


8859 


8860 


B869 


8870 


8871 


8872 


B881 


8882 


8883 


8884 


B893 


8894 


8895 


8896 


B905 


8906 


8907 


8908 



-189- 



03 




Qa 




8425 


8426 


B427 


8428 


8437 


8438 


8439 


8440 


8449 


8450 


8451 


8452 


8461 


8462 


8463 


8464 


8473 


8474 


B475 


8476 


B485 


B486 


B487 


. B488 


8497 


B498 


8499 


8500 


8509 


B510 


8511 


8512 


8521 


8522 


8523 


8524 


B533 


B534 


8535 


B536 


8545 


B546 


8547 


8548 


8557 


B558 


8559 


8560 


8569 


8570 


8571 


8572 


8581 


8582 


8583 


B584 


8593 


8594 


8595 


B596 


8605 


8606 


8607 


8608 


8617 


8618 


8619 


8620 


8^9 


8630 


8631 


8632 


8641 


B642 


8643 


8644 


8653 


B654 


8655 


8656 


8665 


8666 


8667 


B668 


8777 


8778 


8779 


8780 


8789 


B790 


8791 


8792 


8801 


B802 


B803 


8804 


8813 


8814 


B815 


8816 


8825 


8826 


8827 


8828 


B837 


8838 


B8S9 


B840 


B849 


8850 


8851 


8852 


B861 


8862 


8863 


8864 


8873 


8874 


8875 


8876 


8885 


8886 


8887 


8888 


B897 


8898 


8899 


8900 


8909 


8910 


8911 


8912 



PCT/EPOl/00720 



Qa Q3 

8429 8430 8431 8432 

B441 8442 8443 8444 

8453 8454 8455 8456 

8465 "B466 8467 8468 

8477 8478 8479 8480 

8489 B490 8491 8492 

8501 B502 8503 8504 

8513 8514 8515 8516 

8525 8526 8527 8528 

8537 8538 8539 8540 

8549 8550 8551 B552 

8561 B562 B563 B564 

8573 8574 8575 8576 

8585 8586 8587 8588 

8597 8598 8599 B600 

8609 8610 B611 8612 

B621 8622 8623 8624 

8633 8634 8635 8636 

8645 8646 8647 8648 

8657 8658 8659 B660 

8669 B670 B671 B672 

8781 8782 8783 8784 

8793 8794 8795 8796 

8805 8806 8807 8808 

8817 8818 8819 8820 

8829 8830 8831 8832 

8841 8842 8843 6844 

8853 B854 8855 8856 

8865 8866 8867 8868 

8877 8878 8879 8880 

8889 B890 8891 8892 

8901 B902 8903 8904 

8913 B914 8915 8916 



wo 01/54501 



PCT/EPOl/00720 



-190- 































Qs 




















B917 


B918 


B919 


8920 


8921 


8922 


8923 


B924 


B925 


8926 


8927 


8928 


B929 


B930 


8931 


8932 


8933 


8934 


8935 


8936 


8937 


8938 


8939 


8940 


B941 


B942 


8943 


8944 


8945 


8946 


8947 


8948 


8949 B950 


8951 


8952 


B953 


B954 


8955 


B956 


8957 


8958 


8959 


8960 


8961*^8962 


8963 


8964 


B965 


B966 


B967 


8968 


8969 


B970 


8971 


8972 


8973 


8974 


8975 


8976 


B977 


B978 


8979 


8980 


8981 


8982 


8983 


8984 


8985 


B986 


8987 


8988 


B989 


B990 


8991 


8992 


8993 


8994 


8995 


B996 


8997 


8998 


8999 


81000 


B1001 


B1002 


81003 B1004 B1005 


81006 


81007 81008 81009 


B1010 


81011 


81012 


B1013 81014 


81015 81016 81017 


DlUlO 


81019 81020 


81021 


B1022 




B1024 


B1025 B1026 


81027 B1028 B1029 


B1030 


B1031 


81032 81033 


B1034 


81035 


81036 


B1037 B1038 


B1039 81040 81041 


B1042 


81043 81044 81045 


D1U40 


B1047 


B1048 


B1049 B1050 


B1051. 


B1052 81053 


81054 


B1055 B1056 B1057 


B1058 


B1059 


B1060 


B1061 


Bioe2 


81063 B1064 81065 


B1066 


81067 81068 B1069 


B1070 


81071 


81072 


B1073 B1074 


B1075 B1076 B1077 


81 078 


81079 B1080 B1081 


B1082 


81083 




• 

Table 14: Cotnoounds of fonnula lo: 




O 






















r 




Pa (lo) 




















CH, 












Oa 


Qa 




Qi 




Qa 


Qa 


& 




Qa 


& 


B1 


B2 


83 


B4 


85 


86 


87 


88 


89 


BIO 


811 


812 


B13 


B14 


815 


816 


817 


818 


819 


820 


B21 


822 


823 


824 


B25 


B26 


827 


828 


B29 


830 


831 


832 


833 


B34 


835 


836 


B37 


838 


B39 


B40 


B41 


842 


843 


B44 


845 


846 


847 


848 


B49 


B50 


851 


852 


B53 


854 


855 


B56 


B57 


858 


859 


860 


B61 


B62 


863 


864 


B65 


866 


867 


868 


869 


870 


871 


872 


B73 


B74 


B75 


876 


B77 


878 


B79 


880 


B81 


682 


883 


884 


B85 


B86 


887 


888 


889 


890 


891 


B92 


893 


894 


B95 


896 


B97 


B98 


B99 


B100 


8101 


8102 


8103 


B104 


8105 


8106 


8107 


8108 


B109 


81 10 


Bill 


8112 


8113 


8114 


8115 


8116 


B117 


8118 


8119 


8120 



WO01/54S01 



PCT/EP0]y00720 



-191 - 





Ma 








MS 


M3 




Qa 


M3 






B121 


8122 


8123 


8124 


8125 


8126 


8127 


8128 


8129 


8130 


B131 

w 1 w ■ 


B132 


B133 


8134 


8135 


8136 


8137 


8138 


8139 


8140 


8141 


B142 


8143 


8144 


B145 


8146 


81 47 


8148 


8149 


8150 


8151 


8152 


8153 


B154 


8155 


8156 


8157 


8158 


8159 


8160 


8161 


8162 


8163 


8164 


8165 


81 66 


8167 


8168 


81 69 


8170 


8171 


8172 


8173 


B174 


8175 


8176 


8177 


8178 


8179 

w 1 # w 


B180 

k# 1 %Jw 


8181 


8182 


B183 


81 84 


B185 


81 86 


8187 


8188 


8189 

• WW 


B190 

In* 1 WW 


8191 

D 1 w ■ 


R1QO 

D 1 Wb 


81 93 


8194 


B195 


B196 


B197 

W 1 W# 


B198 

U 1 w W 


8199 

U 1 WW 


8200 

WbWW 


8201 


B202 

k/<S>W& 


R2n^ 

Di&UO 


RPfid 
D^Vf 


B205 


B2D6 


B207 


B208 


B209 


R^IO 


B211 


B212 


8213 


R21A 


Rom 

D£ lO 


D^ ID 


1 f 








R291 




R29^ 

Di^O 


RP2A 

Dfcfc*r 


Dfc^O 


R22A 


R007 


ROOA 




R^^ 


R9^1 


R9V 


R9<^ 

DiCOO 


ROQA 
D^O*f 


R9^^ 

D^OO 


R9^ft 
DC.OO 


R2^7 
Di£0/ 


RO^ 


ROQQ 

D^09 


ROAA 


1 




ROAQ 


ROAd 


D4C4D 


R9AA 


ROAT 


ROAA 


ROAQ 


ROM 


Roei 


ROCO 


ROM 








RORT 


RORQ 


R9I«0 
D£09 


D&DU 


ROA1 


ROAO 


ROAO 


ROOX 








UOO 


d2d9 


dZ70 




Q0T70 


R070 

tlc7o 


DZ74 


dZ75 


DQ*70 

dZ7d 






d279 




dZoI 


DOOO 


DOOO 

d2oo 


dZo4 


DOQC 


DOOO 

d2oo 


d2o7 


d2oo 


DOQO 


• 




DOQO 




ROO>I 


ROOC 


ROOC 


ROO"7 


DOOO 


d299 


DO/\rt 
DOOO 


DOU 1 




DOUO 




DoUD 


DOUO 


DOU/ 


Dono 

DOVO 


Rono 

DOUc7 


ROiO 
DOllI 


DOl 1 


D0-4O 
DOltfC 


DolO 




DO lO 


DO ID 


RQi 7 
DOl f 


RQi fi 
DO lO 


DO 1^ 


Roon 

DOZU 


ROOi 


DOOO 


ROOO 
DO^O 


DO^A 








DO^O 




DOOU 


DoO 1 


ROQO 
DOO^ 


ROOO 


DOOH 


DOOO 


DOOO 


DOOf 






DOHii 


DOH 1 


R'^O 
DO*r^ 


DO*fO 


DO*r*r 


DO^O 


DOfO 


R*^7 
DO*t/ 


D0**0 


B34Q 






R^ifiP 
DOw£ 


D090 


RfV^A 
DOQ*r 




DOOO 


DOO/ 


0000 


DOOi7 


DODvl 


B361 


B362 




[^OV/*T 


Rf^f^ 

DOOw 


DOV/vl 


DOU/ 


DOOO 


DOOw 


DO/ U 


R!^71 

DO/ 1 


DO/ 4u 


B373 


B374 


B375 


Rfi7R 

L^O/ U 


DO/ / 


DO/ O 


DO/ w 


DOOv 


DOO 1 


DOO^ 


DOOO 


DOO*T 


8385 


8386 


B387 


B388 


B389 


B390 


B391 


8392 

DOw^ 


DOwO 


DOw*t 


DO WW 


DOwO 


8397 


B398 


B399 


8400 


8401 


B402 


B403 

l-*"tww 


8404 




B406 


R4n7 




8409 


841 0 


8411 


8412 


B413 


B414 


8415 


8416 


B417 


B418 




B420 


8421 


8422 


B423 


B424 


B425 




B427 


Rd2A 

DH^O 


RAPQ 

D*TbW 


D*tOU 


D*tO I 


R4!^2 

D*tO^ 


d4oo 


d4o4 


d435 


d4oo 


d4o7 


8438 


8439 


B440 


8441 


B442 


B443 


8444 


8445 


8446 


8447 


B448 


8449 


8450 


8451 


8452 


8453 


B454 


B455 


8456 


8457 


8458 


8459 


8460 


8461 


8462 


8463 


8464 


8465 


B466 


B467 


8468 


8469 


8470 


8471 


8472 


8473 


8474 


8475 


8476 


8477 


B478 


B479 


8480 


8481 


8482 


8483 


8484 


8485 


8486 


8487 


8488 


8489 


8490 


B491 


8492 


8493 


8494 


8495 


8496 


8497 


8498 


8499 


8500 


8501 


B502 


B503 


8504 


8505 


8506. 


.8507 


8508 


8509 


8510 


8511 


8512 


8513 


B514 


8515 


8516 
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Qa 
















Qa 


Qa 




B517 


B518 


8519 


8520 


8521 


8522 


8523 


8524 


8525 


8526 


8527 


8528 


B529 


B530 


8531 


8532 


8533 


8534 


8535 


8536 


8537 


8538 


8539 


8540 


B541 


8542 


8543 


8544 


8545 


8546 


8547 


8548 


8549 


8550 


8551 


8552 


B553 


8554 


8555 


8556 


8557 


8558 


8559 


8560 


8561 


'"8562 


8563 


8564 


B565 


8566 


B567 


8568 


B569 


8570 


8571 


8572 


8573 


8574 


8575 


8576 


B577 


8578 


8579 


8580 


8581 


8582 


8583 


8584 


8585 


8586 


8587 


8588 


B589 


8590 


8591 


8592 


8593 


8594 


8595 


8596 


8597 


8598 


8599 


BfiOO 

www 


B601 


8602 


8603 


8604 


8605 


8606 


8607 


8608 


8609 


B610 

WW • W 


B611 


Rfi19 

DO 1^ 


B613 


8614 


8615 


861 6 


8617 


8618 


8619 


8620 


8621 


B622 






B625 


8626 


8627 


8628 


8629 


8630 


8631 

www 1 


' B632 


B633 




DQ09 


DOoD 


B637 


8638 


8639 


8640 


8641 


B642 


B643 








RAA7 
DO«f f 


tSOHO 


B649 


8650 


8651 


8652 


B653 


B654 


B655 






wDOO 


DOO9 


DOOU 


B661 


B662 


B663 


B664 


B665 


B666 


Bfifi7 




RMQ 


RATH 


RA7i 
DD/ 1 


8672 


B773 


B774 


B775 


B776 


B777 


B778 


B77Q 




R7ft1 
Df D1 


Of M 


D7QQ 


D/o4 


B785 


B786 


B787 


B788 


B789 


B790 


B7Q1 


B7QP 


R7Q^ 

Of \J0 




R7QI? 


R7oe 


B797 


B798 


B799 


B800 


B801 


B802 


B803 




OOUiJ 


DOwU 


RPA7 


DoUo 


8809 


B810 


B811 


B812 


B813 


8814 


8815 


8816 


Bai7 

0%J 1 f 


0\J 1 o 


DO 1 9 




B821 


B822 


B823 


B824 


B825 


B826 


8827 


8828 


8829 


B8^ 






B833 


B834 


B835 


B836 


8837 


8838 


8839 


8840 


8841 


8842 




DO**** 


B845 


B846 


B847 


B848 


8849 


8850 


8851 


8852 


8853 


8854 




OsJiJ\J 


B857 


B858 


B859 


B860 


8861 


8862 


8863 


8864 


8865 


8866 


8867 


8868 

wwwo 


B869 


B870 


B871 


B872 


8873 


8874 


8875 


8876 


8877 


8878 


B879 


B880 


B881 


B882 


8883 


B884 


8885 


8886 


8887 


8888 


8889 


8890 


8891 


8892 


B893 


B894 


B895 


B896 


8897 


8898 


8899 


8900 


8901 


8902 


8903 


B904 

Ww\^T 


8905 


B906 


B907 


B908 


8909 


8910 


8911 


8912 


8913 


8914 


8915 


8916 


B817 


8918 


8919 


B920 


8921 


8922 


8923 


8924 


8925 


8926 


B927 


8928 


B929 


8930 


8931 


8932 


B933 




8935 


8936 


8937 


8938 


8939 




5941 


8942 


8943 


8944 


8945 


B946 


8947 


8948 


8949 


8950 


B951 


B952 


B953 


8954 


8955 


8956 


8957 


B958 


8959 


8960 


8961 


8962 


B963 


8964 


8965 


8966 


8967 


8968 


8969 


8970 


8971 


8972 


8973 


8974 


B975 


B976 


8977 


8978 


8979 


8980 


B981 


8982 


8983 


8984 


B985 


8986 


8987 


8988 


8989 


8990 


8991 


8992 


8993 


8994 


8995 


8996 


8997 


8998 


8999 


81 000 


81001 


B1002. 


81003 81004 


81005 


81006 


81007 81008 81009 B1010 81011 


81 012 
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B1013 B1014 B1015 B1016 B1017 B1018 B1019 B1020 B1021 B1022 B1023 B1024 
B1025 B1026 B1027 B1028 B1029 B1030 B1031 B1032 B1033 B1034 B1035 B1036 
B1037 B1038 B1039 B1040 B1041 B1042 B1043 B1044 B1045 B1046 B1047 B1048 
B1049 B1050 B1051 B1052 B1053 B1054 B1055 B1056 B1057'°B1058 B1059 B1060 
B1061 B1062 B1063 B1064 B1065 B1066 81067 B1068 B1069 B1070 B1071 B1072 
B1073 B1074 B1075 B1076 B1077 B1078 B1079 B1080 B1081 B1082 B1083 

Table 15: Compounds of formula |p; 

O 

CFjCFjCFj-^N CH3 







Qa 


Q3 




Qa 


B1 


B2 


83 


84 


85 


86 


B13 


B14 


815 


B16 


817 


818 


B25 


B26 


827 


B28 


829 


BSD 


B37 


B38 


839 


840 


841 


B42 


B49 


B50 


851 


852 


853 


B54 


B61 


B62 


863. 


864 


865 


866 


B73 


B74 


B75 


876 


B77 


B78 


B85 


B86 


887 


888 


889 


890 


B97 


B98 


899 


8100 


8101 


B102 


B109 


B110 


Bill 


8112 


8113 


B114 


B121 


B122 


8123 


B124 


8125 


B126 


B133 


B134 


8135 


B136 


8137 


8138 


8145 


8146 


8147 


8148 


8149 


8150 


B157 


81 58 


8159 


8160 


B161 


8162 


B169 


8170 


8171 


81 72 


8173 


8174 


B181 


8182 


8183 


8184 


8185 


8186 


B193 


8194 


8195 


B196 


8197 


8198 







Qa 


Qa 


Qa 


Qa 


87 


88 


89 


810 


811 


B12 


819 


820 


821 


822 


823 


824 


831 


832 


833 


834 


835 


836 


843 


844 


845 


846 


847 


848 


855 


856 


857 


858 


859 


860 


867 


868 


869 


870 


871 


872 


879 


880 


881 


882 


883 


884 


891 


892 


893 


894 


895 


B96 


B103 


8104 


8105 


8106 


8107 


8108 


8115 


8116 


8117 


8118 


8119 


8120 


8127 


8128 


8129 


8130 


8131 


B132 


8139 


8140 


8141 


8142 


8143 


8144 


8151 


8152 


8153 


8154 


8155 


8156 


8163 


81 64 


8165 


8166 


81 67 


8168 


8175 


8176 


8177 


81 78 


B179 


8180 


8187 


8188 


8189 


8190 


B191 


8192 


8199 


8200 


8201 


8202 


8203 


8204 
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^ & & Qa ^ & 

B205 B206 K07 B208 B209 B210 

B217 B218 B219 B220 B22^ Rpgg 

B229 B230 8231 8232 8233 8234 

8241 8242 8243 8244 8245 B246 

B253 8254 6255 8256 8257 8258 

8265 8266 B2ff7 8268 B2GS 8270 

8277 8278 8279 8280 K81 8282 

8289 8290 8291 8292 B293 B294 

8301 8302 8303 8304 8305 8306 

8313 8314 8315 8316 8317 8318 

B325 B326 8327 B328 8329 8330 

B337 8338 8339 B340 8341 8342 

8349 8350 8351 8352 8353 8354 

8361 8362 8363 8364 8365 8366 

8373 8374 8375 8376 8377 8378 

8385 8386 8387 8388 8389 8390 

8397 8398 8399 8400 8401 8402 

8409 B410 8411 8412 8413 8414 

8421 8422 8423 8424 8425 8426 

8433 8434 8435 8436 8437 8438 

8445 8446 8447 8448 8449 8450 

B457 8458 8459 8460 8461 8462 

8469 8470 8471 8472 8473 8474 

8481 8482 8483 8484 8485 8486 

8493 8494 8495 8496 8497 8498 

B505 8506 8507 8508 8509 8510 

B517 8518 8519 8520 8521 B522 

8529 8530 8531 8532 8533 8534 

B541 8542 8543 B544 8545 B546 

B553 8554 B555 8556 B557 8558 

B565 8566 8567 8568 8569 8570 

B577 8578 8579 8580 8581 8582 

B589 859Q..B59j 8592 8593 8594 



at 








Ma 




B2U 


8212 


9213 


8214 


8215 




B223 


8224 


8225 


8226 


8227 




B235 


8236 


8237 


8238 


8239 




B247 


B248 


8249^8250 


B251 




B259 


8260 


B261 


8262 






B271 


8272 


8273 


8274 






B283 


8284 


8285 


8286 






8295 


8296 


8297 


^98 


R9QQ 


DOUU 


B307 


B308 


8309 


8310 




DOlif 


B319 




^1 


8322 


DQOO 


iSoZA 






8333 


8334 


DQoe 


DOOA 






8345 


8346 


DO>l*7 

Do47 


d34o 




DOOD 


8357 


8358- 


d3o9 


B360 


DOQf 


DOOo 


8369 


8370 


d371 


B372 


DO/ 9 


DOOU 


8381 


8382 


DOOO 
DOOO 


8384 






8393 


8394 


DOOC 
D090 


do9d 






8405 


8406 


d407 


d4Qo 


8415 


R41R 


8417 


8418 


RAi O 




8427 




8429 


8430 


RAQ1 


R>100 


8439 


8440 


B441 


B442 


RAdA 
D*KfO 


R4AA 


8451 


8452 


8453 


8454 




D*fOD 


8463 


8464 


8465 


B466 


Rdfi7 

D*fQf 


DO 


8475 


8476 


8477 


8478 




DHOW 


8487 


8488 


8489 


8490 


RAQ1 


Df %7i& 


8499 


8500 


8501 


B502 


R5(\^ 

Wwl/O 




8511 


8512 


8513 


B514 


R51^ 


1 0 






B525 


8526 


B527 


8528 


8535 


8536 


8537 


8538 


8539 


8540 


8547 


8548 


8549 


8550 


8551 


8552 


8559 


8560 


8561 


8562 


B563 


8564 


8571 


8572 


8573 


8574 


8575 


8576 


8583 


8584 


8585 


8586 


B587 


8588 


8595 


8596 


8597 


8598 


8599 


8600 
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Ma 




ids 




M3 


M3 












DDI/ 1 




B6Q3 


B604 


B605 

WWW 


B606 


B607 


8608 


8609 


B610 


8611 


8612 


DO lO 


RBI 4 


B615 

DO 1 \J 


B616 


B617 


8818 

WV I V 


861 9 


8620 


8621 


B622 


8623 


8624 


DD^O 




B627 


B628 


B629 


8630 


8631 


8632 


8633 8634 


8635 


8636 


DOO/ 


RB^ft 




B640 


B641 

W\^T 1 


8642 


8643 


8644 


8645 ^8646 


8647 


8648 




DUww 




B652 


B653 


B654 


8655 


8656 


8657 


8658 


8659 


8660 


DODI 


QCCO 
DOO£ 








B666 


B667 

www* 


8668 


8669 


8670 


8671 


B672 


Of to 


D/ /•t 


D# rO 


D/ f D 


R777 

Df # f 


R77fl 


B779 


B780 

Wr uw 


8781 


.8782 


8783 


8784 


D/tX> 


D/OO 


Dr Of 


D/OO 


R7AQ 

D/09 


Df 9U 


R7Q1 

D/ 9 1 


R7Q2 


8793 


8794 


8795 


B796 

w# wW 


o7B7 


D/90 


R70Q 


DoUU 


DOU1 


RAn9 
DOll£ 


DOUO 


DOV/*T 


B805 

WWWw 


8806 


B807 


B808 

wWWO 


Do09 


DOlO 


DOlJ 


DOl^ 


DolO 


Dol'l 


DO lO 


DO 1 D 


B817 

DW 1 / 


B&18 


DO 1 9 




d821 


DOOO 

DoZ2 


DOOO 


nQO>i 
Do24 


DOZO 


DO^O 


DOril/ 


D«cO 






DOO 1 


DOOcl 


d833 


Do34 


DOOC 

DOOO 


DOOO 


Doo7 


DOQQ 

DOOO 


DDQQ 


DOhU 


B841 


R849 


DOfO 


rXQAA 
DO*H* 


B845 


dd4d 


BOAT 

Do47 


Do4o 


Do49 


DQCA 
DOOU 


ROCi 
DoOl 


RftCCO 
DOOiC 


0Oww 


B854 


DOOO 


DOCO 
DOOO 


B857 


DOCO 

DOOO 


Do59 


DOOO 


DODI 


DcSDZ 


DoOO 


DO OA 

DOD4 


B865 


B866 

fc^WWW 


RAR7 
DOO/ 


DOOO 


B AAA 

B869 


D070 


D07l 


Do72 


Do73 


D07>l 
DO/ 4 


RQ7R 
DO/O 


Rfi7ft 
DO/D 


8877 


8878 


DO/ 9 


DOOw 


Bool 


Doo2 


d8o3 


DOo4 


DOOC 
DOOO 


DOOO 


Dfl07 
DOO/ 


DOOO 

DOOO 


8889 


8890 


DO9 i 


D09^ 


Bono 

Do93 


Do94 


Done 


Do9o 


Do97 


DQQQ 


DQOQ 


D9UU 


8901 


8902 


RQH'^ 
D9UO 


RQnd> 

D57l/*r 


d905 


bUUD 


ByU7 


dWo 






RQi i 


RQiO 
D9 1^ 


891 3 


8914 






D91 # 


baio 


Da 19 




RQOi 


DQOO 


RQO'^ 
D«7^0 


RQ9A 

D«7^1 


B925 


B926 


RQP7 






DaoU 


B931 


B932 


B933 


8934 


B935 


B936 


B937 


B938 


8939 


B940 


B941 


B942 


B943 


B944 


B945 


8946 


B947 


B948 


B949 


B950 


8951 


B952 


B953 


B954 


B955 


B956 


B957 


8958 


B95g 


B960 


B961 


B962 


B963 


B964 


6965 


B966 


B967 


B968 


B969 


8970 


B971 


B972 


B973 


B974 


8975 


8976 


B977 


8978 


B979 


B980 


B981 


8982 


B983 


B984 


B985 


8986 


B987 


8988 


8989 


B990 


B991 


B992 


B993 


8994 


B995 


B996 


B997 


8998 


8999 


B1000 


81 001 


B1002 


B1003 B1004 


B1005 B1006 


B1007 B1008 B1009 B1010 B1011 


81012 


81013 81014 


B1015 


B1016 


B1017 B1018 


B1019 


B1020 B1021 


81022 B1023 B1024 


81025 81 026 


B1027 


B1028 


B1029 B1030 


B1031 


B1032 B1033 81 034 B1035 B1036 


81037 81038 


B1039 


B1040 


B1041 


81042 


B1043 B1044 B1045 81 046 B1047 B1048 


81049 81050 


B1051 


B1052 


B1053 B1054 


B1055 B1056 81057 B1 058 81059 81060 


81061 


B1062 


B1063 


B1064 


B1065 B1066 


B1067 81068 81069 61070 81071 


81072 


B1073 81074 


B1075 B1076 


B1077 B1078 


81079 81080-81081 


81082 81083 
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Table 16: Compounds of formula la: 



O 




B1 


B2 


B3 


OA 
D*r 


DO 


DO 


R7 
Of 


bo 


DO 


BIO 


d11 


812 


B13 


Bid 


B1B 


R1R 




Rift 
Dio 


RiO 




d21 


B22 


B23 


824 


B25 










Ron 

Doll 


R04 

Dol 




d33 


B34 


835 


836 


837 


838 


B3Q 


Piin 


RA1 


RAO 
D4^ 


D40 


d44 


d40 


d46 


B47 


848 


849 




Rf^l 


DOC 




RRA 
D04 


RCR 
DOO 


DOD 


d57 


B58 


859 


860 


861 


B62 


B63 






DOO 


Dof 


DOO 


D09 


d70 


871 


872 


873 


B74 


875 




R77 


R7ft 
Df O 


R7Q 


Raa 

DOU 


Dol 


DOO 

Do2 


d83 


884 


885 


B86 


887 


BM 


BRQ 


Ron 


RQ1 


ROO 


no's 




d95 


896 


897 


898 


899 


8100 


8101 


R10P 

D 1 


Rin*^ 

D lUO 


D 1 KM* 




RIHA 
DlUO 


Rl A'7 


D4 AO 
D100 


8109 


B110 


R1 11 

DIM 


R1 19 


R1 IQ 


Ri i>1 


Dl lO 


Dllo 


Bi17 


B118 


B119 


8120 


B121 


B122 


B123 


8124 


B125 


B126 


8127 


8128 


8129 


8130 


8131 


8132 


B133 


B134 


81 35 


8136 


8137 


8138 


8139 


8140 


8141 


8142 


8143 


B144 


B145 


B146 


8147 


8148 


8149 


8150 


8151 


8152 


8153 


8154 


8155 


8156 


B157 


B158 


8159 


8160 


8161 


8162 


8163 


8164 


8165 


8166 


8167 


8168 


B169 


8170 


8171 


8172 


8173 


8174 


8175 


8176 


8177 


8178 


8179 


8180 


B181 


81^ 


8183 


8184 


B185 


8186 


8187 


8188 


6189 


8190 


8191 


8192 


B193 


B194 


8195 


8196 


8197 


8198 


8199 


8200 


8201 


8202 


8203 


8204 


8205 


8206 


8207 


8208 


8209 


8210 


8211 


8212 


B213 


8214 


8215 


B216 


8217 


B218 


8219 


8220 


8221 


B222 


8223 


8224 


B225 


8226 


8227 


8228 


8229 


8230 


8231 


8232 


B233 


8234 


8235 


8236 


8237 


8238 


B239 


B240 


8241 


8242 


8243 


8244 


B245 


8246 


8247 


8248 


B249 


8250 


B251 


B252 


8253 


8254 


8255 


B256 


8257 


8258 


B259 


8260 


B261 


8262 


8263 


8264 


8265 


8266 


8267 


B268 


8269 


8270 


8271 


8272 


8273 


8274 


8275 


B276 


8277 


8278 


8279 


B280 


8281 


8282 


8283 


8284 


8285 


8286 


B287 


B288 


8289 


8290.. 


.8291 


B292 


8293 


8294 


B295 


8296 


8297 


8298 


8299 


B300 
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Qa 


Qa 




B301 


8302 


8303 


8304 


B313 


8314 


8315 


8316 


B325 


8326 


8327 


8328 


B337 


8338 


8339 


8340 


B349 


8350 


8351 


8352 


B361 


B362 


8363 


8364 


B373 


8374 


8375 


8376 


B385 


8386 


8387 


8388 


B397 


8398 


8399 


8400 


D*rw9 


B410 


B411 


B412 








R49il 




Rd5ld 


















D*rO 57 






DHf KJ 


Rd71 




R4A1 














R4QR 


B505 




B507 




B517 


B518 


B519 


B520 


B529 


B530 


B531 


8532 


B541 


B542 


6543 


8544 


B553 


B554 


B555 


8556 


B565 


B566 


B567 


8568 


B577 


B578 


8579 


8580 


B589 


B590 


8591 


8592 


B601 


B602 


8603 


8604 


DDiO 


DDI 4 


DDI 5 


DDiO 


B625 


B626 


8627 


8628 


B637 


B638 


8639 


8640 


B649 


B650 


8651 


8652 


8661 


B662 


8663 


8664 


B773 


B774 


8775 


8776 


8785 


8786. . 


.8787 


8788 





Qa 


Q3 


Qa 


8305 


8306 


8307 


8308 


8317 


8318 


B319 


8320 


8329 


8330 


8331 


8332 


B341 


8342 


8343 


8344 


8353 


8354 


8355 


8356 


8365 


8366 


B367 


8368 


B377 


8378 


8379 


8380 


B389 


8390 


8391 


8392 


B401 


B402 


B403 


8404 


B413 


B414 


B415 


8416 














B45)Q 


B44n 


D*Hf5J 








D^O 1 






D*fD*f 


D*f / O 


D*l/** 


D*r# 0 


RA7A 






RdA7 

OHOf 


OHOO 


OH 57/ 


RdQft 

DH570 


B4QQ 








B511 




8521 


B522 


B523 


B524 


8533 


8534 


8535 


8536 


8545 


8546 


8547 


8548 


8557 


8558 


8559 


B560 


8569 


8570 


8571 


8572 


8581 


8582 


8583 


8584 


8593 


8594 


8595 


8596 


8605 


8606 


8607 


8608 


Dei 7 

DDI/ 


Dd fi 


Dfi4 Q 
DDI 9 


DD2(I 


8629 


8630 


8631 


8632 


8641 


8642 


8643 


8644 


B653 


B654 


8655 


8656 


B665 


8666 


8667 


8668 


8777 


8778 


8779 


8780 


8789 


8790 


B791 


8792 



Qa 


Qa 




Q^ 


8309 


8310 


8311 


8312 


8321 


8322 


8323 


8324 


8333 


8334 


8335 


8336 


8345 


"8346 


8347 


8348 


8357 


8358 


8359 


8360 


B369 


8370 


8371 


8372 


B381 


8382 


8383 


8384 


8393 


8394 


B395 




B405 


B406 


B407 




B417 


Billfi 


RA1Q 


D*r^\/ 






PitQI 
D*TW 1 




FUL11 


fiAAO 


RdilO 
D*t*IO 


UAAA 








dhod 


D*+DO 


Rdf%^ 
DhDD 




D<fOo 


RA77 


Rd7fi 

dh/ 0 


RA7Q 
D*f /57 


Rilpn 

DhoU 


D*K>57 


Rdon 

DhJtI/ 


RAQ1 


RAQ9 
0<f57^ 














1 ^ 




B525 


B526 


B527 




B537 






Ux^*fV7 


8549 


8550 


8551 


8552 


8561 


B562 


8563 


8564 


8573 


8574 


B575 


8576 


B585 


B586 


8587 


8588 


8597 


B598 


8599 


8600 


8609 


8610 


8611 


8612 


6621 


oo2Z 


D023 


dK4 


8633 


8634 


8635 


8636 


8645 


8646 


8647 


8648 


8657 


8658 


8659 


8660 


8669 


8670 


8671 


8672 


8781 


8782 


8783 


8784 


8793 


8794 


8795 


8796 
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03 


Qa 






Qs 

■-=al 




Qa 


Q-, 


^3 


B797 


B798 


B799 


8800 


8801 


8802 


8803 


B804 


8805 


8806 


6807 


R80R 


B809 


8810 


8811 


8812 


8813 


8814 


8815 


B816 


8817 


8818 


8819 




B821 


8822 


8823 


8824 


8825 


8826 


8827 


B828 


8829 


B830 


8831 




B833 


8834 


8835 


B836 


8837 


8838 


8839 


B840 


8841^8842 


8843 




B845 


B846 


B847 


8848 


8849 


8850 


8851 


B852 


8853 


Bft'>4 


8855 


DOOD 


B857 


B858 


8859 


B860 


8861 


8862 


8863 


B864 


B86S 


DOOD 


8867 


DOOD 


B869 


BS70 


B871 


8872 


8873 


8874 


8875 


B876 


DO/ / 


Bono 


Rfl7Q 
DOr S7 


DOoU 


B881 


8882 


B883 


8884 


8885 


8886 


8887 


B888 


8889 


8890 


RRQ1 
DOsf 1 




BQ93 


8894 


B895 


8896 


8897 


8898 


8899 


B900 


8901 


8902 




DOA>l 


B905 


8906 


8907 


8908 


8909 


8910 


8911 


8912 


8913 


8914 




d91d 


B917 


8918 


8919 


8920 


8921 


8922 


8923 


8924 


B925 


8926 


Doll/ 


d92o 


B929 


8930 


8931 


8932 


8933 


8934 


8935 


8936 


8937 


8938 


d939 


B940 


B941 


8942 


8943 


8944 


.8945 


8946 


8947 


8948 


8949 


8950 


8951 


8952 


B953 


8954 


8955 


8956 


8957 


8958 


8959 


8960 


8961 


B962 


B963 


8964 


8965 


8966 


8967 


8968 


8969 


B970 


8971 


8972 


B973 


8974 


B975 


8976 


8977 


8978 


8979 


8980 


8981 


B982 


B983 


8984 


B985 


B986 


B987 


8988 


8989 


8990 


8991 


8992 


8993 


B994 


B995 


8996 


8997 


B998 


B999 


81000 


81001 


81002 


B1003 


81004 81005 


81006 81007 81008 


81009 


81 010 


B1011 


B1012 



B1013 B1014 B1015 81016 81017 81018 81019 81020 81021 81022 B1023 81024 
81025 B1026 B1027 81028 81029 81030 81031 81032 81033 81034 B1035 81036 
81037 B1038 B1039 81040 81041 81042 81043 81044 81045 81046 B1047 81048 
81049 B1050 B1051 81052 81053 81054 81055 81056 B1057 81058 B1059 81060 
81061 B1062 B1063 B1064 81065 81066 81067 81068 81069 81070 B1071 81072 
B1073 B1074 B1076 81076 81077 81078 81079 81080 81081 B1082 B1083 



^Q&QiQ&QsQsQaOiQaQsQsQi 



Table 17: Compounds of formula In 
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Qr 


Qb 

<ssfi 


Qb 


Qb 


Qb 


Qb 


Qs 


Qs 




■SsS 




Qs 


CI 


C2 


C3 


C4 


C5 


C6 


C7 


08 


09 


010 


oil 


012 


C13 


C14 


CIS 


CI 6 


C17 


CI 8 


C19 


C20 


021 


022 


023 


024 


C25 


C26 


C27 


C28 


C29 


C30 


C31 


032 


033 


034 


035 


036 


C37 


C38 


C39 


C40 


C41 . 


C42 


043 


044 


045 


046"* 


047 


048 


C49 


C50 


C51 


C52 


C53 


C54 


055 


056 


057 


058 


C59 


060 


v/Ol 


C62 


063 










V/OO 


PRO 
V/D9 








C73 


C74 


C75 


C76 


C77 


C78 


079 


C80 


081 


082 


083 


084 


C85 


C86 


C87 


C8B 


C89 


C90 


091 


092 


C93 


094 


095 


096 


C97 


C98 


C99 


C100 


C101 


CI 02 


C103 


0104 


0105 


0106 


01 07 


01 08 


C109 


Clio cm 


C1 12 


C1 13 


C1 14 


0115 


0116 


0117 


C1 18 


0119 


01 20 


C121 


C122 


C123 


C124 


C125 


C126 


0127 


0128 


0129 


0130 


0131 


0132 


C133 


C134 


CI 35 


C136 


CI 37 


C138 


C139 


0140 


0141 


0142 


0143 


0144 



0145 0146 0147 0148 0149 0150 0151 
TabiB 18: Compounds of formula Is: 



D1 


02 


03 


04 


05 


06 


07 


08 


09 


010 


Oil 


012 


D13 


□14 


015 


016 


017 


018 


019 


D20 


021 


022 


023 


024 


D25 


D26 


027 


028 


029 


030 


031 


032 


033 


034 


035 


036 


D37 


038 


039 


040 


041 


042 


043 


044 


045 


046 


047 


048 


D49 


050 


051 


052 


053 


054 


055 


056 


057 


058 


059 


060 


D61 


062 


063 


064 


065 


066 


067 


068 


069 


070 


071 


072 


D73 


074 


075 


076 


077 


078 


079 


080 


081 


082 


083 


084 


085 


086 


D87 


D88 


089 


090 


091 


092 


093 


094 


095 


096 


D97 


098 


099 


0100 


0101 


0102 


01 03 


01 04 


DIGS 


01 06 


01 07 


0108 


0109 


Olio 


0111 


0112 


0113 


0114 


0115 


0116 


0117 


0118 


0119 


0120 



o 
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Qi QiQiQiQiQiQtQiQiQiQiQi 
D121 D122 D123 D124 D125 D126 D127 D128 D129 D130 D131 D132 
D133 D134 D135 D136 0137 0138 0139 0140 



Table 1 9: Comoounda of formula ty; 




(IV) 



Compd. 


R75 




no. 


El 


CH2OCH3 


E2 


CHaOCaHs 


E3 


CHjO-n-propyl 


E4 


CH^Isopropyl 


E5 


CH20-n-butyl 


E6 


CH^sobutyl 


E7 


CH^tert-butyl 


E8 


(CHsyaOCHa 


E9 


(CH2)20ethyl 


E10 


(CHsjaO-n-propyi 


Ell 


(CH2)20-isopropyi 


E12 


(CH2)2C>-n-butyl 


E13 


(CH2)20-i80butyl 


E14 


(CH2)20-tert-butyl 


E15 


{CH2)20(CH2)20CH3 


El 6 


(qH2)20(CH2)20CH3 


E17 





Table 20: Physical data for Tables 5 to 1 9 (figures = m.p. in "C): 
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Compound Phys. data Compound 



A2 


150.151 


C46 


A3 


148-149 


C91 


A4 


143-144 


CI 46 


AS 


81-82 


CI 49 


A6 


148*150 


A2-B1 


A7 


• WW* 1 wv 




MO 


1 0Q-1 OA 




AO 




AO non 

M^-D9U 




IO&-1D7 


AO DOO 


AlO 


164-165 


A2-d4d 


Ai7 


99-100 


AO OAO 

A2-B4D 


A2d 


143-144 


AO DA4 




107-10O 


A2-d10o1 




H "70 ATA 


AO D4 000 

A2-d1 082 


A^ 


1 / O- I O I 


AO Rinno 


AQ1 
MO 1 


ono_oi n 


AO ROQ 






Mit-Df O 


AQ4 


1 /\f~ I / 1 


AO OQC 


Afvl 


1 OH- lOw 


DO 1 


AQ4 


IO*T^ 1 Ow 


AO-R7«^ 




lOft-IIO 

i VO^ 1 1 w 


Ap.ROA 


DIUO/ 


1 DO-1 Of 


AO DC 


B1058 


crystalline 


A2-C91 


B1061 


crystalline 


A2-C146 


B1063 


crystalline 


A2-B112 


81065 


oil 


A2-D140 


B1066 


150-152 


A2-B1057 


B1067 


122-123 


A2-B1063 


B1069 


117-118 


A2-B1061 


B1070 


crystalline 


A2-B133 



-201 - 



Phvfi data 


Comoound 


Phvs data 


159-161 


A2-B1058 


88-89 ' 


141-143 


A2-B1066 


^^scous 


99-101 


A2-B1067 


resinnufi nil 


148-150 


A2-B1069 


oil 


90-92 


A2-B10fi9 




120-121 


A8-R1 






A7-m 


nil 
OH 


r6sin 


A'^RI 
MO-D 1 








C7 CD 
0/-00 


Ol -Cfit Cls-raC 


AOO-D^4 




00-04 irans-rac 


APA 


iin C4 


resfti 


Aio4-Di 


n>i oe 
84-95 


All 
oil 


AO D4 


4 00 4 Oil 

. 123-124 


resin 


MO-D^4 


oil 


rosin 


^'XA R1 


00-0*1' 


Of -OO 


AO DOC 


oil 
Oil 


resin 


AO DCVDC 


Oil 


1 \j^r 11// 


CO 


oo-oo 


lO i- lOO 


C 1 r 


lUl 


AimomKoi 
dinc/ipiiuuo 






oil 












roc in 






oil 






resin 






oil 






amorphous 






oil 






oil 






oil 
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Conrqraunds of formulae 2.1 and 2.3 to 2.1 3.c are known by the names imazamox, 
imazethapyr, imazaquin, imazapyr, dimethenamid, atrazine, terbuthylazine, simazine, 
terbutym. cyanazine. ametryn, terbumekm, prohexadione calcium, sethoxydlm. clethodim, 
tepraloxydim, flumetsulam, metosulam, pyridate. bromoxynil, ioxynil. sulcotrione, 
carfentrasMie. sulfentrazone. isoxaflutole, glufosinate, primisulfuron, prosutfuron, 
rimsulfuron. haiosuifuion, nioosuHuron, etho^uHuron. flazasulfuron and thifensulfuron and 
are described in the Pesticide Manual, eleventh ed., British Crop Protection Coundl, 1 997 
under the entry numbers 412, 415, 414, 413. 240, 34, 692, 651, 693. 168. 20. 691. 595, 648. 
146, 49. 339, 495. 626, 88, 425, 664, 112, 665, 436, 382, 589, 613. 644. 389. 519. 287. 325 
and 704. The compound of formula 2.13 wherein Yi, Y, and Y4 are methlne. Y2 is C-l. R74 is 
COOMe, Ys is nitrogen, Yg is methyl and Y7 is methmy is known by the name kxiosulfuton 
(especially the sodium salt) from AGROW No. 296, 16th January 1998, page 22. The 
compound of fonnula 2.13 wherein Yi, Ya, Y3 and Y4 are methlne. R74 is trifluoiomethyl. Ys Is 
nitrogen. Ye is trifluoromethyl and Y7 is metho}^ is known by the name tritosuifuron and 
described in DE-A-40 38 430. The compound of fonnula 2.13 wherein Yi is NH-CHO, Y2, Y3 
and Y4 are methine, R74 is CONI\Aez. Y5 is methlne and Ye and Y7 are methoxy is descrbed. 
for example, in WO 95^899. 

The S enantlomer of the compound of fomnula 2.12 is registered under the CAS-Reg. No. 
(35597-44-51. The compound of the general fonnula 2.2. aRS.1'S(-)N-(1'-methyl-2'-methoxy^ 
ethyl)-N-chloroacetyl-2-ethyl-6-methylanlline, and a compound of the general fonnula 2.3, 
(1 S.aRS)-2-chloro-N-(2.4-dlmethyl-3-thlenyl)-N-(2-methoxy-1 -methytethyl)-acelamide, are 
described, for example, in WO 97/34485. The compound of fonnula 2.9 wherein Ree is NOfe 
is known by the name mesotrione and is described, for example, in US-A-5 006 158. The 
compound of fonnula 2.6 wherein Rez is ethoxy, Res is fluorine. Y is methine. Re4 is 
methoxycarbonyl. Res is hydrogen and Ree is chlorine is known by ttie name cloransulam, for 
. example from AGROW No. 261 , 2nd August 1 996, page 21 . The compound of formula 2.6 
wherein Re is methoxy. Res is hydrogen, Y is C-F, Re* is fluorine, Res is hydrogen and Ree is 
fluorine, is known by the name florasulam and described in US-A-5 163 995. 

Furthemnore, the following compounds of the composition according to the invention are 
described in the Pesticide Manual, eleventh ed., British Crop Protection Counca. 1997: 



Compound of fonnula (name) Pesticide IVIanuai eleventh ed.. Entry No.: 

2.14 (metrbuzin) 497 
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Compound of formula (name) 


Pesticide Manual eleve 


2.15 (aclonrfen) 


8 


2.16(glyphosate) 


383 


2.17(bentazone) 


65 


2.18 (pendimethalin) 


557 


2.19(dicamba) 


210 


2J20 (butylate) 


100 


2.22 (clomazone) 


150 


2.23 (2,4-D) 


192 


2.24 (fiumidorac) 


340 


2.25 (f iuthiacet-methyl) 


359 


2.26 (flurtamone) 


356 


2.27 (flumioxazin) 


341 


2.28 (paraquat) 


550 

www 


2.29 (azafenidin) 


37 

w t 


2.30 (fluthiamid) 


w 1 


2.33 (sulfosate) 


383 


2.34 (asutam) 


33 


2.35 (norfiurazon) 


526 

w^w 


2.36 (terbacil) 


689 


2 37 (ih\S7niy\n\ 




2.38 (dithiopyr) 


259 


2.39 (hexazinone) ■ 


400 


2.40 (diuron) 


260 


2.41 (MCPA) 


465 


2.42 (mecoprop) 


459 


2.43 (tebuthiuron) 


683 



The compound of formula 2.7 wherein Re? is hydrogen and its preparation are described in 
US-A-3 790 571 ; the compound of fonmula 2.6 wherein FUe is ethoxy, Z is nitrogen, is 
fluorine. R64 is chlorine. Res is hydrogen and Ree is chlorine is described in US-A-5 498 773. 
The compound of fomiula 2.21 and its preparation are described In US-A-5 183 492; the 
compound of fomnula 2.22 is described by the name isoxachlortole in AGROW No. 296. 16th 
January 1998. page 22. The compound of fonnula 2.31 is described under the name 
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f entrazamMe in The 1 997 British Crop ProtecBon Conference - Weeds, Conference 
Proceedings Vol. 1, 2-8, pages 67 to 72; the compound of formula 2.32 is described under 
the name JV 485 (isoxapropazoO in The 1997 BriUsh Crop Protection Conference - Weeds, 
Conference Proceedings Vol. 1 , 3A-2, pages 93 to 98. The compound of formula 2.44 is 
known by the name pethoxamid and is described, for example in EP-TPo 206 251 . The 
conpound of fomnula 2.45 is known by the name procaribazone and is desoibed, for 
example, in EP-A-0 607 171 ; the compound of formula 2.46 is knowm by the name fluazolate 
and is described, for example, in US-A-5 530 126. The compound of fomiula 2.47 is known 
by the name cinkton-ethyl and is described, for example. In DE-A-4 037 840. The compound 
of fonnula 2.48 is known by the name benzfendizone and is described, for example, in 
WO 97/08953. The compound of fonnula 2.49 is known as dif lufenzopyr and is described, 
for example, in EP-A-0 646 315. The compound of formula 2.50 (amicarii)azone) and its 
preparation are disctosed in DD 298 393 and in US-A-5 194 085. The compound of 
fonnula 2.51 (flufenpyr-ethyl) Is described in Abstracts of Papers American Chemical 
Society, (2000) Vol. 220. No. Part 1 , pp. AGR0 1 74. 

It is extremely surprising that the combination of the active ingredient of fonnula I with one or 
more active ingredients selected from fonnulae 2.1 to 2.51 exceeds the additive effect on the 
weeds to be controlled that is to be expected in principle, and thus broadens the range of 
action of the individual active ingredients especially in two respects: Rrstly, the rates of 
application of the individual compounds of fonnulae 1 and 2.1 to 2.51 are reduced whBe a 
good level of action is maintained and, secondly, the composition according to the invention 
achieves a high level of weed control also in those cases where the individual substances, in 
the range of low rates of application, have become unusable from the agronomic standpoint. 
The resuH is a considerable broadening of the spectmm of weeds and an additional increase 
in selectivity in respect of the crops of useful plants, as Is necessary and desirable In the 
event of an unlntentronal overdose of active ingredient. The composition according to the 
invention, while retaining excellent control of weeds in crops of usehjl plants, also enables 
greater flexibility in succeeding crops. 

The composition according to the invention can be used against a large number of 
agronomically important weeds, such as Stellaria, Nasturtium. Agrostis, Digitaria, Avena, 
Setaria, Sinapis, Lolium, Solanum, Phasedus, Echjnochloa, Scirpus. Monochoria, Sagittaria, 
Bromus, Alopecurus, Sorghum halepense, Rotlboellia, Cypeois, Abutllon, Sida. Xanthium. 
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Amaranthus, Chenopodium, Ipomoea, Chrysanthemum, Galium, Viola and Veronica. The 
composition according to the invention is suitable for all methods of application 
conventionally used in agriculture, e.g. pre-emergence application, post-emergence 
application and seed dressing. The composition according to the invention Is suitable 
especially for controlling weeds in crops of useful plants, such as cereals, rape, sugar beet, 
sugar cane, plantation crops, rice, maize and soybeans, and also for non-selective weed 
control. 

"Crops" are to be understood to mean also tiiose crops which have been made tolerant to 
herbicides or classes of herbicides as a result of conventional methods of breeding or 
genetic engineering. 

The composition according to the invention comprises ttie active ingredient of formula I and 
the active ingredients of formulae 2.1 to 2.51 in any mixing ratio, but usually has an excess 
of one component over the others. Generally, the mixing ratios (ratios by weight) of the 
active ingredient of fomnula I and tfie mbdng partners of fomnulae 2.1 to 2.51 are from 1 :2000 
to 2000:1, especially from 200:1 to 1:200. 

The rate of application may vary within wide limits and depends on the nature of the soil, the 
method of application (pre- or post*emergence; seed dressing; application to the seed 
furrow; no tillage application etc.), the crop plant, the weed to be controlled, ttie prevailing 
climatic conditions, and other factors governed by flie method of application, the time of 
application and the target crop. The active ingredient mixture according to the invention can 
generally be applied at a rate of from 1 to 5000 g of active ingredient mixture/ha. 

The mixtures of the compound of formula I with the compounds of formulae 2.1 to 2.51 may 
be used In unmodified form, that is to say as obtained in the synthesis. Preferably, however, 
they are formulated in customary manner, together with the adjuvants conventionally used in 
formulation technology, such as solvents, solid carriers or surfactants, for example into 
emulsifiable concentrates, directly sprayable or dilutable solutions, dilute emulsions, wettable 
powders, soluble powders, dusts, granules or microcapsules. As witii the nature of the 
compositions, the methods of application, such as spraying, atomising, dusting, wetting, 
scattering or pouring, are chosen in accordance witii tiie intended objectives and Uie 
prevailing circumstances. 
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The formulations, le. the compositions, preparations or mixtures comprising the compounds 
(active ingredients) of fomnulae I and 2.1 to 2.51 and, where appropriate, one or more solid 
or liquid fommilation adjuvants, are prepared in a manner Icnown perse, e.g. by intimately 
mixing and/or grinding the active ingredients with the fomnulation adju^nts. e.g. solvents or 
solid canlers. In addition, surfece-active compounds (surtactants) may also be used in the 
preparation of the fomnulations. 

Examples of solvents and solid canlers are given, for example. In WO 97/34485, page 6. 

Depending on the nature of the compound of formula I to be fomoulated, suitable surfece- 
aclive compounds are non-ionic, cationic and/or anionic surfactants and surfactant mixtures 
having good emulsifying, dispersing and wetting properties. 

ExanH}les of suitable anionic, non-ionic and cationic surfactants are listed, for example, in 
WO 97/34485, pages 7 and 8. 

Also suitable in the preparation of the herfoiddal compositions according to the Invention are 
the surfactants conventionally used in fomnulation technology, which are described, inter alia, 
in "McCutcheon's Detergents and Emulsifiers Annual" MC Publishing Corp., Ridgewood New 
Jersey, 1981, Staohe, H., Tensid-Taschenbuch", Cari Hanser Verlag, Munich/Vienna. 1981 
and M. and J. Ash, "Encyclopedia of Surfactants", Vol HII, Chemical Publishing Co., New 
York, 1980-81. 

The herbicidal fonrnulations usually contain from 0.1 to 99 % by weight, especially from 0.1 to 
95 % by weight, of active ingredient mixture comprising a compound of formula I and the 
compounds of fonmulae 2.1 to 2.51 . from 1 to 99.9 % by weight of a solid or liquid fonnula- 
tion adjuvant, and from 0 to 25 % by weight, especially from 0.1 to 25 % by weight, of a 
surfactant. 

Whereas commercial products are usually fonmulated as concentrates, the end user will 
nonfnally employ dilute fonnulations. The compositions may also comprise furttier 
ingredients, such as stebilisers, e.g. vegetable oils or epoxidised vegetable oils (oxidised 
coconut oil, rapeseed oil or soybean oil), antifoams, e.g. silicone oil, preservatives, viscosity 
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regulators, binders, tackifiers, and also fertilisers or other active ingredients. Preferred 
fonmuiations have especially the following compositions: 
(% = percent by weight) 



Emulsifiable concentrates: 
acth^e ingredient mixture: 
surfactant: 
liquid canien 



1 to 90 %, preferably 5 to 20 % 
1 to 30 %. preferably 10 to 20 % 
5 to 94 %, preferably 70 to 85 % 



Dusts: 

active ingredient mixture: 
solid camen 



0.1 to 10 %, preferably 0.1 to 5 % 
99.9 to 90 %, preferably 99.9 to 99 % 



Suspension concentrates: 
active ingredient mixture: 
water 
surfactant: 



5 to 75 preferably 10 to 50 % 
94 to 24 %, preferably 88 to 30 % 
1 to 40 %, preferably 2 to 30 % 



Wettable powders: 
active ingredient mixture: 
surfactant 
solid camen 



0.5 to 90 %, preferably 1 to 80 % 
.0.5 to 20 %, preferably 1 to 15 % 
5 to 95 %» preferably 15 to 90 % 



Granules: 

active ingredient mixture: 
solid earner 



0.1 to 30 %, preferably 0.1 to 15 % 
99.5 to 70 %, preferably 97 to 85 % 



The following Examples illustrate the invention f urther» but do not limit the invention. 



F1; Emulsifiable concentrates a) 

active ingredient mixture 5 % 

calcium dodecylbenzenesulfonate 6 % 

castor oil polyglycol ether 4 % 
(36 mol of ethylene oxide) 



b) c) d) 

10% 25% 50% 

8% 6% 8% 

4%. 4% 
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octylphenolpolygryool ether - 4% 2% 
(7-8 mol of ethylene oxide) 

cydohexanone - . 10 % • 20 % 

arom. hydrocarbon mixture 85% 78% 55% 15% 

Emulstons of any desired concentration can be obtained from such concentrates by dilution 
with water. 

F2. Solutions a) b) c) d) 

active Ingredient mixture 5% 10% 50% 90% 
1 -methoxy-3-(3-methoxy- 

propoxy)-propane - 20% 20% 

polyethylene glycol MW 400 20% 10% 

N-methyl-2-pyrrolidone - . 30% 10% 

arom. hydrocarbon mixture 75% 60% 

C9-C12 

The solutions are suitable for use in the form of mfcrodrops. 

F3. Wettable powders a) b) c) d) 

active ingredient mixture 5% 25% 50% 80% 

sodium lignosulfonate 4% - 3% 

sodium lauryl sulfate 2% 3% . 4% 
sodium diisobutylnaphthalene- 

sulfonate - 6% 5% 6% 

octylphenol pblyglycol ether - 1 % 2 % 
(7-8 mol of ethylene oxide) 

highly dispersed silicic acid 1 % 3 % 5 % ^ q % 

^^^^^^ 88% 62% 35% 
The active ingredient is mixed thoroughly with the adjuvants and the mixture is thoroughly 
ground In a suitable mill, affording wettable powders which can be diluted with water to give 
suspensions of any desired concentration. 

F4. Coated Granules a) b) c) 

active ingredierit mixture 0.1 % 5 % 15 % 
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highly dispersed silicic acid 0.9% 2% 2% 

Inorganic carrier 99.0% 93% 83% 

(/E 0.1 - 1 mm) 
e.g. CaCX)3 or Si02 

The active ingredient is dissolved in methylene chloride and applied tothe canier by 
spraying, and the sokent is then evaporated off /n vacuo. 



F5. Coated aranules 


a) 


b) 


C) 


active ingredient mixture 


0.1% 


5% 


1.5% 


polyethylene glycol MW 200 


1.0% 


2% 


3% 


highly dispersed silicic acid 


0.9% 


1 % 


2% 


inorganic canier 


98.0 % 


92% 


80% 



(/E 0.1 - 1 mm) 
e.g. CaCOa or SiOa 

The finely ground active ingredient is uniformly applied, in a mixer, to the canier moistened 
with polyethylene glycol. Non-dusty coated granules are obtained in this manner. 



F6. Extruder granules a) b) c) d) 

active ingredient mixture 0.1% 3% 5% 15% 

sodium lignosulfonate 1.5% 2% 3% 4% 

cartx>xymethylcellulose 1.4% 2% 2% 2% 

kaolin 97.0% 93% 90% 79% 

The active ingredient is mixed and ground with the adjuvants, and the mixture is moistened 
with water. The mixture is extruded and then dried in a stream of air. 

F7. Dusts a) b) c) 

active ingredient mixture 0.1 % i % 5 % 

talcum 39.9% 49% 35% 

kaolin 60.0% 50% 60% 

Ready-to*use dusts are obtained by mixing the active Ingredient with the caniers and 
grinding the mixture in a suitable mill. 



FB. Suspension concentrates a) b) c) d) 

active ingredient mixture 3% 10% 25% 50% 



wo 01/54501 



-210- 



PCT/EPOl/00720 



ethylene glycol 5% 5% 5% 5% 

nonylphenol polyglycol ether - 1% 2% 

(15 mol of ethylene oxide) 

sodium lignosulfonate 3% 3% 4% 5% 

carboxymethylcellulose 1% 1% "1% 1% 

37% aqueous fomialdehyde 0.2% 0.2% 0.2% 0.2% 

solution 

silicone oil emulsion 0.8% 0.8% 0.8% 0.8% 

water 87% 79% 62% 38% 

The finely ground active ingredient is intimately mixed with the adjuvants, giving a 
suspension concentrate from which suspensions of any desired concentration can be 
obtained by dilution with water. 

it is often more practical for the compound of formula I and the mbcing partner or partners of 
fonmulae 2.1 to 2.51 to be fonnulated separately and to be brought together in the desired 
mixing ratio in the applicator in the forni of a tank mixture' in water shortly before 
application. 



Biological Examples: 

A synergistic effect exists whenever the action of the active Ingredient conrd>ination of 
compounds of fonnula I and 2.1 to 2.51 is greater than the sum of the actions of the active 
ingredients applied separately. 

The herbicidal action to be expected We for a given combination of two herbicides can be 
calculated as follows (see COLBY. S.R., "Calculating synergistic and antagonistic response 
of herbicide combinations'. Weeds 1 5, pages 20-22, 1967): 

wfe = X + [y • (100 - X) / 100] 



wherein: 

X = percentage herbicidal action on treatment vwth the compound of fomiula I at a rate of 
application of p kg per hectare, compared witti the untreated control (= 0 %). 
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Y = percentage herbiddal action on treatment with a compound of formula 2.1 to 2.51 at a 
rate of application of q kg per hectare, compared with the untreated control. 

We = expected herbicidal action (percentage herbicidal action compared with the untreated 
control) folbwing treatment with the compounds of fomiuiae I and 2.1 to 2.51 at a rate of 
application of p -i- q kg of active ingredient per hectare. 

When the action actually obsen/ed is greater than the value to be expected We. there is a 
synergistic effect. 

The synergistic effect of the combinatfons of a compound of fomiula I with the compounds of 
fomnulae 2.1 to 2.51 is demonstrated in the following Examples. 

Experiment description - pre-emergence test: - 

JVIonocotyfedonous and dicotyledonous test plants are sown In standanJ soil in plastics pots. • 
Directly after sowing, the test substances are applied in aqueous suspension by spraying 
(500 litres of water/ha). The rates of application depend on the optimum doses ascertained 
under field conditions and greenhouse conditions. The test plants are then grown on in the 
greenhouse under optimum conditions. The tests are evaluated after 36 days (% action, 
100 % = plant has died, 0 % = no phytotoxic action). Examples of the synergistic action of 
the compositions according to the invention are given in the following Tables B1 to B6: 

Mixture A contains as active Ingredients 915 g/litre of the compound of fomnuja 2.2a and 
45 g/litre of the compound of fonnula 3.1 . 



Table B1: 



Test plant: 


Compd. 1.001 


Mixture A 


Compd. 1.001 [25 g/ha] 


We accord- 




[25g/ha] 


{900 g/ha] 


+ mixture A [900 g/ha] 


ing to Colby 


Sorghum 


30 


20 


90 


44 


Chenopodium 


0 


0 


100 


0 


Sida 


0 


70 


100 


70 
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Table B2: 



Test plant: 


Compd. 1.001 
[12.5 g/ha] 


Mixture A 
[900 g/ha] 


Compd. 1.001 [12.5 g/ha] 
+ mixture A [900 g/ha] 


We accord- 
ing to Colby 


Sorghum 


0 


20 


80 _ 


20 


Chenopodium 


0 


0 


95 


0 


Sida 


0 


70 


95 


70 


Table B3: 


• 


Test plant 


Compd. 1.001 
[6.25 g/ha] 


Mixture A 
[900 g/ha] 


Compd. 1.001 [6.25 g/ha] 

+ mixture A [900 g/ha] 


We accord- 
ing to Colby 


Sorghum 


0 


20 


70 


20 


Chenopodfum 


0 


0 


95 


0 


Sida 


0 


70 


95 


70 


Table B4: 




Test plant: 


Compd. 1.001 

[25 g/ha] 


Mixture A 
[300 g/ha] 


Compd. 1.001 [25 g/ha] 
•I- mixture A (300 g/ha] 


We accord- 
ing to Colby 


Chenopodium 


0 


0 


90 


0 


Ipomoea 


30 


0 


100 


30 


Sida 


0 


0 


40 


0 


Table B5: 






Test plant 


Compd. 1.001 
[12.5 g/ha] 


Mixture A 
[300 g/ha] 


Compd. 1.001 [12.5 g/ha] 
+ mixture A [300 g/ha] 


We accord* 
ing to Colby 


Chenopodium 


0 


0 


80 


0 


Ipomoea 


0 


0 


60 


0 


Sida 


0 


0 


40 


0 
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Table B6: 



Test plant: 


Compd. 1.001 


Mixture A 


Compd. 1.001 [6.25 g/ha] 


We accord- 




[6.25 g/ha] 


[300 g/ha] 


■f mixture A [300 g/ha] 


ing to Colisy 


Chenopodium 


0 


0 


80 


0 


Ipomoea 


0 


0 


60 


0 


Sida 


0 


0 


40 


0 



Experiment description - post-emerQence test: 

The test plants are grown to the 2- to 3-leaf stage in plastics pots under greenhouse 
conditions. A standard soil is used as cultivation substrate. At the 2- to 3-leaf stage, the 
heribicide Is applied to the test plants on its own and as a mixture. The application is carried 
out using an aqueous suspension of the test sut}stances in 500 litres of water/ha. The rates 
of application depend on the optimum doses ascertained under field conditions and 
greenhouse conditions. The tests are evaluated after 33 days (% action. 100 % » plant has 
died, 0 % = no phytotoxic action). Examples of the synergistic action of the compositions 
according to the invention are given in the foitowing Tables B7 to BIO: 

Mbcture A contains as active ingredients 915 g/litre of the compound of fomiula 2.2a and 
45 g/litre of the compound of fonmula 3.1 . 



Table B7: Post-emergence test: 



Test plant: 


Compd. 1.001 

[12.5 g/ha) 


Mixture A 

[900 g/ha] 


Compd. 1.001 [12.5 g/ha] 

+ mixture A [900 g/ha] 


We accord- 
ing to Colby 


Ipomoea 


0 


0 


80 


0 


Polygonum 


0 


20 


• 100 


20 


Xanthium 


80 


0 


100 


80 



Table B8: Post-emergence test: 



Test plant: 


Compd. 1.001 
[12.5 g/ha) 


Mixture A 
[300 g/ha] 


Compd. 1.001 [12.5 g/ha] 
+ mixture A [300 g/ha] 


We accord- 
ing to Colby 


Ipomoea 


0 


0 


80 


0 


Polygonum 


0 


0 


70 


0 


Xanthium 


80 


0 


98 


80 
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Table B9: Post-emergence test 



Test plant 


Compd. 1.001 
[6.25 g/ha] 


Mixture A 
[900 g/ha] 


Compd. 1.(K)1 [6.25 g/ha) 
+ mixture A [900 g/ha] 


We acconj- 
Ing to Colby 


Ipomoea 


0 • 


0 


70 


0 


Polygonum 


0 


20 


70 


20 


Xanthium 


70 


0 


80 


70 


Table BIO: Po 


st-emergence test: 




Test plant: 


CJompd. 1.001 
[6.25 g/ha] 


Mixture A 
[300 g/ha] 


Compd. 1.001 [6.25 g/ha] 
+ mixture A [300 g/ha] 


We accord- 
ing to Colby 


Ipomoea 


0 


0 


80 


0 


Polygonum 


0 


0 


70 


0 


Xanthium 


70 


0 


70 


70 


In the following 
Table 811: Pre 


1 Tables, evaluation Is canied out after 14 days: 
t-emergence action: 




Test plant 


Ck>mpd. E8 
[50 g/ha] 


Compd. 2.18 
[500 g/ha] 


Compd. E8 [50 g/ha] + 
compd. 2.18 [50O g/ha] 


We accord- 
ing to Colby 


Polygonum 


50 


80 


95 


90 


Table 812: Pre 


-emergence actioa- 






Compd. E8 
[100 g/ha] 


Compd. 2.14 
[250 g/ha] 


Compd. E8 [100 g/ha) -1- 

compd. 2.14 [250 g/ha] 


Weacord- 
ing to Colby 


Polygonum 


50 


50 


90 


75 


Table B13: Pre- 


emergence action: 




Test plant 


Compd. E8 
[100 g/ha] 


Compd. 2.14 
[125 g/ha] 


Compd. E8 [100 g/ha) + 
compd. 2.14 [125 g/ha] 


We accord- 
ing to Colby 


Polygonum 


50 


30 


90 


65 
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Table B14: Pre-emergence acb'on: Compound no. 2.13a oorresponds to formula 2.13 
wherein R74 is -CHaCHaCFa, Ya, Y3 and Y4 are each methine, Y5 is nitrogen and Ye is 
methyl. 



Test plant 


Gompd. E8 
[lOOg/ha] 


Compd. 2.13a 
[60 g/ha] ' 


Compd. E8 [100 g/ha] + 
oompd. 2.13a [60 g/ha] 


We accord- 
ing to Colby 


Polygonum 


50 


80 


95 


90 


Table B15: Pre-emergence action: 


Test plant 


Compd. E8 
[50g/ha] 


Compd. 2.30 
[60 g/ha] 


Compd. E8 [50 g/ha] + 
compd. 2.30 [60 g/ha] 


We accord- 
ing to Colby 


Polygonum 


50 


30 


90 


65 


Table B16: Pre-emergence action: 


Test plant 


Compd. E8 
[SOg/haJ 


Compd. 2.21 
[30 g/ha] 


Compd. E8 [50 g/ha] + 
compd. 2.21 [30 g/ha] 


We accord- 
ing to Colby 


Polygonum 


50 


50 


100 


75 


Table 817: Pre-emergence action: Compound ru>. 2.4.a conresponds to formula 2 A wherein 
RsT is chlorine, R58 is ethyl and R59 Is tert-butyl. 


Test plant 


Compd. E8 
(50g/ha] 


Compd. 2.4.a 
[125 g/ha] 


Compd. E8 [50 g/ha] + 
convxi. 2.4.a.[125 g/ha] 


We accord- 
ing to Colby 


Polygonum 


50 


30 


85 


65 


Table 818: Pre-emergence action: 


Test plant 


Compd. 1.001 
[25 g/ha] 


Compd. 2.2.b 
[300 g/ha] 


Compd. 1 .001 [25 g/ha] + 
compd. 2.2.b [300 g/ha] 


We accord- 
ing to Colby 


Chenopodium 


80 


0 


95 


80 


Solanum 


80 


40 


98 


88 


Cyperus 


0 


0 


50 


0 



Table B19: Pre-emergence action: 

Compound no. 2.3.a corresponds to formula 2.3 wherein Rse is CIH(Me)-CH20Me. 
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Test plant 


Compd. 1.001 
[12.5 g/hal 


Compd. 2.3.3 
[100 g/ha] 


Compd. 1.001 [12.5g/haJ 
+ compd. 2,3.a [100 g/haj 


We accord- 
ing to Colby 


Chenopodium 


80 


20 


90 


84 


Solanum 


75 


60 


90 . 


90 


Cyperus 


0 


20 


60 


20 



Table B20: Pre-emergence action: 

Compound no. 2.2.0 con-esponds to fomruila 2.2 wherein Rsa and R54 are ethyl and Rss is 

CHaOMe. 



Test plant: 


Compd. 1.001 


Compd. 


Corripd. 1.001 


We 




[12.5 g/ha) 


2.2.C 


[12.5 g/ha] + compd. 


according 






[100 g/ha] 


2.2.C [100 g/ha] 


to Colby 


Chenopodium 


80 


20 


90 


84 


Solanum 


75 


50 


95 


88 


Cyperus 


0 


0 


30 


0 



Table B2V. Pre-emergence action: 

Compound no. 2.2.d corresponds to fomnula 2.2 wherein Rss is ethyl, Rs* is methyl and Rss is 
CH2O-CH2CH3. 



Test plant 


Compd. 1.001 


Compd. 


Compd. 1.001 


We 




[12.5 g/ha] 


2.2.d 


[12.5 g/haJ + compd. 


according 






[100 g/ha] 


2.2.d [100 g/ha] 


to Colby 


Solanum 


75 


60 


95 


90 


Table B22: Pre-emergence action: 




Test plant 


Compd. 1.001 


Compd.- 


Compd. 1.001 


We 




[25 g/ha] 


2.30 


[25 g/ha] -i- compd. 


according 






[100 g/ha] 


2.30 [100 g/ha] 


to Colby 


Cyperus 


10 


0 . 


60 


10 



In the following Tables, evaluation is carried out after 31 days: 
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Table B23: Pre-emergenoe action: Compound no. 2.4.a conre^onds to the compound of 
fonnula 2.4 wherein Rs? is chlorine, Rss is ethyl and Rsa is Isopropyl. 



Test plant: 


Compd. 1.001 
[25g/ha] 


Compd. 
2.4.a 
[250 g/ha] 


Compd. 1.001 
[25 g/ha] •»■ compd. 
2.4.a [250 gUnaf 


We 

according 
to Colby 


Polygonum 


0 


20 


80 


20 


TatMe ^4: Pre-emergence action: Compound no. 2.4.b corresponds to the compound of 
formula 2.4 wherein R57 is chlorine, Res is ethyl and is ethyl. 


Test plant: 


Compd. 1.001 
[25g/ha] 


Compd. 
2.4.b 
[125 g/ha] 


Compd. 1.001 
[25 g/ha] -f compd. 
2.4.b [125 g/ha] 


We 

according 
to Colby 


Polygonum 


0 


0 


40 


0 


Table B25: Pre-emergence action: Confound no. 2.4.c corresponds to the compound of 
fomiula 2.4 wherein R57 is chlorine, Rss is etiiyi and Rsg is tert-butyl. 


Test plant: 


Compd. 1.001 
(25 g/ha] 


Compd. 
2.4.C 

[250 g/ha] 


Compd. 1.001 
[25 g/ha] + compd. 
2.4.C [250 g/ha] 


We 

acoorcGng 
to Colby 


Ipomoea 


70 


0 


90 


70 


Xanthium 


80 


0 


100 


80 


Table B26: Pre-emei^ence action: Compound no. 2.4.d corresponds to the compound of 
fonnula 2.4 wherein Rsr is methylthio, Rsa is ethyl and Rss is tert-butyl. 


Test plant: 


Compd. 1.001 
[25 g/ha] 


Compd. 
2.4.d 
[250 g/ha] 


Compd. 1.001 
[25 g/ha] + compd. 
2.4.d [250 g/ha] 


We 

according 
to Colby 


Ipomoea 


70 


0 


80 


70 


Xanthium 


80 ' 


10 


95 


82 
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Table B27: Pre-emergence action: 



Test plant: 


Compd. 1.001 
[25g^a] 


Compd. 
2.14 

[125 g/ha] 


Compd. 1.001 
[25 g/ha] + compd. 
2.14 [125 g/ha] _ 


We 

according 
to Colby 


Ipomoea 


70 


0 


85 


70 


Xanthium 


80 


20 


100 


84 


Table B28: Pre-emergence action: Compound no. 2.6.a con-esponds to the compound of 
fOHDula 2.6 wtierein Re Is hydrogen, Res is methyl. Re* is fluorine. Res is hydrogen. Y is 
nitrogen, Z is methine and Ree is fluorine. 


Test plant 


Compd. 1.001 
[50g/ha] 


Compd. 
2.6.a 
[30 g/ha] 


Compd. 1.001 
[50 g/ha] + compd. 
2.6.a [30 g/ha] 


We 

according 
to Colby 


Polygonum 


0 


30 


90 


30 


In the following Tables, evaluation is cam'ed out after 21 days: 




Table B29: Post-emergence action: Compound no. 2.7.a corresponds to the compound of 
fonmula 2.7 wherein Re? Is -C(0)-S-n-oclyl. 


Test plant 


Compd. 1.001 
[25g/ha] 


Compd. 
2.7.a 
[250 g/ha] 


Compd. 1.001 
[25 g/ha] + compd. 
2.7.a [250 g/ha] 


We 

according 
to Colby 


Ipomoea 


30 


10 


80 


30 


Polygonum 


75 


0 


95 


75 


Xanthium 


90 


10 


100 


91 


Table B30: Post-emergence action: 




Test plant: 


Compd. 1.001 
[25g/ha] 


Compd. 
2.19 

[250 g/ha] 


Compd. 1.001 
[25 g/ha] -f compd. 
2.19 [250 g/ha] 


We 

according 
to Colby 


lp>omoea 


30 


60 


95 


72 
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Table B31: Post-emergence action: 



Test plant 


Compd. 1.001 
[25g/ha] 


Compd. 
2.16 

[360 g/ha] 


Compd. 1.001 
[25 g/ha] -1- compd. 
2.16 [360 g/ha] _ 


We 

according 
to Colby 


Ipomoea 


30 


20 


70 


46 


Polygonum 


75 


10 


90 


84 


Table B32: Post-emergence action: 


Test plant: 


Compd. 1.001 
[12.5 g/ha] 


Compd. 
2.33 

[360 g/ha] 


Compd. 1.001 
[12.5 g/ha] -1- compd. 
2.33 [360 g/ha] 


We 

according 
to Colby 


Polygonum 


30 


0 


90 


30 


Table B33: Post-emergence action: Compound no. 2.1 2.a corresponds to the compound 
formula 2.12 wherein R73 is NH2. 


Test plant: 


Compd. 1.001 
[25 g/ha] 


Compd. 
2.1 2.a 
[400 g/ha] 


Compd. 1.001 
[25 g/ha] + compd. 
2.33 [400 g/ha] 


We 

according 
to Colby 


Ipomoea . 


30 


20 


90 


44 


Table B34: Post-emergence action: 


Test plant: 


Compd. 1.001 
[12.5 g/ha] 


Compd. 
2.25 
[2 g/ha] 


Compd. 1 .001 
[12.5 g/ha] + compd. 
2.25 [2 g/ha] 


We 

according 
to Colby 


Ipomoea 


30 


0 


50 


30 


Polygonum 


30 


0 


40 


30 
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Table B35: Post-emergence action: Compound no. 2.1 .a con^sponds to the compound of 
fomnula 2.1 wherein Rs, is hydrogen and Rg, is ethyl. 



Test plant: 


Ck)mpd. 1.001 
[12.5 g/ha] 


Compd. 

2.1.8 

[30 g/ha] 


Compd. 1.001 
(12.5 g/ha] + conrpd. 
2.1 .a 130 g/ha] 


We 

according 
to Colby 


Polygonum 


30 


30 


70 


51 



Table B36: Post-emergence action: Compound no. 2.1 .b con-esponds to the compound of 
fonmula 2.1 wherein R51 is CH20Me and Rja is hydrogen. 



Test plant 


Compd. 1.001 
[25g/haJ 


Compd. 
2.1. b 
[30 g/ha] 


Compd. 1.001 
[25 g/ha] + compd. 
2.1.b(30g/ha] 


We 

according 
to Colby 


Polygonum 


75 


30 


90 


83 



In the following Tables, evaluation is carried out after 23 days: 



Table B37: Pre-emergence action: Compound no. 2.13.b conesponds to fonnula 2.13 
wherein R74 is -COOMe. Yi, Yg, Y3 and Y4 are each methlne, Y5 is methine and Ye and Y7 
are difluoromethoxy. 



Test plant 


Compd. 1.001 


Compd. 


Compd. 1.001 


We 




[6 g/ha] 


2.1 3.b 


[6 g/ha] + compd. 


according to 






[15 g/ha] 


2.13.b [15 g/ha] 


Colby 


Chenopodium 


50 


70 


95 


85 


Table B38: Pre-emergence action: 




Test plant 


Compd. 1.001 


Compd. 


Compd. 1,001 


We 




(6 g/ha] 


2.1 3.C 


[6 g/ha] + compd. 


according to 






[60 g/ha] 


2.13.c[60g/ha] 


Colby 


Chenopodium 


50 


10 


85 


55 
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Table B39: Pre-emergence action: Compound no. 2.13.cl conBsponds to the compound of 
fonnula 2.13 wherein Y,, Y2, Y3 and Y4 are methlne, R74 Is trffluoromethyl, Ys Is nitrogen, Ye 
is trifluoromethyl and Y7 is mettioxy. 



Test plant 


Compd. 1.001 
[6g/ha] 


Compd. 
2,13d 
[7.5 g/hal 


Compd. 1.001 
[6 g/ha] + cx>mpd. 
2.13.d[7.5 g/ha] 


We 

according to 
Coll>y 


Amarartthus 


10 


80 


95 


82 



It has surprisingly been shown that special safeners are suitable for mixing with the 
synergistic composition according to the invention. The present invention accordingly relates 
also to a herbicidally selective composition for controlling grasses and weeds in crops of 
useful plants, especially in maize crops, that comprises a cornpound of fonmula I, one or 
more compounds selected from the compounds of fonmulae 2.1 to 2.51 , and a safener 
(counter agent, antidote), and that protects the useful plants, but not the weeds, against the 
phytotoxic action of the herbicide, as well as to the use of such a composition in the control 
of weeds in crops of useful plants. 

There is also proposed in accordance with the invention a herbicidally selective composition 
that, in addition to comprising customary inert formulation adjuvants, such as carriers, 
solvents and wetting agents, comprises as active ingredient a mixture of 

a) a herbicidally-synerglstically effective amount of a compound of fomnula I and.one or more 
compounds selected from the compounds of fonmulae 2.1 to 2.51 and 

b) a herbicidally-antagonistically effective amount of a compound selected from the 
compound of formula 3.1 




(3.1). 



and Uie compound of fonmula 3.2 
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(a2). 



and the compound of fbnnula 3.3 




(3.3). 



OC^5-C(0)-0-CH(CH3)CsH„-n 

and the compound of formula 3.4 

,ClMe^ ^COOCHjCHg 

CI — a ^)— N I (s--*). 




COOCHjCH, 



and the compound of fonnula 3.5 




and the compound of fonnula 3.6 




(3.6), 



and the compound of fonnula 3.7 
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and the compound of formula 3.8 * 



and of fomiula 3.9 



andof fonmula3.10 



and of fomiula 3.1 1 




andof fomnula 3.12 
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COOH 



(3.12) and its ethyl ester, 



and of formula 3.13 




CHjCHj 



(3.13). 



and of formula 3.14 
CH, 



(3.14). 



CH3 



and of formula 3.15 




O (3.15), 
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OH O 




-^k .N 

r N 

N~m" (3.16). 
O ' 



The invention relates also to a herbicidaliy selective herbicidal composition that, in addition to 
comprising customary inert fonmulation adjuvants, such as carriers, soh^ents and wetting 
agents, comprises as active ingredient a mixture of 

a) a herbicidaliy effective amount of a compound of formula I and 

b) a herbicidally-antagonistically effective amount of a compound selected from the 
compounds of formulae 3.1, 3.2, 3.3, 3.4, 3.5, 3.6, 3.7, 3.8, 3.9, 3.10, 3.11, 3.12, 3.13, 3.14, 
3.15 and 3.16. 

Preferred compositions according to ttie invention comprise as safener a compound selected 
from the compounds of formulae 3.1 , 3.3 and 3.8. Those safeners are especially suitable for 
compositions according to the invention that comprise the above-mentioned preferred 
compounds of fonnula I and optionally of fonfnulae 2.1 to 2.51 . 

ComtMnations of compounds of fomiula I with the compound of formula 3.1 have t>een 
shown to be especially effective compositions, with special preference being given to 
compound no. 1 .001 as the compound of fonnula L That composition is preferably used 
together with the compound of formula 2u2a 




H(jf — CH2OCH3 
C2H5 CH3 



(2.2a, aRS,1 'S(-)N-(1 '-IMethyl-2'-methoxyethyl)-N- 



chloroacetyl-2-ethyl-6-methylaniline). 



The invention relates also to a method for the selective control of weeds in crops of useful 
plants, which comprises treating the useful plants, seeds or cuttings thereof, or the area of 
cultivation thereof, with a herbicidaliy effective amount of the hert^icide of fomiula I, as 
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appropriate one or more herbicides selected from the compounds of fonmulae 2.1 to 2.51 , 
and a herbicidally-antagonisticai^ effective amount of a safener of fomnulae 3.1 to 3.16. 

The compounds of formulae 3.1 to 3.16 are knovm and are described, for example, in the 
Pesticide Manual, eleventh ed., British Crop Protection Council, 1997 under the entry 
numbers 61 (formula 3.1, benoxacor). 304 (fonnula 3^, fendorim), 154 (fonnula 3.3, 
cloquintocet), 462 (formula 3.4. mefenpyr-diethyl), 377 (fomiula 3.5, f unlazol), 363 
(formula 3.8, fluxofenim), 213 (formula 3.9, dichlomnid) and 350 (fonmula 3.10, flurazole). 
The compound of fonmula 3.11 is known by the name MON 4660 (Monsanto) and is 
described, for example, in EP-A-0 436 483. 

The compound of fonmula 3.6 (AC 304 415) Is described, for example, in EP-A-0 613 61 8, 
and the compound of fonmula 3.7 in DE-A-2 948 535. The compounds of fonnula 3.12 are 
described In DE-A-4 331 448, and the compound of fonnula 3.13 in DE-A-3 525 205. The 
compound of fomnula 3.14 is Icnown, for example, from US-A-5 215 570 and the compound 
of fonmula 3.15 from EP-A-0 929 543. The compound of fonmula 3.16 is descn'bed in 
WO 99/00020. In addition to the compound of formula 3.1 6, the other 3-(5>tetra;a}lyl- 
carit>onyl)-2-qu!nolones described in WO 99/00020, especially the compounds specifically 
disclosed in Tables 1 and 2 on pages 21 to 29, are suitable for protecting the crop plants 
against the phytotoxic action of the compounds of fonmula 1. 

As crop plants that can be protected by th^ safeners of formulae 3.1 to 3.16 against the 
damaging effect of the above-mentioned herbicides there come into consideration especially 
cereals, cotton, soybeans, sugar beet, sug€U' cane, plantation crops, rape, maize and rice, 
more especially maize. "Crops" are to be understood to mean also those crops which have 
been made tolerant to herbicides or classes of herii)lQdes as a result of conventional 
methods of breeding or genetic engineering. 

The weeds to be controlled may be both monocotyiedonous and dicx>tyledonous weeds, e.g. 
Stellaria, Agrostis, Digitaria, Avena, Apera, Brachiaria, Phalaris, Setaria, Sinapis, Lolium, 
Sblanum, Echinochloa, Sdrpus, Monochbria. Sagittaria, Panicum, Bromus, Alopecurus, 
Sorghum halepense, Sorghum bicolor, Rottboellia, Cyperus. Abutllon, Sida. Xanthium, 
Amaranthus, Chenopodium. Ipomoea. Chrysanthemum, Galium, Viola and Veronica. 
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Areas of cultivation include the areas of ground on which the crop plants are already growing 
or which have already been sown with the seeds of those crop plants, as well as ground 
intended for cultivation ^th such crop plants. 

Depending on the intended use, a safener of fonrnula 3.1 to 3.16 can be used in the 
pretreatment of the seed of the crop plant (dressing of the seeds or cuttings) or can be 
Introduced into the soil before or after sowing, ft can, however, also be applied, either alone 
or together with the herbickle, after emergence of the plants. The treatment of the plants or 
seeds with the safener can therefore in principle be cam'ed out independently of the time at 
which the herbicide is applied. The plants can, however, also be treated by simultaneous 
application of herbicide and safener (ag. in the torn of a tanl< mixture). The ratio of the rate 
of application of safener to the rate of application of herbidde depends largely on the 
method of application. In the case of field treatment, which is carried out either using a tank 
mixture comprising a combination of safener and heri^icide or by separate applicatbn of 
safener and herbicide, ttie ratio of hert}icides to safener is generally from 100:1 to 1 :10, 
preferably from 20:1 to 1:1. In the case of field treatment it Is usual to apply from 0,001 to 
1 .0 kg of saf ener/ha, preferably from 0.001 to 0.25 kg of safener^a. 

The rate of application of herbicides is generally from 0.001 to 2 kg/ha, but preferably from 
0.005 to 0.5 kg/ha. 

The compositions according to the invention are suitable for all methods of application 
conventionally used in agriculture, e.g. pre-emergence application, post-emergence 
application and seed dressing. 

In the case of seed dressing, generally from 0.001 to 10 g of safener/kg of seed, preferably 
from 0.05 to 2 g of safener/kg of seed, are applied. When the safener is applied in liquid 
fonm shortly before sowing, with soaking of the seeds, then advantageously the safener 
solutions used contain tiie active ingredient In a concentration of from 1 to 10 000 ppm, 
preferably from 100 to 1000 ppm. 

For tile purpose of application, ttie safeners of fonnulae 3.1 to 3.16 or combinations of those 
saf eners witt) the herbicide of fonmula I and, as appropriate, one or more hert^icides selected 
from formulae.2.1 Jo 2.51 are advantageously formulated together with adjuvants customary 
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In formulation technology, e.g. into emulsiflable concentrates, coatable pastes, directly 
sprayable or dilutable solutions, dilute emulsions, wettable powders, soluble powders, dusts, 
granules or microcapsules. 

Such formulations are described, for example, in WO 97/34485. pages 9 to 13. The 
fonfnulatlons are prepared Jn known manner, e.g. by intimately mixing and/or grinding the 
active ingredients with liquid or solid fonmulation adjuvants, e.g. solvents or solid camers. In 
addition, surface-active compounds (surfactants) can also be used in the preparation of the 
fonfnulations. Solvents and solid caniers suitable for that purpose are mentioned, e.g.. in 
WO 97/34485, page 6. 

Depending on the nature of the compounds of formulae 1, 2.1 to 2.51 and 3.1 to 3.16 to be 
formulated, there come Into consideration as surface-active compounds non-ionic, cationic 
and/or anionic surfactants and surfactant mixtures having good emulsifying, dispereing and 
wetting properties. Examples of suitable anionic, non-Ionic and cationic surfactants are 
listed, for example, on pages 7 and 8 of WO 97/34485. Also suitable for the preparation of 
ttie herbicidal compositions according to the invention are the surfactants conventionally 
employed in fbmiulation technology, which are described, inter atta. in "McCutcheon's 
Detergents and Emulsifiers Annual" MC Publishing Corp.. Ridgewood New Jersey, 1981, 
Stache, H.. Tensid-Taschenbuch'. Carl Hanser Veriag. Munich/Vienna, 1981 and M. and 
J. Ash, -Encyclopedia of Surfactants", Vd. I-III, Chemical Publishing Co., New Yoric, 
1980^1. 

TTie herbicidal fomiulations usually contain from 0.1 to 99 % by weight, especially from 0.1 to 
95 % by weight, of active ingredient mixture comprising a compound of fomiula I, a 
compound selected from tfie compounds of fonnulae 2.1 to 2.51 and tiie compounds of 
fomiuiae 3.1 to 3.16, from 1 to 99.9 % by weight of a sofid or liquid formulation adjuvant and 
from 0 to 25 % by weight, especially from 0.1 to 25 % by weight, of a surfactant Whereas 
commercial products are usually fonnulated as concentrates, the end user will nonnally 
employ dilute formulations. 

The compositions may also comprise further ingredients, such as stabilisers, e.g. vegetable 
oils or epoxidised vegetable oils (epoxidised coconut oil, rapeseed oil or soybean oil), anti- 
foams, e.g. silicone oil, preservatives, viscosity regulators, binders, taddfiers, and also 
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fertiKsers or other active ingredients. For the use of safeners of formulae 3.1 to 3.16, or of 
compositions comprising them, in the protection of crop plants against the damaging effects 
of herbicides of fomiulae I and 2.1 to 2.51, various methods and techniques come into 
consideration, such as, for example, the following: 

\\ Seed dressing 

a) Dressing of the seeds with a wettable powder formulation of a compound of formulae 3.1 
to 3.1 6 by shaking in a vessel until uniformly distributed over the seed surface (dry dressing). 
In that procedure approximately from 1 to 500 g of compound of fomfiulae 3.1 to 3.16 (4 g to 
2 kg of wettable powder) are used per 100 kg of seed. 

b) Dressing of the seeds with an emulsifiable concentrate of a compound of fonmulae 3.1 to 
3.1 6 accorcBng to method a) (wet dressing). 

c) Dressing by immersing the seeds for from 1 to 72 hours in a liquor comprising from 100 to 
1000 ppm of a compound of fomiulae 3.1 to 3.1 6 and optionally sut>sequently drying the 
seeds (immersion dressing). 

Dressing the seed or treating the germinated seedling are naturally the preferred methods of 
application, because treatment vAth the active ingredients is directed entirely at the target 
crop. Generally from 1 to 1000 g of antidote, preferably from 5 to 250 g of antidote, are used 
per 100 kg of seed, but depending on the methodology, which also enables the addition of 
other active ingredients or micronutrients, the concentration limits indicated can be varied up 
or down (repeat dressing). 

ii) Application as a tank mixture 

A liquid fomiulation of a mixture of antidote and hert^icide is used (ratio by weight of the one 
to the other from 10:1 to 1 :100), the rate of application of herbicide being from 0.005 to 
5.0 kg per hectare. Such tank mixtures are applied before or after sowing. 

fii) Application to the seed funrow 

The compounds of fonnulae 3.1 to 3.16 are introduced into the open, sown seed furrow in 
the fonm of an emulsifiable concentrate, wettable powder or granules. Once the seed furrow 
has been covered over, the heri^icide is applied in the usual manner in the pre-emergence 
process. 
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iv) Contrplled release of active Ingredient 

The compounds of fomnulae 3.1 to 3.16 are applied in solution to mineral granule carriers c 
polymerised granules (urea/fonmaldehyde) and dried. If desired, it Is also possible to apply 
coating that allows the active ingredient to be released in metered amounts over a specific 
period of time (coated granules). ^ 

Prefenred fomfiulatfons have espedally the following compositions: 
(% = percent by weight) 



Emulslfiable concentrates! 

active Ingredient mixture: 1 to 90 %. preferably 5 to 20 % 

1 to 30 preferably 10 to 20 % 
5 to 94 %, preferably 70 to 85 % 



surfactant 
liquid carrier 



Dusts: 

active Ingredient mixture: 
solid carrier 



0.1 to 10 %, preferably 0.1 to 5 % 
99.9 to 90 %» preferably 99.9 to 99 % 



Suspension concentrates! 
active ingredient mixture: 
water 
surfac^nt 



5 to 75 %, p ref erably 1 0 to 50 % 
94 to 24 %, preferably 88 to 30 % 
1 to 40 %» preferably 2 to 30 % 



Wettable powders: 
active ingredient mbcture: 
surfactant 
solid carrier 



0.5 to 90 %, preferably 1 to 80 % 
0.5 to 20 %, preferably 1 to 15 % 
5 to 95 %, preferably 15 to 90 % 



Granules: 

active ingredient mbcture: 
solid camer 



0.1 to 30 %, preferably 0.1 to 15 % 
99.5 to 70 %, preferably 97 to 85 % 



The following Examples illustrate the invention further, but do not limit the invention. 



wo 01/54501 PCT/EPOl/00720 

- 231 - 

Formulation Examples for mixtures of herbicides of formula L optionallv herbicides of 
formulae 2.1 to 2.51 . and safeners of formulae 3.1 to 3.1 6 f% = percent bv weights 



F1. Emulsiflable concentrates a) b) c) d) 

active ingredient mixture 5% 10% 25% 50% 

calcium dodecylbenzenesulfonate 6% 8% 6% 8% 

castor oil polyglycol ether 4% - 4% 4% 
(36 mol of ethylene oxide) 

octylphenol polyglycol ether - 4% - 2% 
(7-8 nrx>l of ethylene oxide) 

cyclohexanone - - 10% 20% 

aromatic hydrocarbon mixture 85% 78% 55% 16% 
C9-C12 



Emulsions of any desired concentration can be obtained from such concentrates by dilution 
virith water. 



F2. Solutions a) 
active ingredient mixture. 5 % 

1 -methoxy-3-(3-methoxy- 
propoxy)-propane 

polyethylene glycol MW 400 20 % 

N-methyl-2-pynrolidone 

aromatic hydrocarbon mixture 75 % 

C9-C12 

The solutions are suitable for use in the form 

F3. Wettable powders a) 
active ingredient mixture 5 % 

sodium lignosulfonate 4 % 

sodium lauryl sulfate 2 % 

sodium diisobutylnaphthalene- 
sulfonate 

octylphenol polyglycol ether 

(7-8 mol of ethylene oxide) 

highly dispersedsilicic acid 1 % 



b) c) d) 

10% 50% 90% 

20 % 20 % 

10% 

r 30% 10% 

60 % 

microdrops.. 



b) c) . d) 

25% 50% ,80% 
3% 

3% - 4% 

6% 5% 6% 

1 % 2 % 

3% 5% 10% 
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kaolin 88% 62% 35% 

The active Ingredient is mixed thoroughly with the adjuvants and the mixture is thoroughly 
ground In a suitable mill, affording wettable powders which can be diluted with water to give 
suspensions of any desired concentration. 



F4. Coated Granules 


a) 


b) 


c) 


active ingredient mixture 


0.1 % 


5% 


15% 


highly dispersed sificic acid 


0.9% 


2% 


2% 


inorganic earner 


99.0% 


93% 


83% 



(/E0.1 -1 mm) 
e.g. CaCO^orSiO^ 

The active ingredient is dissolved in methylene chloride and applied to the carrier by 
spraying, and the sohrent is then evaporated off in vacuo. 



F5. Coated Granules 


a) 


b) 


c) 




active ingredimt mixture 


0.1 % 


5% 


15 


% 


polyethylene glycol MW 200 


1.0% 


2% 


3 


% 


highly dispersed silicic acid 


0.9% 


1 % 


2 


% 


inorganic carrier 


98.0% 


92% 


80 


% 



(/E 0.1 - 1 mm) 
e.g. CaCOa or SiOa 

The finely ground active Ingredient is unifonnly applied, in a mixer, to the carrfer moistened 
with polyethylene glycol. Nmi-dusty coated granules are obtained in this manner. 



F6. Extruder Granules 


a) 


b) 


c) 


d) 


active ingredient mixture 


0.1 % 


3% 


5% 


15% 


sodium lignosulfonate 


1.5% 


2% 


3% 


4% 


carboxymethylcellulose 


1.4% 


2% 


2% 


2% 


kaolin 


97.0 % 


93% 


90% 


79% 



The active ingredient is mixed and ground with the adjuvants, and the mixture is moistened 
with water. TTie mixture is extnided and then dried in a stream of air. 



WO01/S4501 



PCT/EPOl/00720 



-233 



F7. Dusts ai) b) c) 

active ingredient mixture 0.1 % 1 % 5 % 

talcum 39.9% 49% 35% 

kaolin 60.0% 50% 60% 

Ready-toHise dusts are obtained by mixing the active ingredient with the earners and 
grinding the mixture in a suitable mill. 

F8. Susoension concentrates a) b) c) d) 

active ingredient mixture 3% 10% 25% 50% 

ethylene glycol 5% 5% 5% .5% 

nonylphenol polyglycol ether - 1 % 2 % 

(15 mol of ethylene oxide) 

sodium lignosulfonate 3% 3% 4% 5% 

carboxymethylcellulose 1 % 1 % 1 % 1 % 

37 % aqueous formaldehyde 0.2% 0.2% 0.2% 0.2% 

solution 

silicone oil emulsion 0.8% 0.8% 0.8% 0.8% 

water 87% 79% 62% 38% 

The finely ground active ingredient is intimately mixed with the adjuvants, giving a 
suspension concentrate from which suspensions of any desired concentration can be 
obtained by dilution with water. 

It Is often more practical for ttie compounds of formulae 1. 2.1 to 2.51 and 3,1 to 3,16 to be 
fonmulated separately and then to be brought together in the desired mixing ratio in the 
applicator in the fomn of a "tank mixture' in water shortiv before application. 

The ability of the safeners of fomiulae 3.1 to 3.1 6 to protect crop plants against the 
phytotoxic action of herbicides of fomnula I is illustrated in the following Examples. 



Biological Example: safenino action 

The test plants are grown in plastics pots under greenhouse conditions to the 4-leaf stage. 
At that stage, the herbicides alone, and the mixtures of the herbicides with the test 
compounds that are to be tested as safeners, are applied to the test plants. The application 
is in the form.olan aqueous suspension of the test compounds prepared from a 25 % 
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wettabte powder (Example F3, b)) with 500 litres of water/ha. 4 weeks after application, the 
phytotoxic aOion of the herbicides on the crop plants, e.g. maize and cereals, is evaluated 
using a percentage scale. 100 % denotes that the test plant has died. 0 % denotes no 
phytotoM'c action. 

The results obtained in this test demonstrate that damage to the crop plant caused by the 
herbicide of fomnula I in combination with one or more heibicides selected from formulae 2.1 
to 2.51 can be significantly reduced by the compounds of fonmulae 3.1 to 3.16. Examples of 
the safening action are given in the following Table B40: 

Table B40: 



Test plant 


Compd. . 


Compd. 1.001 


Compd. 1.001 


Compd. 1.001 




1.001 


[50g/ha]-f 


[50 g/ha] + ■ 


[50 g/ha] -i- 




[50g/ha] 


compd. 3.3 [50 g/ha] 


compd. 3.1 [50 g/ha] 


compd.3.8[50g/ha] 


Maize 


50 


5 


5 


0 


Abutilon 


100 


100 


100 


100 


Setaria 


100 


100 


100 


100 



The same results are obtained when the mbctures are fonmulated in accordance vwth 
Examples F1 , F2 and F4 to F8. 
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What is claimed is : 

1 . A herbiddaliy selective composition tiiat, in addition to comprising customary inert 
formulation adjuvants, comprises as active ingredient a mixture 
a) a herijicrdally effective amount of a compound of f onmuta I 




wherein each R is independently hydrogen, Ci-Cealkyi, CVCealkenyl, CrCehaloalkenyl, 
Cz-Cealkynyl, (VCehaloalkynyl, CVCecycloalkyI, Ci-Cealkoxy, Ci-Cehaloalkoxy, Ci- 
Cgaikytthio, Ci-Cealkylsulfinyl, d-CealkylsuIfonyl, CrCshaloalkyI, Ci-Cehaloalkytthio, Cr 
Cshaloalkylsulfinyl. Ci-Cehaloalkylsulfonyl, Ci-C6alkoxycarlx)nyl, Ci-Cealkylcarbonyl, d- 
Cealkylamino, di(Ci-C6alkyl)amino, CrCealkylaminosulfonyl, di(CrC6alkyl)aminosulfonyl, - 
N(Ri)-S-R2, -N(R3>-SO-R4, -N(R5)-S02-R6, nitro, cyano, halogen, hydroxy, amino, benzylthio, 
benzyfsulfinyl, benzylsulfonyl, phenyl, phenoxy, phenylthio, phenylsulfinyi or phenyisulfonyt; 
wherein the phenyl group may itself be mono-, di- or tri-substituted by Ci-Cealkyl, Ci-Cehalo- 
alkyl, (VCealkenyl, Ca-Cehaloalkenyl, Cg-Cealkynyl, Ca-Cahaloalkynyl, Ci-Cealkoxy, Cr 
Cehaloalkoxy, Cs-Cealkenyloxy, (VCeall^ylo)^, mercapto, Ci-Cealkyithio, Ci- 
Cehaioalkylthk), CrCealkenylthio, CrCehalbalkenylthio, CrCealkynylthio, Or 
CsBlkoxyalkylthio, Ca-Csacetylalkylthio, Cs-Cealkoxycari^onylalkylthio. Cz-C4cyanoalkytthio, 
Ci-Cealkylsulfinyl, CrCehaloalkylsulftnyl, Ci-Coaikylsulfonyl, Ci-Cehaloalkylsulfonyl, 
aminosulfonyl, Ci-C2aikylaminosulfonyl, CrC4dialkylaminosulfonyl, Ci-C3alkylene-R45, 
NR46R4r» habgen, cyano, nitro, phenyl or by benzylthio, wherein the latter phenyl and 
benzylthio groups may themselves be substituted on the phenyl ring by Ci-CsalkyI, Ci- 
CshaloalkyI, d-Caalkoxy, Ci-Cahaloalkoxy, halogen, cyano or by nitro; 
or eadi R is independently a monocyclic or fused bicyclto ring system having from 5 to 10 
members, which may be aromatic or partially saturated and may contain from 1 to 4 hetero 
atoms selected from nitrogen, oxygen and sulfur; wherein the ring system either is bound 
directly to the pyridine ring or is bound to the pyridine ring via a Ci-C4alkylene group, and 
each ring system may not contain more than two oxygen atoms and may not contain more 
than two sulfur atoms, and the ring system may itself be mono-, di- or tri-substrtuted by 
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C-CealkyI, C-CshaloalkyI, CarCealkenyl. Cg-Cyialoalkenyl, Cg-Cealkynyl. CrCehaloalkynyl, 
Ci-Cealkoxy, Ci-Cehaloalkoxy, CrCealkenytoxy, CrCealkynyloxy, mercapto, Ci-Cealkylthio, 
C-Cehaloalkylthlo, CrCealkenyllhfo. CrCshaloalkenylthIo, CrCealkynylthio. QrCsalkoxy- 
alkyfthio. Cs-Csacetylalkylthk), Ca-Cealkoxycafbonylalkyllhio. CrC4cyanoalkylthio, C-Cgalkyl- 
suffinyl, Ci-CshatoalkylsuKlnyl, C-Cealkylsulfonyl. C-CehaloalkylsutfoS^, aminosulfonyl. 
Ci-Ca^lkylaminosulfonyl. CrC4diaIkylainlnosulfonyl, Ct-Caalkylene-R,, NRbRs. halogen, 
cyano. nitro, phenyl or by benzyllhfo. wherein phenyl and benzylthk) ma^ themselves be 
substituted on the phenyl ring by C-Cgalkyl, C-Cshaloalkyl. C-Cgalkoxy, CJi-Cahatoalkoxy. 
halogen, cyano or by nitro, and wherein the substituents on the nitrogen in the heterocyclic 
ring are other than halogen; or 

each R is independently Ci-C4aIkQxy-C-C4alkyf or Ci-C4alkoxy-C,-C4aIkoxy<)i-C4alkyI; 
mls1,2,3or4; 

Ri, Rs and R5 are each independently of the others hydrogen or Ci-CealkyI; 
Ra is NRioRii. C-Csalkoxy, C-Cehatoalkoxy. Ci-CealkyI, C-Cehatoalkyl. CrCealkenyl, Ca-Cr 
haloalkenyl, CrCealkynyl. CrCehatoalkynyl. CrCecydoalkyl or phenyl, wherein phenyl may 
itself be substituted by C-Cgaikyl. C-Cjhaloalkyl, C^^koxy. Ct-Cahaloalkoxy. halogen, 
cyano or by nitro; 

R4 is NRi2R,3, Ci-CeaJkoxy, C-Cehaioalkoxy. Ci-CealkyI, C-C6hak>alkyl. CrCealkenyl. CrCg- 
haloalkenyl, CrCealkynyl. Cg-Cchaloalkynyl, C-Cecycloalkyl or phenyl, wherein phenyl may 
itself be substituted by Ct-Cgalkyl. C-Cahaloalkyl. C-Caalkoxy. C-Cahatoalkox/, hak>gen, 
cyano or by nitro; 

Rs is NR„Ri5, Ci-Cealkoxy, C-Cshaloalkoxy. C-CealkyI, C-CehaloalkyI, CrCealkenyl, CrCr 
hatoalkenyl, QrCsalkynyl. CrCehaloalkynyl. CrCecydoalkyl or phenyl, wherein phenyl may 
itself be substituted by C-CaalkyI, C-CahaloalkyI, Ci-Caalkoxy. C-Cghatoalkoxy, hatogen. 
cyano or by nitro; 

R7 and R46 are each independently of the other C-Caalkoxy, C2-C4alkoxycarbonyl, C,-Cr 
alkylthio, Ci-Caalkylsulfinyl. Ci-Caalkylsuifonyl or phenyl, wherein phenyl may itself be 
substituted by C-CsalkyI, C-Cahaloalkyl. C-Cgalkoxy, Ci-Cghaloalkoxy, hatogen. cyano or 
by nitro; 

Ra. Rio. R12. Ri4 and R48 are each independently of the others hydrogen or Ci-CsalkyI; 
Rfc R11. Ri3, R16 and R47 are each independently of the others CrCealkyI or Ci-Cealkoxy; 
Q is the group Q, 
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wherein Rie, Ri7» Ris and R19 are each independently of the others hydrogen, hydroxy, 
Ci-C4allcyi, Qz-Cealkenyl. QrCealkynyi, Ci-C4aikoxycarlx)nyl. Ci-Ceallcylthio, Ct- 
Cealicylsulfinyl, d-Ceailcylsulfonyl. Ci-C4aikyl-NHS(0)2, Ci-CnhaloalkyI, -NH-CrCAaikyl, - 
N(Ci-C4alkyl)2, Ci-Ceailcoxy, cyano, nitro, halogen, or phenyl which may itself be sut>stituted 
by Ci-Cnallcyl. Ci-C4haloalicyl. CrC4all<oxy, Ci-C4haloalkoxy, CrC4aikylcarbonyl, d- 
C4alkoxycarbonyl, amino. C|-C4alkylamino. di(Ci-C4alkyl)amino, Ct-Cealkylthio. Cr 
Ceaikylsulftnyl, Ci-CGalkyisutfonyl. Ci-C4alkyl-S(0)20. Ci-C4haloalkylthio. Cr 
C4haloaikyisulfinyi. Ci^4haloa!kylsulfonyl. Ci-C4hak>alkyi-S(0)20. Ci-C4alkyl-S(0)2NH. Ci- 
C4alkyl-S(0)2N(Ci-C4alkyl). halogen, nitro. COOH or by cyano; or two adjacent substrtuents 
out of R16, Ri7f R18 and Rigfonn a (VCealkylene bridge; 

R20 is hydroxy, O'M^, halogen. Ci-Ciaalkoxy. Ci-Ci2aikylcarbony!oxy. CVCAalkenylcarbonyl- 
oxy. CrCecydoalkytcarbonyloxy. Ci-Cisalkoxycarbonyloxy, Ci-Ci2alkylcartx>nyloxy, 
R2iR22N-C(0)0. Ci-Ciaalkylthio. Ci-Ciaalkylsulfinyl. Ci-Ci2alkylsuifonyl. CrC4haloa!kylthk>. 
Ct-C4haioalkylsulfinyl, Ci-C4hak>alkylsulfonyl. Cz-Ciaslkenylthio, Q2-Ci2alkenylsuifinyl. CrCir 
alkenylsulfonyl. C2-Ci2haloalkenylthio, C2-Ci2haloalkenylsulfinyl, (VCiahaloalkenylsulfonyi. 
CrCi2alkynylthio, CrCi2alkynylsulfinyl, C2-Ci2alkynylsulfonyl, Ci-C4alkyl-S(0)20, 
phenyl-S(0)20. (CrC4alkoxy)2P(0)0, Ci-C4alkyl(Ci-C4alkoxy)P(0)0, H(Ci-C4alkoxy)P(0)0. 
Ci-Ciralkyl-S(CO)0. ben^oxy. phenoxy. phenylthio, phenylsulfinyl or phenylsulfonyl. 
wherein the phenyl group may itself be substituted by Ci*C4alkyl, Ci-C4haloalkyl. Cr 
C4alkoxy, Ci-C4haloalkoxy, Ci-C4alkylcarbonyl, Ci-C4alkoxycarbonyl. CrC4alkyIamino, di(Ci- 
C4alkyl)amino. Ci-C4alkylthio, Ct-C4alkylsulfinyl, Ci-C4alkylsulfonyl, CrC4aIkyl-S(0)20. Ci- 
C4haloalkytthio, Ci-C4haloalkylsulfinyl, Ci-C4haloalkylsulfonyl, Ci-C4haloaIkyl-S(0)20, Ci- 
C4alkyl-S(0)2NH, Ci-C4alkyl-S(0)2N(Ci-C4alkyl), halogen, nitro or by cyano; and 
R21 and R22 are each independently of the other hydrogen or Ci-C4alkyl; 
or is the group Q2 

R 23 
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wherein R23 is hydroxy, 01^. halogen. Ci-Ciaalkoxy, C-Caalkylcarbonyloxy, C2-C4- 
alkenylcarbonyloxy. Cs-Cecycloalkylcarbonyloxy, Ci-Caalkoxycarbonyloxy, C,-C,2alkyl- 
carbonyloxy, Ra4R2sN-C(0)0. C-Ciaalkylthfo, Ct-Caalkylsulfinyl, C-CzalkylsuKonyl, 
C,-C4hatoalkylthlo. C,-C4haloalkyIsulflnyl, Ci-C4haloalkylsulfonyl, Cz-Caalkenylthfo, CrCir 
alkenyfsuffinyl. CrCiaalkenylsulfonyl, QrCahatoalkenyHhio. CrCiahaircilkenylsulfinyl. Cz-Ck 
haioalkenylsulfonyf. C^aalkynylthk), QrCtaalkynylsulfinyl. CrCtaalkynylsulfonyl. C-C*- 
alkyl-S(0)aO. phenyl-S(0)20, (C-C4alkoxy)2P(0)0, C,-C4alkyl(C-C4alkoxy)P(0)0, 
H(C,-C4alkoxy)P(0)0, Ci-C2-alkyl-S(C0)0, benzyk»v, phenoxy, phenylthk), phenylsuHinyl 
or phertyisulfonyl, wherein the phenyl group may itself be substituted by Ci-C4alkyi. Ci- 
C4haloalkyl. Ci-C4alkoxy, Ct-C4haloalkoxy, Ci-C4alkylcarboriyl, C,-C4aIkoxycarbonyl, C,- 
C4alkylannino, dl(Ci-C4alkyl)amino, Ci-C4alkylthk), Ci-C4alkylsuffiriyl, Ci-fe4alkylsulfonyl, 
C,-C4alkyl-S(0)20, C-C4hak)alkylthfo. C,-C4hak)alkylsulflnyl, Ci-C4haloalkylsulfonyl, 
C,-C4haloalkyI-S(O)20. C-C4alkyi^(0)aNH, C,-C4alkyl-S(0)2N{Ci-C4alkyl). hak>gen. nitro or 
by c^no; 

Re4 and Rzs are each independently of the other hydrogen or Ci-C4alkyi; and 

Y is oxygen, sulfur, a chemk»l bond or a Ci-C4alkylene bridge; 
or is the group 



wherein R44, R37, Rsa and R39 are each independently of the others hydrogen, Ci-C^lkyl, 
Ci-Cehaloalkyt, CrCealkenyl, CrCealkynyl, C-Cealkoxycarbonyl, C-Csalkylthio, C-Ceaikyl- 
sulflnyl. C-Cealkylsulfonyl, C-Ceaikyl-NHStOfe, C-Cealkylamino, dl(C,-C6alkyl)amlno, 
hydroxy, Ci-Cealkoxy, Cg-Cealkenyloxy, CrCealkynytoxy, hydroxy-Ci-CealkyI, Ct-C4alkyl- 
sulfonyloxy-C-Cealkyl, tosyloxy-Ci-CealkyI, halogen, cyano, nitro. phenyl, or phenyl 
substituted by C,-C4alkyl, C-C4haloalkyl, C-C4alkoxy, C-C4haIoalkoxy, Ci-C4alkylcarbonyl, 
C,-C4alkoxycarbonyl, amino, CrC4alkylamino. di(CrC4aikyl)amino, C-Csalkylthto, C,- 
Csalkylsulfinyl, C-Cealkylsuifonyl. CrC4aIkyl-S{0)20, Ci-Cehaloalkyrthio, Ci- 
Cehaloalkylsuifinyl, C-Cshaloalkylsutfonyl, Ci-C4haloalkyl-S(0)20, Ci-C4alkyl-S(0)2NH. C- 
C6alkylthio-N(C,-C4alkyl), C,-C6alkylsulfinyl-N(Ci-C4alkyl), Ci-C6alkylsulfonyl-N(C-C4alkyl), 
halogen, nitro, COOH or by cyano; or adjacent Rm and R37 or Rgg and R39 together are Cr 
Cgalkylene; 
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W is oxygen,. sulfur, sulflnyl. sulfonyl, -CR4tR4r> -C(0)- or-NR43-; 
R41 Is hydrogen, Ci-C4alkyl, CrC4hdloalkyl, Ct-C4alkoxy-Ci-C4alkyl, Ci-C4alkyllhlo-Ci- 
C4alkyl, Ci-C4alkylcarbonyloxy-Ci-C4alkyl, Ci-C4allcylsulfonyloxy-Ci-C4alkyl, tosyloxy-Cr 
C4alkyl, dl(Ci-C3alkoxyalkyl)methyl, dl(Ci-C3alkyithloalkyl)methyl, (Ci-CsaikoxyallcylHCr 
C3alkylthioalkyl)methyl, CrCsOxacycloalkyI, Cs-CsthiacycloalkyI, Qs-C^oxacycloalkyl, C3- 
C4dithiacycloalkyl, CrC40xathiacycloalkyl, formyl, Ci-C4alkoxycarbonyl, or phenyl which may 
itself be substituted by Ci-C4alkyl, CrC4haloalkyl, Ci-C4alko)^, CirC4haloalkoxy, Cr 
C4alkylcarbonyl, Ci-C4alkoxycarbonyl, amino, CrC4alkylamino, dl(Ci-C4alkyl)amlno, Ci- 
C4alky!thio, CrC4alkylsulfinyl, CrC4alkylsulfonyl. Ci-C4alkyl-S(0)20, Ci-C4haloalkylthio. C^- 
C4haloalkylsuHinyl, CrC4haloaIkylsulfonyl, CrC4haloalkyl-S(0)20, Ci-C4alkyl-S(0)2NH, C,- 
C6alkylthlo-N(CrC4alkyl), Ci-C6alkylsulfinyl-N(CrC4alkyl), Ci-C6alkylsulfonyI-N(CrC4alkyl). 
halogen, nitro, COOH or by cyano; or R42 together with R39 is Ci-Cealkylene; 
R42 is hydrogen, CrC4alkyl or CrC4haloa!kyI; 

R40 is hydroxy, O'Wf^, halogen, Ci-Ci2alkoxy, Ci-Ci2alkylcarbonyloxy, C2-C4alkenyIcarbonyl- 
oxy, Cg-Cecycloalkylcarbonyloxy, Ci-Ci2alkoxycarbony!oxy, CrCi2alkylcartx>nyloxy, 
R96RotN-C(0)0, Ci-Cizalkytthio, Ci-Ci2alkylsulfinyl, CrCi2alkylsulfonyl. Ci-C4hak>alkylthlo, 
Ci-C4haloalkylsulflnyI, C,-C4haloalkylsulfonyl, (VCisalkenylthio, (VCigalkenylsulfinyl, C2-Cir 
alkenylsulfonyl, <VCi2haloalkenylthio, CrCi2haIoalkenylsulfinyl, C2-Ci2haloalkenylsulfonyl, 
C2-Ci2alkynylthio, C2-Ci2alkynylsulflnyl, CVCi2alkynylsulfonyl, Ci-C4alkji-S(0)20, 
phenyl-S(0)20, (CrC4alkoxy)2P(0)0, CrC4alkyl(Ci-C4alkoxy)P(0)0, H(Ci-C4alkoxy)P(0)0, 
Ci-Ci2-aIkyl-S(C0)0, benzyloxy, phenoxy, phenylthio, phenylsulfinyl or phenylsutfonyl, 
wherein the phenyl group may itself be substituted by Ci-C4alkyl, Ci-C4haloalkyl, Ci- 
C4alkoxy, Ci-C4haloalkoxy, Ci-C4aIk^carbonyl, Ci-C4alkoxycarbonyl, Ci-C4aIkylamino, di(Ci- 
C4alkyl)amlno, Ci-C4alkylthlo, Ct-C4alkylsulfinyl, Ci-C4alkylsulfonyl, C,-C4alkyl-S(0)20, d- 
C4haloalkylth!o. C-C4haloaIkylsulfinyl, Ci-C4haIoalkylsulfonyl, C,-C4haloalkyl-S(0)20, Ci- 
C4alkyl-S(0)2NH, C-C4alky|.S(0)2N(C,-C4alkyI), halogen, nrtro or by cyano; 
R96 and R97 are each independently of the other hydrogen or Ci-C4alkyl; 
R43 is hydrogen, Ci-C4alkyl, CrC4alkoxycarbonyl, or phenyl which may itself be substituted 
by CrC4alkyl, CrC4haloalkyl, Ci-C4alkoxy, Ci-C4hak)alkoxy, Ci-C4alkylcarbonyl, d- 
C4aIkoxycarbonyl, CrC4alkylamlno. di(Ci-C4alkyl)amino. Ci-C4alkylthlo. Ci-C4alkylsulfinyl, 
Ci-C4alkylsutfonyl. C,-C4alkyl-S(0)20. Ci-C4haloalkylthlo, Ci-C4haloalkylsuIfinyl, Ci- 
C4haloalkylsulfonyl, Ci-C4haloalkyl-S(0)20, CrC4aIkyl-S(0)2NH, CrC4alkyl-S(0)2N(Ci- 
C4alkyl), halogen, nitro or by cyano; 
or Is the group Q4 
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Wherein R30 hydroxy, OW, halogen, Ci-Ci2alkoxy, Ci-Ciaalkylcarbonyloxy, CrC4alkenyl- 
cartxjnyloxy, Cg-Cecycloalkylcarbonyloxy, Ci-Ciaalkoxycarbonyloxy, Ci-Ciaalkylcarbonyloxy, 
R3iR32N-C(0)0, CrCiaalkyllhio, C,.C,2alkylsuHinyl, C,-Ci2alkylsulfonyl, Ct-C4haloa!kytthio, 
Ci-C4haloalkylsulflnyl, Ci-C4haIoalkylsulfonyl. C2-Ci2alkenylthlo, CrCiaalkenylsulflnyl, Cg-Ciz- 
alkenylsulfonyl. QrC^haloalkenylthio. CrCtahaloalkenylsulfinyl, C2-Ci2haloalkenyteuIfonyl, 
CrCiaalkynytthIo, QrCiaaikynylsulfinyl, CrCisalkynylsulfonyl, Ci-C4alkyl-S(0)20, 
pheny|.S(0)20, (C,-C4alkoxy)2p(0)0, C,-C4alkyl(CrC4alkoxy)P(0)0, H(C,-C4aIkoxy)P(O)0, 
Ci-Ciralkyt-S(CO)0, benzytoxy, phenoxy, phenyfthk), phenylsulflnyl or phenylsulfonyi. 
wherein the phenyl group may itself be substituted by Ci-C4alkyl, Ci-C4haloalky!, C,- 
C4alkoxy, C,-C4hak>aIkoxy. Ci-C4alkyIcarbonyl, Ci-C4alkoxycarbonyl, C,-C4alkylamino, di(C,- 
C4alkyl)amino. Ci-C4alkylthio, Ci-C4alkylsulfinyl, Ci-C4aIkylsulfonyl. Ci-C4alky«-S(0)20, Ci- 
C4hak>alkylthlo. Ci-C4hak>alkylsulfinyi. Ci-C4haloaIkylsulfonyl, Ci-C4haloalkyl-S(0)20, Ci- 
C4alkyl-S(0)2NH, C,-C4alkyl-S(0)2N(C,-C4alkyl). halogen, nitro or by cyano; and 
R31 and Rsa are each independently of the other hydrogen or C,-C4alkyl; 
R33 and R34 are each independently of the other hydrogen, hydro)^, CrC4alkyl, Qy-Cealkenyl, 
CrCealkynyl, Ci-C4alkoxycarbonyl, C-Cealkyllhio. Ci-Cealkylsulfinyl, Ci-Cealkylsulfonyl, 
C,-C4alky|.NHS(0)2, C-C4haloalkyl, -NH-C-C4alkyl, -N(Ci-C4aIkyl)2, Ci-Cealkoxy, cyano, 
nitro, hak)gen, or phenyl which nnay Hself be substituted by Ct-C4alkyl, Ci-C4hak)atkyl, Ct-C4- 
alkoxy, Ci-C4haloalko}Qr. Ci-C4alkylcarbonyl, Ci-C4alko)^rbonyl, amino, Ci-C4alkylanHno, 
di(C-C4alkyl)amino, C-Cbalkylthio, C,-Cealkylsuffinyl. C-Cealkyteulfonyl. C,-C4alkyl-S(0)20, 
Ci-C4hak)aikytthio, Ci-C4haloalkylsulfinyl, Ci-C4hatoancylsulfonyl, Ci-C4haloalkyl-S(0}20, 
C,-C4alkyl-S(0)2NH, C-C4alkyl-S(0)2N(C-C4alkyl), halogen, nitro, COOH or by cyano; or 
R33 and R34 together f omn a Cz-Cealkylene bridge; and 

Ras is hydrogen. Ci-C4alkyl, Ci-C4aikoxycarii)onyl, or phenyl which may itself be substituted 
byC-C4alkyl, CrC4haloalkyl, Ci-C4alkoxy, Ci-C4haloalkoxy, C,-C4alkylcarbonyl, C,- 
C4alkoxycarbonyl, amino, Ci-C4alkylamino. di(C-C4alkyl)amino, Ci-C4alkylthfo, d- 
C4alkyfsulfinyl, C,-C4alkylsulfonyl, Ci-C4alkyl^(0)20, CfC4haloalkylthlo, Ci- 
C4haloalkylsulfinyl, C,-C4haloalkylsulfonyl, Ct-C4haloalkyl-S(0)20, Ci-C4alkyl-S(0)2NH, C,- 
C4alkyl-S(0)2N(C,-C4alkyl), hatogen, nitro, COOH or by cyano; 
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or is the group Qs 




01 



(Qs). 



wherein Z is sulfur, SO or SO^ 

Roi is hydrogen, Ci-(^ikyl, Ci-Csallcyi substituted by halogen, Ci-C4alkoxy, Ct-C4alkytthlp, 
Ct-C4alkyisulfonyl, Ci-C4alkylsulfinyl, hydroxy, cyano, n'rtro. -CHO, -COaRoe. -COR03, 
-COSR04 . -NR05R0B . CONFWW. or by phenyl which may itself be substituted by Ci- 
C4all(yl, Ci-CehaloalkyI, Ci-C4aIkoxy, Ci-C4haloaiko)(y, CrCealkenyl. CrCealkynyl, C3- 
Cealkenytoxy, Cs-Cealkynyloxy, hatogen, nitro. cyano, -CCX)H, COOCi-C4alkyi. COOphenyl, 
Ci-C4alkoxy. phenoxy. (Ci-C4alkoxy)-Ci-C4alkyl, (Ci-C4aiMthk>)-Ci-C4alkyl, (Ci- 
C4aikylsulfinyi)-Ci-C4aikyl. (Ci-C4alkylsutfonyl)-Ci-C4alkyl. NHS02-Ci-C4alkyl. NHSOrphenyl. 
N(Q,-CGalkyl)S0srCi-C4alkyl. N(C-C6alkyl)S0srphenyi. N(CrC6alkenyi)SCVC,:C4alkyl. N(Cr 
Cealkenyl)SOrphenyl, N(C3-C6alkynyl)S0i-Ci-C4alkyl, N(CrC6alkynyl)SQrphenyl. N(CrCr 
cycloalky1)S02-C,-C4alkyl, N(C3-C7cycloalkyl)SOirphenyl, N(phenyl)S02-Ci-C4alkyl, 
N(phenyl)S02-phenyl, OS02-Ci-C4alkyl, CONRo25Ro28, OSOz<;i-C4haloalkyl, OSOz-phenyl, 
Ci-C4alkylthio, Ci-C4haloalkylthio, phenylthio, Ci-C4aIkylsulfonyI, Ci-C4haloalkylsulfonyl, 
phenyfsulfonyl, CrC4alkyisulfinyi, Ci-C4hak>aikylsuffinyl, phenyisulfinyt, Ci-C4aikylenephenyl 
or by -NRoisCOzFW; 

or Roi is CrCealkenyl or CrCealkenyl substituted by hatogen, Ci-C4alkoxy. Ci-C4alkylthio, 
Ci-C4alkylsulfonyl, Ci-C4alkylsulfinyl, -CONRoKRoaa, cyano, nItro, -CHO, -CO2R088. -CORo39. • 
-COS-Ci-Cialkyl, -NRo34Ro35. or by phenyl which may itself be substttuted by Ci-C4alkyl, 
Ci-CehaloalkyI, CrC4alkoxy, Ci-C4haloalkoxy. CrCealkenyl, CrCealkynyl, CrCsalkenyloxy, 
CrCealkynytoxy, halogen, nitro, cyano, -COOH, C0OCi-C4alkyl, COOphenyl, Ci-C4alkoxy, 
phenoxy, (C-C4alkoxy)-Ci-C4aIkyl, (Ci-C4alkylthfo)-Ci-C4alkyl, (Ci-C4alkylsulfinyl)-Ci-C4alkyl, 
(CrC4alkylsulfonyl)-Ci-C4alkyl, NHS02-Ci-C4alkyl, NHSOa-phenyl. N{C,-C6aIkyl)SOrCrC4- 
alkyl, N(Ci-C6alkyl)S0rphenyl. N(CrC6alkenyl)S02-Ci-C4alkyl, N(CrC6alkenyl)SOrPhenyl, 
N(CrC6alkynyl)SOrC,-C4alkyl, N(CrC6alkynyl)S0rphenyl, N(CrC7cycloa!kyl)SOrC,-C4- 
alkyl, N(C3-C7cycloalkyl)SOrPhenyl, N(phenyl)S0rC,-C4alkyl, N(phenyl)SOrphenyl, 
OS0z<;i-C4alkyl, CONR«oR<mi. OSOrCi-C4haloalkyl. OSOrphenyl, C,-C4alkylthio. CrC4- 
haloalkylthio, phenylthio, Ci-C4alkylsulfonyl, C,-C4ha!oalkylsulfonyl, phenylsulfonyl, C1-C4- 
alkylsuKinyl, CfC4haloalkylsuHinyi, phenylsulfinyl, Ci-C4alkylenephenyl or by -NRo43C02R(M2: 
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or Roi Is CarCealkynyl or CrCsalkyr^yl substituted by halogen, C,-C4haloalkyl. cyano, 
-CXJgRow. or by pheriyl which may itself be subftituted by C-C4alkyl, C-Cehaloallcyl. C-C4- 
all<oxy, C,-C4haloallcoxy, CrCeaUtenyl. CrCealltynyl. Ca-Ceaikenyloxy. Ca-Cealkynyloxy, 
halogen, riltro. cyano. -COOH, COOCi-C4alkyl, COOphenyl, C,-C4a!koxy. phenoxy. (C,-C4- 
alkoxy)-CrC4alkyl, (C,-C4a!kylthfo)-C-C4alkyl, (C,-C4alkylsulfinyl)-C,-C4alkyl. (C-C4alkyl- 
sulfonylH3,<;4allcyl. NHS02<Jt-C4alkyl. NHSQrPhenyl, N(Ci-C6allcyl)SOrC,-C4alkyl. 
N(C.Cealkyl)SCVphenyl. N(CrC6alkenyl)S0rC,-C4alkyl. N(CrC8aIkenyOSOrPhenyl, 
N(CVC6alkynyl)S02-Ci-C4alkyl. N(C3-C6alkynyl)S0rphenyl, N(CrC;cyck5alkyl)S02-C,-C4- 
alkyl. N(C3-Ccyctoalkyl)S0rphenyl, N(phenyl)S<VC,.C4alkyl. N(phenyl)SOrphenyl, 
OS02-C<J4alkyl. CONRoaBRcaa, OSOsrC,-C4hak)alkyl, OSCVphenyl, Ci-C4alkylthlo. C-C4- 
haloalkylthio, phenyllhio, C,-C4alkylsuIfonyl. C,-C4hatoalkylsulfonyl. phenylsulfonyl, C-C4- 
alkylsulfinyl, C-C4hak)alkyl8ulflnyl. phenylsulfinyl. C,-C4alkylenephenyl or by -NRdaiCQzRoao; 
or Roi is Ca-CTcydoalkyl or Ca-CTcyctoalkyI substituted by Ci-C4alkyl, C-q4aIkoxy, C,- 
C4alkylthk). C-C4alkylsulfinyl. Ct-C4alkylsulfonyl. or by phenyl whteh may itself be substituted 
by hatogen. nitro, cyano, C-C4alkoxy. C,-C4hak>alkoxy. C-C4ali<ylthfo. Ci-C4haloalkylthk), 
C,-C4alkyl or by CrC4hak)all^; or 

Roi is Ci-C4a!kylene-C3-C7cycloalkyl, phenyl, or phenyl substituted by Ct-C4alkyl. Ci-Cehalo- 
alkyl, C,-C4aIkoxy, Ci-C4hak)alkoxy, CrCealkenyl, CrCealkynyl, Cs-Cealkenyloxy. CrC«- 
alkynyloxy, halogen, nitro, cyano, -COOH, C00C-C4alkyl. COOphenyl, Ci-C4alkoxy. 
phenoxy. (C,-C4alkoxy)-C,-C4alkyl. (C,-C4alkylthio).C,-C4alkyl. (C-C4alkylsuffinyl)-C-C4alkyl, 
(C,-C4alkylsulfonyl)-C,<;4alkyl, NHS0rC,-C4alkyl, NHSOrphenyl, NCC-CealkyOSOrCi-C*- 
alkyl, N(C-C6alkyl)SOrphenyl. N(CrC6alkenyOSOrC,.C4alkyl. N(CrC6alkenyl)S02-phenyl. 
N(C3-C6alkynyl)SOrCi^:4alkyl, N(C3-C6aIkynyl)SOrphenyl, N(C3-C7cycloalkyl)S02-C,-C4- 
alkyl. N(C3rC7cycloalkyl)SO!rPhenyl. N(phenyl)S02-Ci-C4alkyl. N(phenyl)SOrphenyl, 
OSOrC,-C4aIkyl, CONRo46Ro«, OSOrC,-C4hak)alkyl. OSOz-phenyl, C-C4aIkylthio, C.C4- 
haloalkylthlo, phenylthio. C,-C4alkylsulfonyl, Ci-C4haloalkylsulfonyl, phenylsulfonyl, C1-C4- 
alkylsulfinyl. Ci-C4haloalkylsulfinyt, phenylsulfinyl or by -NR048CO2R047; or 
Roi is Ci-C4alkylenephenyl, COR07 or from 4- to 6-membered heterocyclyl; 
Ro2, Ro38, Ro«4 and Rosa are each independently of the others hydrogen, Ci-C4alkyl, phenyl, or 
phenyl substituted by Ci-C4alkyl. C-Cehaloalkyl. C,-C4alkoxy. C-C4haloalkoxy. CrCealkenyl. 
Cs-Cealkynyl, CrCealkenyloxy, Qj-Cealkynyloxy, halogen, nitro, cyano. -COOH, COOC1-C4- 
alkyl. COOphenyl. C,-C4aIkoxy. phenoxy, (C-C4alkoxy)-Ci-C4alkyl, (C,-C4alkylthio)-C,-C4- 
alkyl, (C-C4alkylsulfinyl)-C,-C4alkyl, (C,-C4alkylsulfonyl)-C,-C4alkyl. NHS02-C,-C4alkyl. 
NHSQrPhenyl, N(C-C6alkyl)S0rCi-C4alkyl. N(CrC6alkyl)S0rphenyl. NCCrCealkenyl)- 
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S02-Ci-C4alicyl. N(CrC6alkenyl)S0rphenyl, N(CrC6alkynyl)SQrCi-C4alkyl, N(C3-Cr 
alkynyl)SOrphenyl, N(CrC7cycloalkyl)SQrCrC4alkyi, N(Ca-C7cycloallcyl)SQz-phenyl, 
N(phenyl)S02-Ci-C4alkyl, N(phenyl)SOrphenyl, OSQ2-Ci-C4allcyl, CONFWRoso, 
OS02-CrC4haloalkyl, OSOrphenyl, Ci-C4alkytthfo, Ci-C4haIoalkylthio. phenyHhio, d- 
C4allcylsutfonyl, CrC4hatoalkylsulfonyl, phenylsuKonyl, Ci-C4allcylsulfinyl, Ci- 
C4haloalkylsulfinyi, phenylsulfinyl, -Ci-C4-alkylphenyi or by -NRo62CQ2Ro53; 
Ra3. Ro39 and FW are each independently of the others Ci-C4alkyl, phenyl, or phenyl 
substituted by Ci-C4allcyK Ci-CehaloalkyI, Ci-C4alkoxy, Ci-C4haloalkoxy. CrCealkenyl, CVCV 
alkynyl, Cs-Cealkenyloxy. Ca-Cealkynyloxy, halogen, nitro, cyano. -COOH, C00Ci-C4alkyl, 
COOphenyl, Ci-C4alkoxy, phenoxy, (Ci-C4alkoxy)-Ci-C4alkyl, (Ci-C4alkylthio)-Ci-C4alkyl, 
(Ci-C4alkylsulfinyi)-C-C4alkyl, (Ci-C4alkylsulfonyl)-CrC4alkyl, NHSOrCrC4alkyl, 
NHSOrphenyi, N(C-Cealkyl)S0rCrC4alkyl, N(C-C6alkyl)S0rPhenyl, NCCrCealkenyl)- 
S02-CrC4alkyI, N(CrC6aIkenyl)S0rPhenyl, N(CrC6alkynyl)S02-CrC4alkyl, NCCrCgalkynyO- 
SOrPhenyl, N(C3-C7cycloalkyl)SOrCt-C4alkyl, N(C3-C7cycloalkyl)S02-phenyl, N(phenyl)- 
S0rCrC4alkyl, N{phenyl)S02i)henyl, OSQrCrC4alkyl. CONRc68Ro54, OSC)rCrC4haloalkyl. 
OSOrphenyl, Ct-C4alkylthlo, Ci-C4haloalkytthio, phenylthfo, Ci-C4alkylsulfonyl, Ci-C4halo- 
alkylsulfonyl, phenylsuffon^, Ci-C4alkylsulfinyl, Ci-C4haloalkylsuffinyl, phenylsulfinyl, 
-(CH2)i-phenyl or by -NRoseCOaRoss; 
Ro4 is Ci-C4alkyl; 

Ro6 is hydrogen, CrC4alkyl, Ce-Cealkenyl, CrCealkynyl, CrCTcycloalkyI, phenyl, or phenyl 
substituted by CrC4alkyl, Ci-CehaloalkyI, Ci-C4alkoxy, Ci-C4haloalkoxy, Cg-Cealkenyl, Ca-Ce- 
alkynyl, Cg-Cealkenyloxy. Ca-Cealkynyloxy, halogen, nItro, cyano, -COOH, COOCi-C4alkyf, 
COOphenyl, Ci-G4aIkoxy, phenoxy, (CrC4alkoxy)-CrC4alkyl, {Ci-C4alkyIthlo)-Ci-C4alkyl, 
(Ci-C4alkylsulfinyl)-C,-C4alkyl, (CrC4aIkylsuIfonyl)-Ci-C4alkyi. NHS02-CrC4alkyl, 
NHSOrphenyl, N(Ci-C6a|kyl)SOrCrC4alkyI, N(C,-C6alkyl)S02-phenyl, N(C2^lkenyl)- 
S02-CrC4alkyl, N(CrC6alkenyl)S0rPhenyl, N(CrC6alkynyl)S02H, NCCa-Cealkynyl)- 
S0rCrC4alkyl, N(CrC6alkynyl)S02-phenyl, N(CrC7cycloalkyl)S02H, N(C3-C7Cycloalkyl)- 
S0z-CrC4alkyl, N(CrC7cycloalkyl)SOrphenyl, N{phenyl)S02-CrC4alkyl, N(phenyl)- 
S02-phenyl, OSOrCi-C4alkyl, CONR057R068, OSOrCrC4haloalkyl, OSOrphenyl, GrC4alkyl- 
thio, Ci-C4haloalkylthio, phenylthio, Ci-C4alkylsulfonyi, Ci-C4haloalkylsulfonyl, phenylsulfonyl, 
CrC4alkylsulfinyl, Ci-C4haIoalkylsulflnyl, phenylsulfinyl, Ci-C4alkylenephenyl or by 
•NR060CO2R0S9; 

R08 is hydrogen, Ci-C4alkyl, Cz-Cealkenyl, Ca-Cealkynyl, CrGTcycloalkyI, phenyl, or phenyl 
substituted by Ci-C4alkyl, Ci-C6haloalkyl, C|-C4alko)v, Ct-C4haloalkoxy, Cz-Cealkenyl, 
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Ca-Cialkynyl. CrCealkenyloxy, CarCealkynyloxy, halogen, nHro, cyano, -COOH, COOC1-C4- 
alkyl. COOphenyl. CrC^aOwoc/. phenoxy, (C,-C4alkoxy)-C-C4alkyl. (C,-C4alkylthta)-C,^4- 
alkyl, (C,-C4alkylsulfinyl)-Ci-C4alkyl. (Ci-C4alkylsulfonyl)-Ct-C4alkyl, NHS0rC,-C4alkyl. 
NHSOrPhenyl. N(C,-C6aIlcyl)S0rCi-C4alkyl. N(C-C6alkyl)S0rphenyl, N((VC6alkenyl)- 
S0rCi-C4alkyl, N(C2-C6alkenyl)SOrphenyl. N(C3-C6alkynyl)S02-Ci-aallcyl. N(CrC6alkynyl)- 
SOrphenyl. N(C!rC,cydoalkyl)SOrCi-C4alkyl. N(CrC7cycloalkyl)SQrPhenyl. N(phenyl)- 
SCVC,-C4aIkyl. N(phenyl)SQrPhenyl, OSPrC,-C4alkyl. CONRomRto 0S0rC,-C4hatoalkyl. 
OSQrphenyl, C-C4alkylthIo. C,-C4haloalkylthlo, phenyHhlo. C,-C4aIkylsulfonyl, C-C4halo- 
alkylsulfonyl, phenylsuJfonyl. Ci-C4alkylsufflnyl, C-C4haloalkyl8ulflnyl. phenylsulfinyl, C-C4- 
alkylenephenyl or by -NRcMCOsRoes; 
Ro7 Is phenyl. Ci-C4all^, Ci-C4alkoxy or -NFWW 

Rob and Roe are each independently of the other Ci-C4alkyl, phenyl, or phenyl substituted by 
halogen, nftro. cyano. C,-C4an<yl, C,-C4all(oxy. C-C4thioaII«yl. -CXJsRoa. -CORoez, Ci-Cr 
alkytsulfonyl. Ci-C4alkylsulfinyl or by C-C4haloalkyl: or Rob and Ra, together form a 5- or 6- 
membered ring, which may be intenupted by oxygen. NRoes or by S; 
R01S, Ro3i. R043. Ro48, Ro52. R066, Row and R084 are each indep«idently of the others hydrogen. 
Ci-C4alkyl, Qz-Cealkenyl, CrCealkynyi or CrCTcycloalkyI; 

R025, R026. R027. Ro28. Ro29. Ro30, Ro32. Rc83, Ro04. Ro35. Ro38, Ro37, Ro40, Ro41, Ro«. Ro«5. R«e. 

FW. Row, Roso, R053. Rom. Ross, R057, Rose. Ros9, Roei. Roee. Roes. Rocs and Roee are each 
Independently of the others hydrogen. Ct-C4alkyl, CrCealkenyl. Ca-Ceallqmyl. Cs-CTcydo- 
alkyl. phenyl, or phenyl substituted by halogen, nitro. cyano, C,-C4allcoxy, C-C4haloaJkoxy, 
C|-C4alkylthto, Ci-C4haloaikylthjo, C-C4alkyl or by Ci-C4haloalkyl; and 
R38 is C-C4alkyt, C,-C4haloalkyl. Cg-Cealkenyl, CrCehaloalkenyl, Cg-Cealkynyl. Cg-Cehalo- 
alkynyl, CrCecycloalkyl. or Cg-Cscycloalkyl substituted by halogen. Ci-C4alkyl. Ci-C4haJo- 
alkyl. Ca-Cealkenyl, Ca-Cehaloalkenyl, CrCealkynyl, Ca-Cehatoalkynyl. C,-C4alkoxycarbonyl, 
C,-C4alkylthio. Ci-C4alkylsulfinyl. Ci-C4alkylsulfonyl, Ci-C4haloalkylthio, d- 
C4haloalkylsulflnyl. C-C4haloalkylsulfonyl. C-C4alkylcarbonyl. di(C-C4alkyl)amino. C- 
C4alkoxy, C-C4hatoaIkoxy. C,-C4alkyl-S(0)20. Ci-C4haloalkyl-S(0)20. or by phenyl which 
may itself be substituted by hatogen, Ci-C4alkyl. Ci-C4haIoalkyl. C^Cealkenyl. CrCealkynyl. 
cyano. nitro or by COOH; 

or an agronomically acceptable salt of such a compound, and 



b) a synergista'caliy effective amount of one or more compounds selected from 
a compound of.fonnula 2.1 
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.COOH 




Wherein R51 is CHrOMe, ethyl or hydrogen; 

Rs^ is hydrogen or R51 and R52 together are the group -CH=CH-CH=CH-; 
and a compound of fomnula 2.2 



(2^). 



wherein R53 is ethyl, Rs4 is methyl or ethyl and Res is -CHCMeH^HsOMe, 
<S>-CH(Me)-CH20l^e, CHzOMe or CH20-CH2QH3: 
and a compound of fonnula 2.3 



(2.3), 




Me O 



wherein Rse is CH(Me):CH20l\/le or <S>CH(Me)-CH20Me; 
and a compound of formula 2.4 

X 



*N Ijl 
H 



Wherein Rsr is chlorine, methoxy or methyithio, Rss is ethyl and R59 is ethyl, isopropyl, 
-C(CN)(CH3)-CH3 or tert-bulyl; 
and a compound of fonmila 2.5 
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Wherein Ra is ethyl or n-propyl, Rei Is COO' 1/2 Ca**, -CHrCHCMelS-CHzCHa or the group 

^TQI and X is oxygen. N-O-CHaCHa or N-O-CHaCH^CH-CI; 
and a compound of fomnula 2.6 




wherein FUz is hydrogen, methoxy or ethoxy, Rea is hydrogen, methyl, methoxy or fluorine. 
R64 is CCXDMe, fluorine or chlorine, Ffes is hydrogen or methyl. Y is methine, C-F or nitrogen. 
Z is methine or nitrogen and Ree is fluorine or chlorine; 
and a compound of formula 2.7 




wherein is hydrogen or -C(0)-S-n-octyl; 
and a compound of fomiula 2.8 
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wherein Rgb is either bromine or Iodine; 
and a compound of formula 2.9 




wherein Reo is chlorine or nitre; 
and a compound of formula 2.10 




N \ (2.10), 



wherein R70 is fluorine or chlorine and R71 is •CHrCH{CI>-COOCH2CH3 or -NH-SOaMe; 
and a compound of f onmula 2. 11 



Ma 



WO 




(2.11), 



wherein R72 is trifluoromethyl or chlorine; 
and a compound of formula 2.12 



NH4* 



COOH 



(2.12). 



R73 



wherein Rts is NH2 or <S>NH2; 
and a compound of fonnula 2.13 
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6 (2.13), 



vwherein is nitrogen, methine, NH-CHO or I^Me, Ya is nitrogen, metliine or C-l, Y3 is 
metfiine, Y4 is methine or Y3 and Y4 together are sulfur or C-a, Y5 is nitrogen or methine, Ye 
is methyl, difluoronnethoxy, trifluoromethyl or methoxy, Y7 is methoxy or cSfluoromethoxy and 
R74 is cornea, COOi\te, COCXVIs, trifluoromethyl, CHrCHaCFa or SOaCHaCHs, or a 
sodium salt thereof; 
and the compound of fonnuia 2.1 3.c 



CI 




CH3 



(2.13.0), 



and the compound of formula 2.14 




Me 



H 



and the compound of fonnuia 2.15 . 




(2.15), 



and the compound of fonnuia 2.1 6 
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HOOC^ 



and the compound of fomnula 2.17 



and the compound of fonnula 2.1 8 



y P0(0">2 (2.16). 
H 




H 



Me 

UO (2.17), 

s 



Me 



and the compound of formula 2.19 



CI OMe 
and the compound of fonmula 2.20 



— COOH (2.19). 



Me k ^Me 



Me 



(2.20). 



and the compound of fonnula 2.21 
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and the compound of fonnuia 222 




(2.22), 



and the compound of fonnula 223 




(2.23). 

COOH 



and the compound of fonnula 22A 




(2.24), 
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and the compound of fonnula 2J25 



MeOCX; o 
and the compound of fonnula 2.26 




(2.26). 



and the compound of fonnula 2.27 



F P. 




(2.27), 



and the compound of fonnula 2.28 



Me— N 




and the compound of fonnula 2.29 
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HC 



and the compound of formula 2.30 



(2^9). 



(2.30). 



and the compound of fonnula 2.31 



N=N / 



(2.31). 



and ttie compound of fonnula 2.32 



F Br 




(2.32). 



and the compound of fonnula 2.33 
H o 

HOOC^ ^P^^- 8 

\^ ^\^0 Me-S*-Me (2-33), 
OH T 



Me 
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and the compound of fomiula 2.34 HyN SOjNHCOjCH, (2.34), 




and the compound of fonmula 2.35 



H 

and the compound of fonnula 2.36 T| l (2.36), 



(^S CH,CH(CH,), 
and the compound of formula 2.37 "^^y^^COjCH, ^2.37), 

F3C N CFjH 



and the cotr^raund of fonnula 2.38 ch,SOC "^^^ COSCH3 ^2.38), 



CHjaHCCHg)^ 



and the compound of fomnila 2.39 ||| ^ (2.39), 



Y 



and the compound of fonnula 2.40 ^ (2.40), 

CI 



and the compound of fonmiia 2 



.41 a-Q-oc«.c(Vi 

Of. 
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and the compound of f omiula 2.42 ^ \_/ OCHCO2H ^^ ^^^ 

and the compound of fonnula 2.43 ^'^ (2 43) 

and the compound of fonnula 2.44 




* (2.44), 



CXJHjCH, 
and the compound of fomriula 2.45 




and the compound of fomiula 2;47 
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and the compound of f omiula 2.49 




HO 

and the compound of fonmula 2.50 




and the compound of formula 2.51 
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(2.51). 



2. A composition according to claim 1, wherein in fonnuia I 

eacti R is independently hydrogen. d-Cealkyl. CrCealkenyl. CrCehaloalkenyl. QrCealkyny!. 
CrCdialoalkynyl, Cg-Cecydoalkyl , C-Cealkoxy. Ci-Cehaloalkoxy, Ci-Cealkytthfo, Ci-Cealkyf- 
sulfinyl. C-Cealkylsulfonyl. Ci-CehatoalkyI, C-Cshaloalkylthio. CrCehaloalkyfsulfinyl, Ci-Cs- 
haloalkylsulfonyl. C-Cealkoxycarbonyl, C-Ceallorteaibonyl, C-Cealkylamino, di(Ci-C6alkyl)- 
amino, Ci-CeaJkylaminosulfonyl, di(C,-C6alkyOaminosulfonyl, -N(R,)-S-R2, -N(R3)-SC)-R4, 
-NCRshSOrRe, nitro, cyano, halogen, hydroxy, amino, benzylthio, benzyfsulfinyl, benzyl- 
suifonyl, phenyl, phenoxy, phenylthk>, phenylsulfinyl or phenylsulfonyl; wherein the phenyl 
group rnay Hself t>e mono-, dl- or tri-substituted by C-CsalkyI, d-Cehaloalkyl. Cg-Cealkenyl, 
CrCehatoalkenyl, QrCealkynyJ, Cg-Cehaloalkynyl, C-Csalkoxy, C-Cshaloalkoxy, Cg-Ce- 
alkenyloxy. CarCealkynytoxy, mercapto. C^lkylthio, Ci-Cehaloalkytthio, Cg-Cealkenylthio. 
CarCehatoalkenytthIo, CrCealkynyhhlo, CrCsalkoxyaJkyfthio, CrCeacetylalkylthio, Cg-Ce- 
alkoxycarbonylalkytthio, CarC4cyanoaIkylthk), C-Cealkylsulflnyl. C-Cshatoalkylsulfinyl, 
Ci-Csalkyteulfonyl, C,-Cehaloalkyl8ulfonyl, aminosulfonyl, Ci-Caalkylamlnosulfonyl, 
CrC4dlalkylannfno8ulfonyl, Ci-Caalkylene-R*^ NR^R*,, halogen, cyano, nitro. phenyl or by 
benzylthio, wherein the latter phenyl and benzyWifo groups may themselves be substituted 
on the phenyl ring by C-Csalkyl. C-CshatoalkyI, C,-Q,alkoxy. C-Cahaloalkoxy, halogen, 
cyano or by nitro; 

or each R is independently a monocycfic or fused bfcydlc ring system having from 5 to 10 
members, which may be aromatic or partially saturated and may contain from 1 to 4 hetero 
atoms selected from nitrogen, oxygen and sulfun wherein the ring system either is bound 
directly to the pyridine ring or is bound to the pyridine ring via a C-C4alkylene group, and 
each ring system may not contain more than two oxygen atoms and may not contain more 
than two sulfur atoms, and the ring system may itself be mono-, di- or tri-substHuted by 
CrCealkyl. CrCehaloalkyl. CrCealkenyl. CrCehaloalkenyl. CVCealkynyl. Ca-Cehaloalkynyl, 
Q^ealkoxy, Ci-Cihatoalkoxy, Ci-Cealkenytoxy, CrCealkynytoxy, mercapto, C^^ealkylthfo, 
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CrCehaloalkytthio. CrCealkenytthio, CrCehaloalkenylthio, QrCealkynylthio, QrCsalkoxy- 
alkylthio, CrCsacetylalkylthio, CrCealkoxycarbonylalkylthk), QrC4cyanoaikylthio, Ci-Cealkyl- 
suffinyl, CrCehakjalkylsulfinyl, Cf-Cealkylsulfonyl, Ci-Cehaloalkylsulfonyl. amtnosulfonyl, 
Ci-C2alkylaminosulfonyl, CVCAdialkylaminosulfonyl. Ci-Qsalkylene-Rj, NRsRg, halogen, 
cyano, nitro, phenyl or by benzytthio, wherein phenyl and benzylthio may thenDselves be 
substituted on the phenyl ring by Ci-CbalkyI, CrC3hak>alkyl» Ci-Csalkoxy, Ci-Cahaloalko)^, 
halogen, cyano or by nitre, and wherein the substituents on the nitrogen in the heterocyclic 
ring are other than halogen. 

a A composition according to claim 1 , that comprises, as compound of formula I, a 
compound of formula la 



wherein 

R48 is Ci-CealkyI, Cz-Cgalkenyl, CrCehaloalkenyl, CrCealkynyl, Cz-Cehaloalkynyl, CyCecyclo- 
afkyi, Ci-CehaloalkyI, or a monocyclic or fused bicydic ring system having from 5 to 10 
members, which may be aromatic or partially saturated and may contain from 1 to 4 hetero 
atoms selected from nitrogen, oxygen and sulfur, wherein the ring system either is bound 
directly to the pyridine ring or Is t)ound to the pyridine ring Wa a Ci-C4a)kylene group, and 
each ring system may not contain more than two oxygen atoms and may not contain more 
than two sulfur atoms, and the ring system may itself be mono-, di- or tri-substituted by 
Ci-CealkyI, CrCehaloalkyI, Ca-Cgalkenyl, CxCehaloalkenyl, (VCealkynyl, CVCehaloalkynyl, 
Ci-Cealkoxy, C-Cshaloalkoxy. Cs-Csalkenyloxy, CrCealkynyloxy. mercapto, CrCealkylthio, 
Ci-Cehaloalkylthio, CrCealkenylthio, CVCehatoalkenylthio, Ca-CealkynyJthio, Cz-Csalkoxy- 
alkyithio, CVCsacetylalkyKhio, CrCGalkoxycarbonylalkyHhio, C2-C4cyanoalkylthio, Ci-Cealkyl- 
sulfinyl. Ci-Cshaloalkylsulfinyl. d-Cealkylsulfonyl, Ci-Cehaloalkylsulfonyl, aminosuKonyl, 
Ci-C2alkylamlnosulfonyl, C2-C4dlalkylaminosulfonyl, Ct-Csalkylene-Rrt NRsRg, hatogen, 
cyano, nitro, phenyl or by benzylthio, wherein phenyl and benzylthio may themselves be 
substituted on the phenyl ring by d-Cgalkyl, Ci-Cahaloalkyl. Ci-Caalkoxy, Ct-Cahaloalkoxy. 
halogen, cyano or by nitro, and wherein the substituents on the nitrogen in the heterocyclic 
ring are other than halogen; 
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R49 is hydrogen, C-CsalkyI, C-Cehaloalkyl. halogen, or phenyl which may be substituted by 
Ct-CaalkyI, Ci-Cahaloallcyl, Ci-Caalkoxy, Ci-CyiaIoalkoxy, halogen, cyano or by nltro. and 
RsoisCi-Cehaballcyl. 

4. A composition according to claim 3, wherein is Ci-Cealkyl. CrC^lkenyl, QrCehalo- 
alkenyl, CrCealkynyl, CrC6hak>alkynyl, CrCeCyctoallcyl or Ci-Cehaloalkyl. 

5. A compositton according to daim 1, wherein in fomiula I Q is the group Q2 or Q3. 

6. A composition according to claim 5, wherein in the group Q2 Rza is hydroxy. 

7. A compositkm according to daim 5, wherein in the group Qa R40 is hydroxy. 

8. A method of controlling undesired plant growth In crops of useful plants, which comprises 
allowing a herbiddally effective amount of a compositton according to claim 1 to act on the 
crop plant or the locus thereof. 

9. A method according to claim 8, wherein the crop plant is maize or sugar cane. 

10. A method according to daim 8, vi^erein the crops of useful plants are treated with the 
mentioned composition at rates of application conresponding to a total amount of active 
ingredient of from 1 to 5000 g per hectare. 

1 1 . A herbiddally selective composition that, in addition to comprising customary inert 
fomiulatlon adjuvants, such as earners, solvents and wetting agents, comprises as active 
ingredient a mbrture of 

a) a herbiddally-synergisBcally effective amount of a compound of fomiula I accoixfing to 
daim 1 and one or more compounds selected from the compounds of formulae 2.1 to 2.51 
according to daim 1 and 

b) a herblddally-antagonlstlcaWy effective amount of a compound selected from the 
compound of fomiula 3.1 
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ca 



(3.1). 



and the compound of fonnula 3J2 



CI. 



CI 



and the compound of fonnuia 3.3 




(3.3). 



O-CH8K;(0)-0-CH(CH3)C8H„-n 



and the compound of fomuila 3.4 



p\M& COOCHgCHg 




(3.4), 



COOCHjCHs 



and the compound of fononula 3.5 




Me CI (3.5). 



and the compound of fonnuia 3.6 
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(3.6). 



and the compound of fonnula 3,7 




and the compound of fonnula 3.8 



andof fonmula 3.9 



andof fomnulaaiO 




and of fonnula 3.1 1 
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and of formula 3.12 




and of formula 3.1 4 



9H3 




and of formula 3.15 
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12. A method for the selective control of weeds and grasses in crops of useful plants, which 
comprises treating the useful plants, seeds or cutHngs thereof, or the area of cultivation 
thereof, with a herbicidally-synergisticaJly effective amount of a composition according to 
claim 10. 



13. A method according to claim 12. wherein the rate of application of herbicides Is from 1 to 
5000 g/ha and the rate of application of safener is from 0.001 to 0.5 kg/ha. 

14. A method according to claim 12. wherein the crops of useful plants are maize or sugar 
cane. 



15. A herbiddally selective composition that, in addition to comprising customary inert 
fomiulation adjuvants, such as earners, solvents and wetting agents, comprises as active 
frigredient a mixture of 

a) a herbicidally effective amount of a compound of fonmula I according to daim 1 and 

b) a herbWdaHy-antagonlstically effective amount of a compound selected from the 
compound of formula 3.1 
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CO. 



a 




(3.1). 



CI 



and the compound of formula 3JZ 



and the compound of formula 3.3 




(3.3). 



0-CH2-C(0)-0-CH(CHa)C5H„-n 

and the compound of formula 3.4 

/;iMe^ ^CXX)CHjCH, 
CI— </ x>_N I (3.4), 




COOCH^CHj 



and the compound of fonnula 3.5 



Me CI (3.5), 
Me 



and the compound of formula 3.6 
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COOH 

,COOH 



CO 



and the compound of formula 3.7 




(3.7). 



and the compound of fonnula 3.8 

a 




N>.Q.^\^0^ (3.8). 



CF3 O- 




and of fomnuia 3.9 



and of fonnula 3.10 



C|2CHC0N(CH2CH=K;H2)2 (3.9), 



(3.10). 



andof fomf)ula3.11 
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and of formula 3.12 




and of formula 3.14 



9H3 




andof fonnula3.15 
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O (3.15) 



and of formula 3.16 



OH O 




1 6. A method for ttte selective control of weeds and grasses in crops of useful plants, which 
comprises treating the useful plants, seeds or cuttings thereof, or the area of cultivation 
thereof, witti a herbiddally-^ergistically effective amount of a composition according to 
daim 14. 



